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[W*« 1 1 
-&ft 

• Hbi] 




v 1h! N r x 



R 2 



(I) 



(ft^-R 1 ft, Ci-e 7****, C 2 - 6 7 C 2 - 6 7**^** 

i-.Cs - i o ^n7H*», Ce - i o Ci - e ->* , 5 ~ 1 

OflfnT'J-^ aMOMff^rnl^fcl^-NR 1 1 3 R 1 ' b 
fft* R 1 1 a iai^R 1 1 b M\ m-4fctt*fcoT, **JR^, Ci - 6 

*. Ca - e 7**^**. c 3 - e 7**^**, c.-.. ? e ft 

- . 7 ,,_ ;v ^ Ci- 6 7m->i, 5~10^fn7'J-;Vii/:B4~10 

I^rn^^MtS, R 1 1 a SJ^R 1 1 b •*» TB«tMW 

Ci - 6 7/u*>*v C 2 - e 7**--**. C 2 - e 7^JS> C3 - l o ✓ 
T C,-,i7-J-*i, 5M0lAfn7V^i ; 3- : 10l^fI 

***** Ca - i o »/^7^*'/», Ce -L° J .IV* J VLliS-? 

C.3 - 6 7*4^**** C, - 6 7**^***, C. - i • \> u J*%t 
5*36. C.-i. 7 •;-***** 5-1 Ol^n7'J-^ft$, 4-1 0^* 
^✓s^n.^?-*«i3J:tfft-T 1 -t 2 -T 3 

T 2 i± #jv**-** ^^7-f-fl/»» x^*-*** *-C (=0) -o-t*5 
frilkft-O-c (=0) -e«*iM, ft-so 2 -o-^^fi^Sl 

&.0 2 -e*«*t*», ft— N R T 1 J-C (=0) -N T > 

ft— n r T 1 -c (=0) ft-so 2 -nr t r -c«*n 

Sg*fct±ft-NR T 1 -SO2 --C*Sit*lt«:*«i-*. 

C 3 - i o ^B7*t*l, Ce - i o 5-1 Ol^n7'JHH 

r T 1 ^at^tfcttci - e 7***«**"**. 

Anyy»,*t»^**7f», -bng, ->7-/«, ***** Ci-jTM 

- Gi - 6 7/U3*f**J:O r Ci - e 7/U*****. ) ■■Cfft$*t4*S:**i-*o 
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R 4 R 5 ^ R 6 fcj^R? m-*fcHt*frot\ 7K*K^, ^ d ^^\ ■ 

& ->7;i, F'^jvtn^^I, Ci - e 7***&> c 2 - e 7**--*»> c 

£ ^ Cl - 6 7M>75^, S-CO-R 12 «<K R 1 2 «*> * 

Ik C, - s 7***«, Ci - a T*3**», ^'f^ilSUUJl* 
75/i^:(i-/-Ci - e 7;^)V7^S^tSo ) 

R 8 tt, **«**fciiCi - e 7***'****;*;*o _ 

R 9 (±, Ci - 6 7***3*, C 2 - 6 7**-*». C2 - 6 7**-*3k Ci- 
! o ^D7*^*, Ci - 1 o 7U-*», C3-H ->^U7***C! - 67* 

^■Ci- i o 7U-*Ci - 6 7***&, C» - 6 7*3* v* 5-1 OH- 

for 0 -*£>'. 3~io i^fl^nm 5 ~~ i oj^jry- *C i - . 
, b R i i a ^xz/r 1 1 b \is J;e36*fcn*****i"*« ) 

wat, *-c (r w 1 ) (r w 2 ) - «+ k ?i**£? R • 2^;t 

»«r*i*i-*o ) -e*«*t***fctt*-N (R W3 ) " (5S<K R W3 {i > 

fcliCi - e 7;^^i^Sl«t4o ) Tt^SS*Sftt4. . ^ _ _ 

: - 6 7****. C 2 - 6 7**-** C 2 - a 7**^^f> J-CO-R ( 

^ R Y H, **M«fcttCi - 6 7******l*-7*o ) T*3*t*****T 

-Cv^T^iv^Ci - e 7****"T?**»*«l8e«^#»'b L fcli** 
[ 5*5f ™«fcWd*ft»tf*t*W»t*U-CV»-CtiV»Ci - 6 7***36"? 

f^l-Ci - 6 7***75 yaujiiry-ci - a 7***75 

m4^{±^tLib07jc*n^o 

[W#3C 5 ] 
R 1 5£ 

; -Mb 2 ] 

Qa <">. 
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Ait3] 

I R^5 6 ic-NR I 1 a R 1 1 b (*<K R 1 1 a fc^R 1 1 b li> ±Bf*aiK 
I R*? 7 L:-NR l 1 c R 1 1 d R 1 1 c *±> ^SfW^ S^'ttCi - e 7** 

Mb 4] 

(IV) 

rsg-jfr-js 1 0 1 

v m£\ m*]*T-e**w** i - 9 ©v»rtL* i «Bt«ft*« * l < 

' ! x5*i-c (r 1 0 a ) = <*«K R 1 0 **«^ /%ny>»* fetter 
< {± * (DM i tz \t tt <b cotK^^o 

1 Y*f i*li^-e**W** 1-12 ov»r*t*. i XtBMate** * L <«*«>** * 

rsg^jg 1 4 ] 

w ** *-n (r w 3 ) - r w 3 ±e»*«i i'iam<^R w 3 tra*** 
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l w S i-N (r w 3 ) - (a*, r w 3 ^ ±iBW**ifcfiB*toR w 3 tmnm* 

v>-fft* 1 SUE*©*!;*** L < li^W^i fct±-?-^«b07K»o 

lp ^f J 1 _ 6 7 Cj-io y?n7^^i, Cs - 10 
Ki-6 7***3k Ce-io 7U-*Ci - e T 5-1 0J».^n7V 

-jv Ci - 6 7>U*/U*4fctt3~l OJi*35r#*^nplCi - 6 7^*^*T?**Bh 

fc«U R'li, ±|B»**lc™»111ft«»aifctt«*a6»b*6atf*t**lft 
IIhaR^ 19]" 

R 9 t5* C3-1 o y^D7)^iVCi - 6 T^^il'SSfctiCe - 1 0 
W*?*-C (R w 1 ) (R w 2 ) - R w 1 £^'R W 2 ^ ±Um f* U ^ 

ib®or w 1 i5it/R w 2 trass* ) «s*t**"c*«), a*> m 

1-13 ©v>r*i* 1 Mttw^Wfc L < tt*«>«* fz\*ZM<D 

jtH^-gl 2 1 1 

R 9 75 s t/-Ci - 6 7 /V"** 7 5^36, *y-Ca -• 1 0 y?D7W?/i 
^-C 6 _ , 0 7';-*7Ui, *y-5~l 0l^fn7'J-)l'7 5;i^f± 
- 4 ~ 1 0l^f^fDf7 5 yafe-C*4W** 1~13, 20^^.21^ 

fc/f u r 9 (4, j:SB»*a 1 ee«©«»at» a t b * & *fcms*» 

Ib r*? 2 -I!/-C3 - 1 0 y^n7J^^7^S^:li^^-C6 -io7'J-*7 
1 tji^jg 2 4] 

. rsn^jg 2 5] ^ _ 
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°[Ht#«2 7] 

mam 2 8] 
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[0 0 0 1] 

was*] 

[0 0 0 2] 

NH& ^:M, fWfi, TO, «J*«*i?**<011* 

££V»-C, ffFaBte^ttH^SS-* (Hepatocyte growth factor 

receptor; J£lT\ THGFRJ k»t) ©HJMW^ntv^ (^#tf 
SKI) o Ci^<bM^m^ilL7tHGFR(i, fiUfrWfc* * ^{4ffF»*i5iH^ (H 
epatocyte growth f a c t o r ; KT» |"HGFJ fcfc-t) fc*9*S 

ifc, HGFRIi, JfiL«rt&fflJ&fcfc§&mtT:fe!K H G FtJ j H G F R ^fiJScL, Jfi.^ 

n&mm<omm& * o«*«rflEm+ * a, ifAtt^ k $ nx ^ 

HGFJtt/L^y-^ KWNK4i», HGF-HGFRy^t;^iitS^ 

f^HR 3, 4)0 

Lfc^ot, HGFR[fi#ftffl t*i-*^fc-fr* 14. ftttflfflU JHW&H«(H4fctt* 

H\fciR2 niB«$^Tv»*'fk^s»i±*y''j vjsj: w^-yu >US3M*, #ff^tm3 i-fam 
ar*e>-f, tfc, mftxffi 4 k * iifc-rb-a-w «o h g f r pi^m k o v> -c *> s 

mftXM. 1 ] HBR&H* 0 2 / 0 9 6 3 6 1 7 U y h 

[#^^2] |ffi^SI9 0 3/0 0 0 6 6 0^>7V? b 
. .ffiffJ:M3 ] SH£<2r|!fl^ 0 3/0 8 7 0 2 6^O7l/yh 
ffl#« s X«4 ] SIK£H£ 0 2/3 2 8 7 2 7 V y h 

Oncology Reports, 5, 1013-1024 (1998) 
'•[*#K : Xit2] Advances in Cancer Research, 67, 257-279 (1995) 
[^Mffr^tit 3 ] British Journal of Cancer, 84, 864-873 (2001) 
[*#|F«4] Cancer Sci., 94, 321-327 (2003) 

[0 0 0 3] 

. :.*3MH«).BWIi; ^F i 3^*5lt-2>HGFR^^L/c«oM'i-Ji5il. Mmmt& <t 
■blfctot *»«■*- fcifcCJ: QttMSflUI, jfli*«r&ia*f^ffl**:»4*<E#fti«Iftffl«:^ 

. [0 0 0 4] 

tt, ±K**fc«*«*ffl*6**fe;fclif** Tlfi-fe^: (I) X&ZitZm 

005-3029062 



#H 2004-370801 



^-v>: 2/ 



[1] . 
- 1 0 0 0 5] 



-i 

H 

[0 0 0 6] 

R'li, Ci - e tjK^S, c 2 - e t;v^-;v^> c 2 - e t;v^-^* 

, C 3 - i o y?n7^^ C e - i o 7 'J -;l"^> C i - 6 7^3*->i, 5 - 1 
Ol^fn?-]-^ 3-1 OJ*###&^n3|fc***fc»±5£-NR 1 1 a R 1 1 b 
r 1 1 a isitfR 1 1 b t±, Ej-*fctt*fcoT* zKftHC^ Ci - e r;w^f;u 

& Cs - 6 T;U^r-^^ Cs - e T^^r-^S, C3-10 Ce 
- i o 7'i-iH> Ci - 6 7*3*->&, 5~10I^fD7 l J-;H^:li4-l 0 
JI*3f#R^^n fc£U R 1 1 a isitfR 1 1 b (i, TB1IJMS* 
a £ tt T IBgm«^ b frh m tf ti £ tt&& £^LTv>-Ck<J:v> 0 

[lisafb] 

Ci - 6 7;w*;u*, c 2 - 6 r;v^-^*> c 2 - 8 7**-**, c 3 -io^° 

7***36, C 6 -io7'J-JH, 5 - 1 UT'J-^*, 3~10fl^fl 

A.f nS^S, Ci - e 7*3*->g£, Cs - 6 7*$ r -****>*, C 3 - 6 7**- 
jVt^yS, Cs - i o ->*D7rt/3 3rvag, Ce - i o + 5-1 01 

AtnrU-***'/*, 4-1 OJI^M^naM-***, Ci - e 7JHr**-* 
g; C 3 - e 7 /Hr -*■?■*** Cs - 6 7**-*^**, Cs - i o -/^7M^ 
C»-io7'J-*f*i, 5-10^07']-;^^ 4-10M^ 
flAfDSf^SfeilfS-T 1 -T 2 -T 3 
' T 1 ti, JMfr&tfcliCi - e 7** I'V****"* - *© 

• t 2 14, *;u**-;i/S, x;v7^;H, x 5£-C (=0) -0-T-^£ 

*l*-*', sfc-o-c (=o) -x^^n^ft, S-S02 -o--e*$ft&*, 5S-0- 

SO2 -T'lfcS^*, ^-NR T 1 -"CSEStL**, *-C (=0) -NR T 1 
Sft.**, ^-NR T 1 -C (=0) --CftSft&g, S-SO2 -NR T 1 --C&Sti 
S4S^;li^-NR T 1 -SO2 -T&3*x**«r*i*-*-*o 

T 3 it, 7tmm*. Ci - e 7****, Cs - 6 7**--**, Cs - e 7**-* 
*\ Cs - 1 0 ->?B7H**, Ce - 1 0 7'J-;v*, 5-1 OlAfn7'J-^i 
•*fcji4 - 1 OlffflAtDi^S^tftJ. 

R T 1 »± % jjcjfcJR^tfcttCi - e 7**>l'**:*l5M"*o ) tt?ji4l 0 
•-.fc£U. *»*# b ks*<d#*HU TlS§&*i£ c ^e>glf;h.Sg&*£;&LTvvc 

Any>e, ^V*7*M, - fog, y7/i, **V*, Ci - e 7** 



R 5 R 1 
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;i^> Cz - e Tfrtr-fr^ C 2 - e T)\/*-)\>&, C3-10 y^7;^)H, C 
e - i o 7'J-;H, 5~10lAfn7'J-^S, 3-1 O^^flArnJMS, 
C"i - e 7;v3^vi^J;0 ! Ci - e T^Ji'^t&o ) ■v^ti^m^MM'tio 
■ JztzL, R 1 14, ±IBgm^a S^{i±|BS^^b^'bMtm*®m^*^rLTV^ 

R 2 fcitt'R 3 14, TK^^-^^-r^o 

R 4 s R 5 > R 6 £4t>*R 7 J4, |Wj-S Ttti^^oT, 7X*iT^ ^ny^f, tK^ 
Ivy7;i, h V 7 fr* v * Ci - 6 T)\>*)V&, c 2 -e7n-;H, c 

2 _ 6 - C i - e 7;l'3*yS, ^/-Ci - 6 + J 

^> y'-Ci - e 7^**7? S-CO-R 1 2 (554, ri 2 ^ tKM^ 
BK& C i - 6 7**;H£, C i - 6 7)^^vl, 75/S> t^-Ci - 6 7/1'**' 
7?/*i£l±^-Ci - e 7^^r^7^ y^*7ii*i--5o ) -c^^tL^^^^i-^o 

R 8 !4, TK^i 1 ^ fettC i - 6 7)\s*)V&Z^tt-fZ> 0 

R 9 {4, C i - 6 7;i'*;H& > Ca - e r;v^-;v36, C 2 - e 7;v*-;v&, Cs - 
i o y?n7;^;i/S, Ce - i o 7'J-;u&, C3-1 o y^D7M)l'Ci - e 7/V 
*/V*, Ce - l 0 7'J-^Ci - 6 7;i/ + ;H, Ci - e 7 ;V =?*->*, 5-1 OH^ 
fB7'J-*S, 3~lOI^flAfniSI, 5~10l^fn7'J-JVCi-6 
7/1'*/^, 3~l OMW^m^f nSCi - e 7;v*;i'»4 Tt^-NR 1 la R j 
1 b (554, R 1 V a jsitfR 1 1 b (4, ±|B^i:|WI^^^i*-r^o ) T^ti^S 

fctfU R 9 «4, ±IB«lllif»a*fctt±«11*a6»b3*»&atf*L*ttJft***LTV» 

WJ4, JMfi<&\ 55-C (R w 1 ) (R w 2 ) - (554, R w 1 J3it>*R w 2 fi> R-* 
fcli«4oT, tt&M^s '^VEtt. Ci-e 7^*;Hi4£(4C 1 - e 7^3 + v 
* *o ) -O&ZtiZ&t (R W3 ) - (554, R w 3 (4, jJcaSJK^S 

TcJiCi - 6 TA>* &o ) Ta^*L*i6*Sl*'t*o ) 

Xf4, 55-C (R 1 0 ) = (S^, R 1 0 {4, 7jc^H<^ ^n**yjR^ ->7yS, C 
i _ 6 y^**-^, c 2 - 6 Tfrtr-fr^ C2 - e 7;v*-;i'», 55-co-R 1 2 ( 

554, R 1 2 tt,-±ejfefcfcH***tt*.-*-*. .) T*^$tL^,^*^l*7^.o ) T-^^tt 

Y14, HflT, SMMK^ x^7-r^», ^;w.*-;i'*47 v c{455-N (R Y ) - ( 

554, R Y 14, jjcfcia^ifcttCi - e 7***36* SB*-* So ) X'UZfr 

[2] R 1 ^, ±l5[l]HlBm^S^Wa *tz\±®&Wmbfrhm\fti&Wte&*^L 

[3] R 1 fr\ TE1t!ft*iM # fcStffr* LTv»T*> 4v>Ci - 6 7*** 

gtrfc £ [ 1 ] Ett<*Mfc'fr'» 4 L < {4 * <7)fi 4 {4 Z ti h 0>*Jfn»o 

7 ? *y-Ci - e 7***7 5y3li3 4r7x-Ci - 6 7***7 5 

[4] R 1 UK ±8E[l]t3E*«)«JJiaf»a4fc»41tJft*»b3&»e»»f*t41E!fta&«r*L 

TV^Tfc 4^3-1 0M#%mm^TUT%^x~$>Z[imm.<Dit&W1>L<li<?:<Dl&t 

[ 5 ] r 1 a*. 55 

[0 0 0 7] 
[ft 2] 
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[0 0 0 8] 

(**, aii, 1 &v>L4©SE»*£i***o ) ^*3:TL**4fctt 



[0 0 0 9] 

Mb 31 




[0010] 



(5ft*, bfi, l^L3«lt^ttn„ Zli, HHKSC^, a**-** 
, ^*-;HJ/:W-NR z - (:ft*, R z 14, **«^4fcliC i - e 7***& 

[6] R 1 ^'jt-NR 1 1 a R 1 1 b (5ft*, R 1 1 a S'itfR 1 1 b »±, ±E[1]K 
IBm^R 1 1 a iJct^R 1 1 b ) •C**fr*afcT**[l]IB*W>fl: 

[7] R 1 5ft-NR a lc R 1N (5ft*, R 1 1 c t± , jjcfcK^ifcWtCi - e 7 
/Hr>u**:*i*-*-So R 1 1 d ti , C i - 6 7/1^***4 fell* 
' [0 0 11] 



(5ft*, ct±, l&v»L3 0SE«fc***i-*o Z 1 t4, HBKJK?-. «*HC?\ a**.-* 
^ *;v*^;i^4£l4:ft-NR z 1 - (**, R z 1 (±, JfcSflt^i fc tt C i - s 7/u 
„ ) -e^^tt^^^E^^o ) TmZti2>&Z%-M-fZ> 0 tztzL> R 

[8] R 4 , R 5 , R 6 feiZ/R 7 4fctt*fcot\ ^n^>JI?-4 

fcliCi - e 7^^^ftT'*-S.[l]~[7]<7?v^^llBm^ / fk^t/^ L< (4*<7>i&4fc 

[9] r 8 a*, *iJE^^[i]~[8]©v>f *t*i c«wfb^« 1 1< n^otJfc 
[io] v 1 a*, »*jR ; F-c**[i]~[9]ov»-f^ilB««)'fb'&-!»fcL<tt-e«)tt4 

[11] X* ? , ift- C (R 1 0 a ) = (5ft*, R 1 0 a fi, ^n$»>jRiPifc 
t±v7/^£5ti5M-&o ) "C*$ii*a6-C*a[l]~[l 0]<Ov»i**L*»llB«©'fb'&»<> 

[12] x* ? , itwe*5[i]~[i o]<n\*?tifritm<Dtt&ydi> L< ti-ew^t 

[1.3] Y5&«, gl^JE^**[l]~[l 2]m^*i^lfB®4Mb'&^*> L< lif^Si 

[14] Wtf*, 5ft-N (R w 3 ) - (5ft*, R w 3 14, ±§B[l]Kf5itf>R w 3 £ 
■*-*l*i-*o ) tz&ZtiZ&TzU)*). ^oV 2 iSSWJ[l]~[l 3]Ov>-fft 
*» 1 IS^-fb^* L < &^(DlM.ttzi±-?:iXb(D*.%iydo 

[1 5] W^, 5ft-NH--e^$tL-S>ST-*l9, *oV 2 ifEK^4[l]~[l 

3]cov^-r^iiB«<^'fi:^-%^ u< \t%<DM*tz\±-t:tib<o-temmo 

[1 6] W**, 5ft-N (R w 3 ) - (5ft*, R w 3 14, ±|B[l]HlBm^R w 3 tWl*m 



Mb 4] 




[0 0 12] 
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[1 7] Wt5>\ S:-nh-t-^$^4^t-^o> ^ov 2 a*, »*JK^-e**[i]-[i 

[1-8] R 9 7& ? > C i - 6 7)\s*)U^ Ca-io •>?D7A/ + M, Cs-ir/^P 

7;^jvCi - e 7;v^;v^ c$-i o tv-*Ci - e 7Ji/*;u2£, 5~i Ol^f 
B7V-Ki - 6 7;V*;W&£fcli3~ 1 O^^W^-rnllCi - a 7^*^*Tf- 
[ 1 ] ~ [ 1 7 ] Ov»-T*t*> 1 ISftOffc^ 4L< ti-e-^S fcli-tfLfc ©jjcffi^o 
fc*:U R 9 «U ±ffi[l]tiE*olKft*»a4^tt111ftafe»b^?>a»ftL*«m** 

[19] R 9 Ca - i o '/^DTmCi - e 7***£Sft:ttC6 - i o 7'J- 
;kC i - 6 7^*^»t?**[l]~[I 7]ov»i*tt*»lfBIRwfb'frW«> L< f±-€-OttSfc 

tztzL, r 9 n; ±aa[i]t=Kttoflijfta6»a ifcim»aB$bd»e>»tfftatt»£fc 

.[.2 0] '^-C (R w 1 ) (R W2 ) - (5t4>, R w 1 i3«t^R w 2 J4, ±B[1] 

mm* 

't'2 1 ] : \W ^-CH 2 *^V 2 ^H^-C*4[l]~[ 

[2 2] R 9 =ZJ -C i - 6 7M*7U£, ^y-C 3 - i o ^U7***7 
5 *y-C« - i o-7U -H>7 5 ^S, *y - 5 ~ 1 0l^rn7'J-)l/7 5 

l/;li^y-4~ 1 0M^flAfnS7UStife5[l]~[l 3]> [2 0]^^^ 
2 ^ l]OV»-f^?5>lf3m<0'flI#®^ L< tt*<Dt&ZfziiZtlt><D&m®o 
. fc£U R 9 t±, ±E[l]»=E*0«Jfc»»a *fctt**^b-*&StfrfL*1I»a?* 

[2 3] R 9 3&*, ^-Cs-io v?D7MJV7? </*$fct±* v> - C 6 - l o 7'J 
-^75yit?*4[l]-[l 3], [2 0]£J:t>*[2 1 ] OV»r*t*» 1 VBM*>4t4&0 *> L < 

f± * * \t % ft h OTK»o 

fztzL, R 9 J± % '±E[l]KIB«Oil»a^aifett«lJi3E«b^ibatffL*fiJftaiS: 

[-2.5] .[i]Eiw>f&fr** l< f±-e-o^t tz\t^fib<r>imm^^-r^mmmmM 
.'(2 6] [i]B«0'(t'fr«4 1< \±*<n>mttz\t*tih<njm®*tt?zmm%i&.®m 

Mo- 

[2 8] mg^ m*. wm> ±mm. m&i&m. mm, wm. mmmttznm 
[29] [i]fBSt<o<fc^i l < ti-e-^i tzit^fi^<Dy^m®i^-r^mmmmm\ 

o> [0013] 
[0014] 
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[0015] 
[0016] 

raj tit, m*.amimtv&. «R«a*fc«)«, ^r««u&to^ 

ft, ^W>ft, JBHft, Aft, ^rWE *A«, *>*;i>*>ft 

p- b>i/i>^^*^ft4ifkoa[*«*»fe»it*o 

y^- *A£*k*tf*tf<b*t* 0 k ktTtt, Witfi'if-ll'T 

5^, «**ous>, N, N-y^^f^f-i'^yT? k*ko 

tt*«*»ffeit4 0 ^ ^ 

©tta**tfe>*t*o «uttt7.5yftk«)tto»aift«kbf «*.tf7/HF->, w 

^^-f->4 k*koitri s £lf feit4„ 
[0017] 

[»xir>m=f-l tit, 7?^, AflfSfclia^S^^MtJ 

o 

rci°- f 7^/watj kii, nt*fki4v»t6*o««tt4fctt»tt<m««>T>i'*/i' 

2_/f;v-2-ynt>i (t-T'f-Zl'*) , 1 -T^^S (n-7f^S) > 2-7 
(s-yf**) > l-^>f-lHfe, 2-^>f"^», 3-^>f->Hfe. 2-*f- 

^-1-7-^;^ 3-x^;v-i-7^^S, 2-^^;w-2-7^^^> 3--*** 

_ 2 -7f-;i/^ 2, 2-^^-1-^^, l-^^r'>;V*> 

3--s%->;i/^ 2 1 -^Vf-JUt, 3 1 4-* 

2 2 -tr*- 3— 3 3 — «>f-Jl>* 
2, 3-v>f-;v- 1 -7^*> 3, 2, 2-vVf- 

l-yf-A'*, 3, 3 -y**-*- 2 -7^*, 2, 

rc 2 °- 6 9 7JV-ir-^*J kti, -JMfrfr*"l**1"*» 2 *v» L 6 ®<D&®& 

[0 0 2 0] 

TC3 - e 7^^-^J kli, rKIS-frSrlM-T*. jfc*lfc3 4v»L6*©lMM* 
Sfcli#tta:R07>u^-A'**:tt*U JWMfflkLTIi, 2-^n^;i,i (7'J^* 

tfJ|E#2 005-3029062 



#H 2004-370801 



7/ 



[0 0 2 1 ] 

TC 2 - e 7 ^t*. Hl^lffltti, **»2fcv»L6flW>lMM* 

ft; l-yfrjH, 2-^-^, 3-7f^i> 

ft, /N.^.->n^3£*^***»f <b^*o 
[0 0 2 2] 

rc 3 -6 7;^^iJ fctt, jK*»3ftv»U 6 

tfcli##«tt07**-A'&fctt*U *#fliUli, 2--/ne-;u*, 2-rf 

[0 0 2 3 ] ' , 

rci - e T**\>*m t\u ±.m&m rci - 6 t**>u*j 

'-xfl/>I, 1, i-ifV>*, 1, rF7>fU>I, 
[0 0 2 4] 

TC 3 - i o i/^nrHA'iJ £:5i> ^W3^v^Ll o fctt-»«>tt 

aitwaast-fbitxafetawfe't, **«kuii, ->*n-/ntr>i/ft, i/^y^s v -> 

^n^f-;i^, ->^d/\^->;i-S, y^nA^f^i, ->;7 □ * y- ^ft, v^^- 
y^nf-»H, fcfv^o[2. 1. 0]^>tJ^ tTv^n[3. 1. 0]^*v 
>i,ft % tfv^n[2. 1. l]^*^^ ^*->^n[4. 1. 0]^7°t^S> bf'>^n[ 
2 2 nAT'f^S , fcfvy-n[3. 3. 0]*^f-/Htf, ^v* 

n[3. 2. l]**t/uft tf'>^n[2. 2. 2]**t*ft fcT->*n[4. 3. 0]y" 
tfv^n[3. 3. l]y-;V*> l£->*n[4. 4. 0]^*>*3fe (7** U **) 
N tfvy-n[3. 3. 2]r f vJWS^^ J *tf'b^^o 
[0 0 2 5] 

TCe - i o T»;-/HtfJ Rft* { 6*v>Ll OIHO^KOft'lb**^** 

fcflcU LTtt, 7x;;H, l-t7f;H, 2-t7M, /f^T*-** 

[0 0 2 6] 

10 0 2 7] m ' , 

L-ctt, 7y/uft, *-'.x:=./i,ft, fo^s, ^r/'J**, hUTVJ* 
s Vh77'^H> f-T'/'J^*, fcfv:/y;vft ;uft, -f y***v;* 

ft! >fvf7V^vS, 7 5f-^I, f7y'77');H, *^-9-V7V';>*> tTUV 

try ^-^ft, tfy^v-^ft, bV7V-;H, ^y-A'ftv 
^ys^/uft, -fv + >"J^ t7fyy-^l, *y**y-*ft, 

v>/y^;uft. -*ft, 7^y-JH, ^^/e'Jy'JH, ^5f7f7 

• ••/ij^ -f^r/twj/i'i, A^yfryv^i, ^v**-9-yy *ft, ^> 
x^5^y;;w*> r/KU*i, * v-r > KU*ft; 4 ^rvy *ft, eunew 
ft N fiyif'j v^ft, 7 o tf y y*;^, A->v*f7 v 7 V 'J *ft, * > S> 7 V 

y/i/ft, try Key 5 ->*-;vft, Ay/79^ ^vt^-^ft, fxy?uS4 

r5~ l OlAtnr'J-^iJ ofrii&tfai: LTt±, 7'J;H, ^a^/uft toy 
;Vft % ^r/V;^ fTV'JM, -l?77'J*i, *^tV'J)Vi, 4V***)rW 
^vf77U;vS, e>Jy ;HI> y 5 v - ;wft * * if £ £ t i -5 » 
[0 0 2 8] 

r3~ 1 Ol^fi^tnSSSJ t\t. 
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(1) ^Wt^I^W3^^Ll 0«t^^ 

(2) J!£M-t£Jgi^- 1 ^v>L2HO^xnJI^^^L, 
( 3 ) 51+ KHE^* 1 *v» L 2 ffl-g^WT «fc < , 

(4) . SRi1>H*^>K-^afe, /^(i^;u^-Ji/S5r 1 ^v>l3l^W 

(5) *S|lS:-C***3?#a6ttoS|l^**i*t, it«r««1-*IR : f-'f tSlRlR^*^* 

, l-yt J PVf* ; E;i'* l J->i'S, i*y7-JH, **-b*-/i'2£, rb7t:Ko7 
r3~10S^fl^fn^lJ LT ML, 7y'Jy-JH, 7-fe'f-^ 

[0 0 2 9] 

(1) Stt*Hft+*a^O«[7&*4 4v»Ll 0fflT*«K . 

(2) m*flMti-*JIWfc 1 J5rV»L2ffl©^^nIR^*^L, 

(3) SR* erli^t 1 5 v» L 2 ffl^^TV>T i.J: < , 

b>jy— A'*, tf^yy— 7*^-A'^ 77*-^, tfr<7v-;v*, -77-fe*. 

= ^7VUy-;w&£f?7&*iMf<b*L3„ 

r4~ 1 Ol^fflAfDfSIJ LXit, 7-b'f-v-^, fcfnUv 

f-**iU*'J->Ht, 1, l-mvfttWJ-A'i, fF7tKD7'J^ 

[0 0 3 01 

TCs - i o v*ny;i/*;i/Ci - e 7^*^*J fctt* ±lfi>e^ TCi - e 7^^^ 
+©tt*«5**« : f-*r, ±IB^ TC 3 - i o y7D7;^>IJ TflMfcLfc*** 
BfcU LTtt, •/^□7 p ne;i/^7 v JH, u^^jt v^d^>^ 

^ y^y-^^f^ y^nfy^MfJH, fcTv^n[2. 2. 1 

'31) fc^fctffctLao 
[0 0 3 1] 

TCe - i o 7V-;VCi - 6 7^^r;V*J tit, ±BBSfe* l~Ci - 6 7^4r^*J * 

£LT{4, ^>y>i, 1 - 7 7^;v> 2-t7fJV^f^ 7x^f^S, 

l -t7f^xf;vS, 2 -<*-7f-/i>.xf-;i'*£i^* f *»f bit& 0 
[0 0 3 2] 

T 5 — 1 Ol^fnT'J-^Ci - 6 TIU+ZUSJ t*±> ±13^ TC i - 6 7 /I"** 
£J rfoeftO**^*:, ±E3fe« T5~l Ol^f n7'J-^iJ tHILfci^S 
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Bfcu MimtLxn, 7';^^f-^^> f- tfny ******* 
v*';;^^;^ h'jr/^Mf^ fhr/'JWf^ f77^Mf;i/S, 

MJ7v-)Mf)V|, ^'J;^^^ fx^;vxfji/S, t? n ij;nf;H ? ^ 

t*V^^xf^I> e?v-;!/x.?-;i^ t:vr>*x;nf;H, f'^y-Ji'X 
r5~l OflAfDT'J-^Ci - 6 7;^)HJ ©fl^tutit 7'J;m^v 

[0 0 3 31 

T3 ~ 1 0 M^^W.^-r^^C i - e T)V*c)\'&] tt±, ±sfi£^ rC i - 6 T)\>* 
4>cott^07X^M^*> ±ISa#S T3~l Ol^flAfnMJ ^1*^ 
Sfc^BfcU fLfemtLXtt, Ty'Jy-JMf^i, T-t'f" vXWl^ ^D'Jy 

r^ff-y-^if-^afe, eni;yt*xfx/«, e^y^x^xf^i, .7 

^x«/xfM, 7</^^ifJH, t'/^7y*x;Vxf;H, 
vTV*— ;i/-x.f-;i/g % j e>1'* »J xjvxf ^g, 'J — ^-x-f-fl'^ 1, 1- 

W#vftt;v*'J-^xf;vS, t^y^-^xfjH, t*t^^xf)H, r 
f. 7 i:Kn7'J^xf^ f >7tb*a^7X^xf;vS, vt^ftx^xf Jl/i, 7- 
^liKnfxxji/x^i, fh^liKnfte^x^xf;^ tWJf-^ 

■7;bS> f 7'/U yx^xf &ft*o 

f 3 ~ 1 Ol#ffi^fnSCi - 6 7^+JViJ ^l*itLTI±, 7-te'^v- 
eo'Jyx;^f^ fcf^'; v-;u>^;^, 7-tr/-?^;v^;v*, ^ 
7v^wf;H, i;7-tf^x;v^f;^ -t^*'; ****** 'J 

ff7tKD7'J^f^i, T-tf'^wf*'** fn'jy-^xf;^ 
tT^'/i>-;vjif-;u^, y -tf/-?~;i/-x^;v^ ^ 7 yx*xf^ -^j^x^xf 
^^*'jxjvxf^, ^**fl/*U-)Uif-^aS, rF7tKo7'J;vxf^g 

[0 0 3 4] 

rci - 6 7^x7*->sj ±ie^a rci - 6 7***^1 wssciin^A 1 

£;>£L^T-&&£i:£t:i*U A^tf^LT^ l-"/n# 
ifyi (n-7-n^yI) , 2-7n*^->§ (i - 7"n^yS) , 2-^;V-l 
-7n*^yi(i-7-h*yS) . 2->f^-2-7*nm* (t-r>^/») 

;v**v^, 2- / o^**y*, 3 -^Vf^**-:^ 2 

i; 3-^^-i-7*f^f->i, 2-^f*-2-r>*'/», 3 2-7 1- 

ffi|E#2 005-3029062 



mm 2004-370801 
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2, 1 — ^y;Vt^rvi, 2 — 

.^•>i, 3 2-^f;v-i-^>f^i*">I> 3-^f-^-i- 
/of-** 4->f*-l-'<>fW/|, 2 -*f-/u- 2 - ^ > ;u * * 

3 -^.yf-fr***,^ 3 3 -^^f^t^vl, 2, 3-vy*^- 

i-7-b#vI, 3, 3 -v>f-;u- i -r h^vi, 2, 2-^f;i/-i-/h^'> 

& 2-xf;i,-l-7 , h + yS, 3, 3-^f^-2-yb*->i, 2, 3-v*>^ 
[0 0 3 5] 

rci - s T)v*)vr*m\ ta, ±.mfcm rci - 6 r^^^mi <d*^kmm?- 
tffa&Lfzmx'&zztzMvML, gtfcmtLxtt, ji-fri-j-m. ^;^«> 1 - 

^DE>fti (n- 7*nb°;vf-^S) , 2 --7"n (i-yne;vftl) - 

g-^f^-i-^neji/ftl (i-^^f 1 *^) , 2 2 -yn^Vf* 

g : ( t -T-^^f-^-^) > l-r^i^*^ (n-r?-**-**) > 2-7*fr**& ( 

s % 1 -v^f-rt^*^ 2 -"Of^f-itis, 3-^>f-^?-*^ 

3 2 - 2, 2-yVf^-l-^nWtI, 1 

2-^yJVftS> 3 2 f-*- 1 -^>^ 
^f-*^ 3->f^-i-^>f*f**, 4 -jc*-*- l 2-* 
2 -styf-fr-f-O-^ 3-* 2 4 f-*- 2 -"Of- 

2 -*f-/u- 3 -'s^f-fl'*-**, 3 3 -^yf;vfti, 2, 3 

-^^-i-T-^ftl, 3, 3 1 -rf-A'*-**, 2, 2-v*^ 

2-^.^^-1-7*^^^^^ 3, 3 -vMf->U- 2 -7*f-;U 
2, 3-v^^-2-r^;^*»£fc^ s &lf<bfi<&o 
[0 0 3 6] 

: v - rc 3 - 6 r^-/u***>atj iiajtft rc 3 - 6 t^-**j <z>*s»kb& 

7'^t^yS) , 2-7'f-;i't*yi, 3-rf--^***>*, ^>r-^*^r->36 
[0 0 3 7] 

. rc 3 - 6 Tfrf-fri-xm tti, ±sbs£*i rc 3 - e t^-^j 

Lfc*** U JMMUfcLTtt, MitUfi, 2-^a^ 

[0 0 3 8] 

[0 0 3 9] 

TCs - 6 T^-^^J ttt, ±fB3g« TCs - 6 7**-*3feJ 0**^WJt 
JRW»^Lfca6-e**ii:**5lSb. *#^li:tT{±, 2-^^^*S, 2-7 

[0 0 4 0] 

TCs - i o y?o7;^^y*J fctt, ±ffi36« TCs - i o y^o7^*J 
y^n-ZRyi, ->^0^yf)l/i^y£, y^n^^y^t^fyS, y^DA^f 
[ 0 0 4 1], 
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rCs - i o i/^n7M^f«J ±»5fe« TC 3 - i o '/^aj^iJ 

y^nWfti, ^n^'/fWtl, V*n^*->;u7*&, v^o^y 

rc 6 - 1 o 7';-^**">*J ttt. ±ie^ rc 6 -io 7-;-;hhj 

: >g, 2-t7^'/S> 4 >f-^t^fy£, 7Xl/-^t*vi, 

rCe-'f o 7U-*f**J ±1B£* TCe - i o T'J-^SJ 

2— J-?*****. 'fVf-mS, 7Xk-^fti. ^7*^-^7* 

10 0 4 4] , , _ 

f 5 ~ i 0lArn7 l )-J^ + yIJ if±, ±l25ea T5~l 0lArn7'J-^S 

'i**'*, ^Vf7y*'JJ^^yi, 75f-Ji'**yi, f7y'7VJJi't^yi, * 
Hy'7 , / , ^t^yi, tryy^**?/*, tfry-^^yS, e'J^y-^t*y 

[0 0 4 5] s , , » i 

T5~l 0SAfn7';-)i/f *iJ fctt, -hBBj£*l r5~1.0M^xnTU-^J 

7*&, if^'/uftJt, a-*-9-y; ^fvt^fty^vfti, ^7f7v* 

•J 75f=*f**, f7y'7 1 /'J)Vfti, tW7yu/vfts, 

y*7*&> ^-wts, fjfy-mi, ev5^mi, njry- 

U ~ 1 ok#7^M^7ng|**v&J fcli, ±IB5ca r4~l 0***»*^n 

■-frtSri/m. t'n-jy^^Jfyi, ^>Ji;x;vt*yS, T^-*** 7 
>/!!!-;^^yS, t^r/'-^t^yi, i/T-tf^-^tf * yT 1 /*^**'/ 
"36- ^frfl/*y 7*^*1) 1, l-^t^vf^^^^'J 

f 4 ~ l ok*^#K^rnS|f-**J ^*±> ±»36« T4~l Ol^f^rnf 
' tXyy^^ftl, y7^-*f*3fe, ■77V*-A'ftI,_t^^-Ji'f 

[0 0 4 8] , _ 

T^^-Ci - 6 7/U*A'7 3 t»4, 7 5 /^*?> 1«*>**SH=-** ±!BteS 

rci - e r^j^m] x~mmLtz&zmtiL. &mtLxiu *i-*t*j&. ^7 

■^t^i, 1-7-0^75^* (n-7nt>75/i) , 2-7olf;V75^I ( 
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2 -^^;i,_2-7 B nVf;VT<y* (t-W7^i) x l-7f;P7 5yS (n- 

rf . ;l/7 ^ ys) > 2-r^7?>i (s-7^75 /*) > l-'^fjvr^i 

l^^-^/fjVTUS, 2->f^-2-^fJV7^S, 3 2 -7 
■^;i/7 5/*, 2, 2-v/^- l-ynW^^*% l -^y;v7 5 /i, 2- 

^Wl'T?^, 3 ^^75^S, 2->fJV-l-^>^75;i, 3-/ 

^-j.^Vf^T^i, 4->f^-l-^>^75^i, 2-^f"^-2-^ 

3-^;u-2-^>fJV75;i, 
* 2->f;v-3-^>f^75/S, 3-^f^-3-^>f^7 5^^ 2, 3- 

y^^.j-^^r^yi, 3, 3-vVf-;u-i-7*^^T5y3l> 2, 2-v> 
f^-l-7fji/7 5;i, 2-xf;v-i-7-f;v75y& 3, 3-/VfJV-2- 
r ^ ;V7 = y£> 2f 3-v/f-*-2-7f^7 5/*&fc*75*&tf^*LSo 

[0 0 4 9] 

±m^m TCs - 1 0 ^o7)^)HJ T-®&L*:**:f:i*U *flsflfcL-Ctt, 
n^nf;H5/i> y^nyw^S, -^n^/W?^, ->?n^*i/* 

[0050] . 

r ^ y _c 6 _ , 0 T';-;v7?/^J 75>it«)ifl»*^^> _hs£7E 
. — 5~i oi^fD7 , j-;i'75ysj t{±, 75 ;&*<d imnimw^*. 

±BJfe* r 5 ~ 1 0lAfn7';-JHJ fi«L/:l*f*U t t T f± > 7-; 

; i,7Ui, fF7 > /'J)i'75/i, f7Vj;v7?/l, tf5V;;i'7^ 
y& f 7 y 7 7U ;v7 ; / ^ ^ * t y 7 vj ^7 5 ; tfjw^yjt, 

-^75/^ l^'J^-Jl'75/i, tT'J 5^75^1, b'J 7^73^*4 

_ 5 _ ! 01^x07^^75^1] OSfrg&f?Ji: Ltli, 7V)V7^i> 
fx^;V7 5^S, fc:ny;V7 5/*, -f 5 U *7 5 J f7'/U75yi, ti* 

r/ ,j,i,7 = /i, t*ty | j^7?^i, >r v * 75 y*, -rvfT 4 /'^ 

7 5/*, try ^V73 e>J 3 y-^7 5 / SSr^m; t^T'l So 

f^y -4-1 0lM^rnf7^iJ fcli, 7 5 1 «0**JS^«r 
_tlB5£* r4~l 0*##*fc^nW*J •C«*Lfea**l*L, ^ttflliLTfi 
7-b'f^7 5;S, fcfny -y-;u75 tT^y v-^7 5 74?><-A'7 
5/S, 7 , /»-A'75>'«, e^y-*75;*, S/ 7 7 5 7 f77* 

-^7?yi, ^*'j-;v7^s, ftt^'J-^7^1, l, l-mvf- 

^y-4-10M7?f^tni75yiJ^l^tUI±, tn'J^T 
5/*, ^>JyxjV7 3^S, 7*^-*7§>'i, tf^7 v-^7 5 / v7-tf;>* 
^7 5/g. *^*y-^7 5/S. f*^*V-^7 5y*, fh7kKn7n 
75 /l^fetf^^ii^-C^So 

[0 0 5 3] 
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13/ 



-osfcttn**, ±fsja» rci - a 7****j T«fcL*:**ft*u 

Ti± N N-^W?^*, N, N->W7 5/ S, N. N-v-n-^ntf 
„, 7 *yg N N -V-i-yn^7 5^i,N, N-/-n-W7Ul, N 
N-S>-\ -'^7 5 /*, N, N-y-s-^7 5yi, N, N-v-t-7 

* N _ i _^ntf;V-N-^^^T5/^ N- n -^f-^-N-^ f-*7 * N 
[0 0 5 51 

r 1 it Ci - e 7 A'* A'*', C 2 - e 7JV^-^^> C 2 - e t;w*~;w*> c 3 - 
t o y^TH^ C.-.o 7U-**, d - e 7^jy| ; 5-l 0j*^ 
B 7U-*«, 3-10l#»^niSit/:l«-NR" a R 1 (ft*. 
r 1 1 a isJctf'R 1 1 b 14, H-4*li*4oT, frmB?. Ci - e 7/i'*A'*. Oa 
_ 6 7A-*--**, C 3 - 6 7**-**, Cs-ib ->^^S> Ce i-io7 
Ci-6 7^*y*, 5-10^fn7'J-^ifc»4-l0l**f 

fc*U R 1 tt, TEf«aWa«fcliTI!«Wb*6ItfW«»t*Ltv» 
^ R * LXl±. • TlBfi&Sf* a * fcttTMlfcSif b 

. ) (fc*U R 1 1 a *.*tfR l 1 b TM***a* 

^{iTlBm^»^b^"b^tL.*iimS*^LTv»-C*> iv» 0 ) o 

C ! - 6 7>U*fl'SU ft 

10 0 5 6] 

[ft 5].. 

[0 0 5 7] ^ ' 

(ft<*>, a«i, li^L4 0SM^t4. ) 36* ft 

' [0 0 5 8] 
lit 6] 

A 



c 



, 5i*-)U**fctt*-NR« - (ft*, R z 14. ***«fcl*Ci - e T**£» 

) «sit*at***i-*. ) (*/iu ±iaft (n) ii 

5ft (I I I T«*t**tt, TB««6»a*fcttTB«JMt»b*»b«tf*t*«* 
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14/ 



Sfct4Ci - 6 7 R 1 1 d 14, C i - 6 .7JV^)HI/;« 

[0 0 6 0] 

.Mb 7 1 



a 



A 



,a (,V) 

[0 0 6 1 ] ' ^ , 

ci4, 1 ^v>L3^S^^iti*-r^o Z 1 14, fl^*-^ 
& , ^Wt-;vgl/;l«-NR z 1 - R z 1 «4, 7KH Hi^ £ «4 C i - e 7* 

*;i/®£«-T£o ) T-^$^^*^Ei*-r^» ) -e^£ii&g£^i*-r&o fc/fU R 

i-^ /ujfc, kf^ij 1 T#'*>~ 1 ~-f tf^9v>-l 

-"OWS, v7-bVN°>- i -4 ^;v*'J >- 4 -4 «J 4 - -Y 

;Vg, .1, l-Vt^Vft^^'J 1 6 R' 1 f (* 

R- 1 ' e f4, JtofcK^fcttCi - e t;v+;vS 5 Sr^"*i"*o R 1 1 f t4, C i - 6 
7;v^;H, kfn>jy-;vS, \£*y t'^7y-^ v*7-bV^;v^f £ {4 

■***';-****i*-*-*o fc«U R 1 1 f 14, TB«**»e 

[0 0 6 2] 

[iiiia^ti] • m . i k 

®&»al4, ^nryfi?, tKM«, > T J J: t> * * 

[0 0 6 3] 

[tWbOti] _ 
S&^Pbi4, Ci - e T)v*frm, Cz - 6 7^^-^», c 2 - e r;^-;H, 

Ca-io^PTJ^S, Ce-10 7'J-JH, 5 - 1 0^rH7 V -/U*, 3 
-1 Oietl^fDS^ Ci - 6 7;i/3^r->S, C 3 - 6 7^-/l'**'>*, 
C 3 - e 7 A'*-* Cs-io '/>n7*3*'/», Ce - i o T'J-*** 

5~10lAfn7'J-)l'**v'i, 4~10l^fI^fnttJf/i, Ci 
- 6 7J^;VftS, C 3 - 6 7**-**-**, C 3 - 6 T/U^-^f-*^ C 3 - i 
o ^DT**^^, Ce - i o 7U-*f*36, 5~1 0Wo7'J-^ti 
,4-1 OJI^tlll^nilftifiiO^-T 1 -T 2 — T 3 (5£*, T 1 14, * 
ilttifcttCi - 6 7MWStlftt4. 
T 2 14, a/nK-**, x;v7^-;H, 5£-C (=0) -0-"CSS 

A-o-c (=o) --e*$tt4S, S-so 2 -o-t^ws,S-o- 
so 2 --emzftz^ ^-nr t 1 -ti^wi, *-C (=0) -nr t -T* 

S-NR T 1 -C (=0) --C***t*lt, S-S02 — N R --e*$tt 

4SS7t(4^:-NR T 1 -so 2 --e&Ztizmi&ifc-r&o 

T 3 t4, TjtftM^, Ci - e 7J^JVi> C 3 - 6 7 = C 3 - 6 7^*-^ 

C3-10 ->?D7^JH, Ce - 1 0 7'J-;H, 5-1 0^rn7'J-^i 
$7tJ4 4 — 1 Ol^ft^fnlSSititSo 
R T 1 14, fctt'Ci - e 7***afe*S:i*"*-*o ) T?J(C**t***e>**W 

■'fc«U 1lJft»bK|B«0»tt.-T«iltMWc*e>»tf*t*««»t*L-CV»-c 

[0 0 6 4] 

[l^St c 
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u^^Wctt, ;>nyvl^ TlciS, ***7b3k -bn^ ->7;i, **v* 
Ci - e 7****, C2-6 7*-*-**. C2-6 7**-**, 

| A ^nm Ci - 6 T^^yi^^'Ci - S 7)^iVft^^WS^t* 
10 0 6 5] 

flHft*#dl** 7?;i, *7-Ci- S TWr^Sfii^-Ci - e 7** 
[0 0 6 6] 

[i»e^)tl] t _ _ 

B«a»eti, Any^e, f^^T'bS, v7/*, **v36, Ci -6 

T)V*)Vm, C3-1 0 y/D7)^)l'S, Ce-io Ci - e 7*3*v 

i,7US> 7;^;V7?/S, v-d - 6 7^7?/i, 7-fe* 

*■$?-**, ^'jy-jH, e^vs^**, e^7^-*^, yr^A'Wif 

5^-T 4 _ T 5 T 4 ***—*& -C (=0) -0--C 

«$tt4*-> -SO2 -O-T&Sft*** -C (=0) -NH--C^^i^:l±" 
S O2 -NH- : &-£ti&&*%-M-fZ>o 

fc/*U *SU6»ete««5#»»^ Ci - e 7****, v-Ci - e 7* 

t*7?/'*v7-sfv-*iifciiifD 'J y-^t#uv>-cuv. 

[0 0 6 7] 

[R 2 ^it^R 3 (DlgM] 

■R 2 fcitfR 3 tt, *»«^«:«l*1-*o 
[0 0 6 8] 
[R 4 R 5 R 6 iSit^R 7 £>7§;ll] 

R 4 \ R 5 \ R 6 isitfR 7 liT H-SfcttUfco-r, tK^JE 1 ?-. ^n^>*^ *Bft 
S vVy*. h'j7^D^f^ Ci - 6 7***^ C2 - e 7**-**, C 
2 1 6 7**-**. Ci - e 7/V3*vi, 7^I^^-Ci-6 T)V t )V Z X i 
m y-Ci - 6 7***75/*, S-CO-R 1 2 R *±> **1K3% * 

mi; ci - 6 7****, d - 6 7>^yi, 7^§, *^-ci - 6 7*** 

7 5 /gf Miv-Ci -6 7***75 /**JOTc-f*o ) T*$*i*****T*o 
R 4 R 5 \ R 6 fcitfR 7 oSfa*WfcLTtt, ^SSJR^, ^ny>I^, Ci - e 
T***S Ci - 6 7*n*v**^fi b U 7**D>^*** t *tf 6ft*o 

•R 4 R 5 % R 6 ££t>*R 7 Wl^i LTt±, ifcfclR^ /May 14 
C 1 _ e 7***3fe***»f^^4 0 _ 
r 4 , R 5 , R 6 isit^R 7 <7)$<bKra&#fl£ LTti\ jkfclR^ ®# 
>^t/c{±/^*** ? 3btf<b^*o 

r?°r5 91 R 6 feiyfR 7 (±, 1) ^T^Sfli^-tr****, 2) 

' iv^^ #»fcttR 4 > R 5 > R 6 jaitfR 7 <Di%, 2 fcv»L 4ffla c **IK : Fe**o 
[0 0 7 0] 

.' [0 0 7 1] 
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[its] 




[ 0 G 7 2 1 



[0 0 7 3] 
[lb 9] 




ft ^ 

H H n ■ H 




[0 0 7 4] 
[0 0 7 5] 

[R 8 (»ig.m 

[0 0 7 6] 

[R 9 <oi£ig] 

r 9 t4, Ci - 6 7****, c 2 - e T)v^r=-)vm. c 2 - 6 7;v*-;^ Cs - 

i o ->^7K)H, Ce - i o 7V-*S, C3-10 '/^n7WCi-- 6 .7* 
^•^at, C e - 1 0 7'J-^C'i - 6 7^*/H6, C 1 - e 7;i/3^vi, 5 ~ 1 0M^ 
fD7')-)H, 3~10l^f^fniSi, 5-l0l^fD7'J-^Ci-6 

r;u*;v*, 3~i oi^fi^fnfCi - 6 r frXfr&ttzitt-KR 1 1 a R 1 

1 b (5£4>, R 1 1 3 $3 £ t>*R 1 1 b 14, ±|B36*4:ra*****-r*o ) T^£tL£* 
fcfc'U R 9 t4> ±8B*ift36»a*fctt±SB«Jft3fe»b*»*>atftL*iHfe*Sr^rL-rv» 

[0 0 7 7] 

[0 0 7 8] 

[V 2 <D&mi 
V 2 14, gi^JK^ifcttfcllK^** 1 *"*"*" 
[0 0 7 9] 

WJ4, 5S-C (R w 1 ) (R w 2 ) - <5*:*U R w 1 4540 f R w 2 14, B-4 

/clil^ot, Ci - e 7;u4r;v^43tl4Ci - 6 7*3*5' 

*«, ) -e£3*L***fctt5$;-N (R w 3 ) - (5$*, R w 3 (4, ^m^t 
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fcttCi - 6 7*t**ttl*t4. ) -e$?ii4S*ft*t4. 
10 0 8 0] 

• ±|BW*J:y f V 2 ©I^^tLT, *f*b<»i, 

iy . w> ( R w3 ) _ (5S;tK R w .3 _h|aje«i:R*ft**l*i-*o ) 

2) W£ ? , ft-N (R w 3 ) - R w 3 ±»3fe*i: *o ) T£ 

3) 5S-C (R w 1 ) (R w 2 ) - R w 1 *iVR w 2 tt, ±f5£s£^ 

*i)fif*b<J4, 

2b & o 

[0 0 8 1 ] 

w ^ ( R w 3 ) _ R w 3 iflBjgii'fcra*^** 1 *^*- ) 

*L*JfT?*4»*\ R 9 W»iS4«t bftt, Ci - e 7****, C3-10 ->^nr 
C s - i o '✓^'nTfl'^H'C r- 6 7^^r^S> Ce - i o 7'J-A-C r - 6 
7;^^, 5~i Ol^fDT'J-ii'Ci - 6 7 A'**** fcti3~ 1 0fl^5?fK^ 
fnfCi - 6 7n/*^3&*«*ij , e>it* (fcfc'L, R 9 »i. ±1511*36© a * rt:Ji±§5S 

R 9 <D£ *)l&M%Wk LTt±, C 3 - i o J/?n7WC i - e T^^SifcliC 
g _ j q 7V-;i/Ci - 6 TfrZ-fr&tf&lfhtiZ (tztzL, R 9 t±> ±158**© a £ 
■jtli±IBiltfca6»b)ft»e»»ftL41t!ft***L.^v»Tt±v»o ) o 

W°|-C (R w 1 ) (R w 2 ) - (ft«K R w 1 £J^R W 2 ±|Bje*fcfll* 

LTf±> *y-Ci - 6 7M^75;S, ^y-C 3 - l o y^D7W7^ 
^ ^/-Cj.! 0 7'J-;V7^I> ^y-5~l 0l^fn7 | j-*75;f^: 
kt ^.y _ 4 _ j 0MfflAfnS7 5 y|fe*«*tf <bfr& (fcrtfU R 9 li> ±158* 
*»ai'^tt±IB«Jft3fe»b^e>a{f*L*1tjftaif*r* , b"rv»-Cfe iv» 0 ) o 

R 9 *)SHS4«fc Ltli, — C 3 - 1 6 'spuTfrZ-frT $ S&i tzii* S - 
Ce _ j Q 7 1) - )VT $ S mt&tfbtiZ (tztzL. R 9 ti> ±|S8**©a ££{±±15 
1tlfc£#b*&»«t&«&»*#bTV»Tfc'J:v»o ) 0 
[0 0 8 3] 

fxoti] ^ „ 

Xli, ft-C (R 1 0 ) = (ft<K R 1 0 H> ^ny>«?, '>7/S, C 

• 4 _ 6 r^*/Hfe, C2-6 r^^r-^m, Cz - e 7;w#-;^ s^-CO-R 1 ( 
ft*," R 1 2 fix ±SB3e«tra«* **"*•*■*» ) -C-S$tt^*«:^i*1-4o ) 

XOffjS&Wtbttt, (R 1 0 a ) = (At, R 1 0 a ^ n ^* 

x o i 0 sfst & .00 1 b t «± , a - c h = x-m $ ix h m z tz it mmw-.=¥-&& »r t ft & 0 

[0 0 8 4] 

[Y<0*«] , Yx 

..ft*, R y a. ^l^ifciiCi - e 7^*^*1^*0 ) x-mzfiz&ZMM-f 
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%> o 

[0 0 8 5] 

-tt* (i) xyfkztiz, *&w\z%z>iti?mt LT, L<(4TIB:£ (i-i) t- 

[0 0 8 6] 

win or 




[0 0 8 7] 

[0 0 8 8] 
[W 1 
W 1 0 i±, ^ 
[0 0 8 9] 

at 1 1 1 

so o o o o 

10 0 9 0] 

-NH-tg^U «St©IS*#tt, R 9 0 tte^+&o ) T- 

[0 0 9 1 ] 

[R 4 0 , R 5 0 fcitfR 6 0 Ofi] 

. . R 4 0 > R 5 0 £«tt>*R 6 0 14, ^-^;liI?cot, ^or>«^ifc»i 

R 4 0 ^ R 5 0 £ «fc ZFR 6 0 LTfi, R 4 0 , R 5 0 isJ^'R 6 0 IWJ 

— ttzit&tevX, *tEf, ^^JKtP. tfiSflR^t £11 0, 
R 4 0 , R 5 0 £ J: R 6 0 <T> X •) JHSft-W t LTfi, R 4 0 £ J: ZFR 5 0 ^Tfcgg/IT- 

[0 0 9 2 ] 

[r 9 0 <D&m] 

W 1 0 tf. * 
[0 0 9 3] 
[ft 1 2 ] 

y H S y H V 
so o o 

■CSE$ti43fe (5Jt«K £SgO|t^{i, -NH-fclS^L, *J»Oi»^«, R 9 0 

^••t^o ) T-ab£^-£\ R 9 0 it, Ci - e C 3 - i o ->^n7;K;^ 

Ce - i o T'J-^S, 5-1 Ol^fD? 1 ;-^ Cs-io y^DT^^Ci - 

6 T)\/^)\/m, Ce - i o 7V-*Ci - e T;V^^SS£t4 5~ 1 OI^fDT 1 ;-^ 
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Ci - 6 7 fc«U R 9 0 !4, TIBMl»f *fe»ttt*«M6 
[gj&ggp f ] 

ADyvHf, h'j7;vtn^fJH, y7/S, Ci-6 7>Hr/l>tfc& itfC i - 6 7 

R 9 0 LTt4, Ca - i o 5'^D7A'**Ci - 6 7;U*;u3&* fcJi C 6 

- i o 7>;-;vci - 6 7****3&«*»fe)*i.4 (fc«u r 9 0 a, ±E***»f 

^MJftLSg^Sr^rtTV^T^ «fcv» 0 ) o 
R 9 0 <DX tyft-MftWk Ltlt ->^n^>-^;i/>f-;i/^ % v ? n-^3f ->;i/> 

fcrtfU R 9 0 14, ±E***»f *»6» - atf*t*«JMfe**LTv»Tt 4v>o ) „ 
[0 0 9 41 
W 1 0 * 
[0 0 9 5] 
[ft 1 3 1 




o o 



[0 0 9 6] 

T-$c£*L&* -NH-t^l, 3&«Oft^tt, R 9 ° fctt 

-6-r*o ) R 9 0 (4, t/-C i - 6 7^75^*, ^y-C 3 - i_o 

->^n7;udr;U7 5/1, -Ce - 1 o 7 l J-*7 5/ S, 5 ~ 1 OWa 

7';-;V7§/36* 0***f«Af D17 ? ^**l*t*. fztsv 

, R 9 0 14, ±Etft«Sf ^e>a»f*t*ll«a*:*L.-CV»T 4v> 0 

R 9 0 (Ofl^it LTt4, */-Cs - i o v^n7^*^7Uii/:li*^-C 

6 _ 10 7V-^7 5>'**«*ife>tL* (fc«u r 9 0 14, ±s&B»afe#f 

R 9 0 <DX *)ftm%Wt LT(4, y^n/^W^i, y^nAJfy^7 57S, 
y ^o^f;V75^S, 7x-;i'7 5 ;&i!)*$>lfbti2> (tztzL, R 9 0 14, ±|fig^ 

[0 0 9 7] 

— (I) tc*5tt*» 4 LWb'#!»k LT. SK-fb^Wt^tt^ilBR 1 , R 2 , R 
3 , R 4 , R 5 , R 6 , R 7 , R 8 , R 9 , V 1 , V 2 ,W, X43 4 IF Y 

[0 0 9 8] 

. — jftS: (1-1) 'K*5»t*«fi LWfr&Wfc LT, SgEfb'frlfefciJttS'-tfBR 1 , R 
0 , R 5 0 , R 6 0 , R 9 0 , W 1 0 S J: ITX U fitf>*ftfCi^ 

*>*fc-ffr&W * h If & £ t 3& ? T' § £ o 
[0 0 9 9] 

°[^co^] 
[0 10 0] 

HGFRf-n*>>*?— -eia*flUJi**rL (XaWRIfl 1 -is J: 

1/3) , HGFRSi4'fb^^< t vmMU(n*im*mM-rz>z.kKz *> mmnmm2 
«j»±, (*att»«4) o $e>^i&^tc#a<b^t4, h 

GF-H G F Rv/t^^L *:Jlilflf rt&«Bia«)*H[*J 4 W K^j£ £ & (UStt 
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wm, *mm, m^mm, mm. mmm. Qmm&zvtfiLmm* 

tLTV» 4 (Cancer Research, 54. 5775-5778 (1994), Biochemical and Biophys 
ical Research Communication, 189, 227-232 (1992), Oncogene, 7. 181-185 (1992), C 
ancer, 82, 1513-1520 (1998), J. Urology, 154, 293-298 (1995), Oncology, 53, 392- 
.397.(1996), Oncogene, 14, 2343-2350 (1999), Cancer Research, 57, 5391-5398 (1997 
), Pathology Oncology Research, 5, 187-191 (1999), Clinical Cancer Research, 9, 
181-187 (2003)) © 

t tz, ik^ft$.mm±.v> hgfr rnmtK x v , mm^m^mm znz>zt 

$^ttv^ (Advances in Cancer Research, 67, 257-279 (1995)) c 

. l^t5*ot, M*t£HGFRi&#fi;ffl£;£i-'&, mmm, wm 

, ±mm, %m> ms±mm. mm, wm, mm®&£mmm%t'm*<nMm^tti-z>in, 
mmw, ikm®&m^Mitztemifr&MmMtLx%m-i?$>2, 0 

[0101] 

& & , &t <Dmmm.mmxmm $ z tz \±mm<D-n * tie nm-r o 

HGFR (Hepatocyte growth factor receptor, IFF 

DNA (Deoxyribonucleic acid, /t + y'J tfl&W) 

human placenta ( t b 9al) 

PCR (Polymerase chain reaction) 

VEGFR2 (Vase u- la r endothelial growth facto 
r r e c e p t o r 2, JfiLtfrt&*»H^£$F#2) 

FGFR1 (Fibroblast growth factor receptorl 

, . mm&mmtmm^g^fc 1 ) 

PDGFR/? (Platelet derived growth factor - re 
ceptor^, l/«ftfM^S#^) 

EGFR (Epidermal growth factor receptor, ±.& 
F B S (Fetal bovine serum, vJISiBlfltfi ) 

PBS (Phosphate buffered saline,'; ^MfeMi&fc 
) 

Tris (Tris (hydroxymethyl) ami nome thane, h V -X 

mmm) 

PMSF (Phenylmethylsulfonyl fluoride, ~7 s- — ft* * 
f-;i/x;u*= — fry )V-*7 4 K) 

NP-40 (Nonidet P-40, J -Tv bP-4 0) 

EGTA (O, O-Bis (2-aminoethyleneglycol) — N, N, 
N'„ N' -Tetraacetic acid, ^'J VWW&L) 
SDS (Sodium Dodecylsulfate, Kf->;Htt r 'J ?A) 
BSA (Bovine Serum Albumin, ^ifiLTfT >) 
Hepes (N- [2-Hydroxyethyl] piperazine-N' — [2 
— ethanesulfonic acid], ^^.X (%$.$sffl0) 

ATP (Adenosine 5* -Triphosphate, 7f^-»5' -H'J 
>») 
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EDTA (Ethylenedi'aminetetraacetic acid,^f-^ 
>y'7? ^HftR) 

HTRF (Homogenous Time-Resolved Fluorescen 

c e , ISIBHM***) ■ < * 

HRP (Horseradish per ox i dase, ♦-^t'Ov* 

*v^~-t*) 

ELISA (Enzyme-linked immunosorbent a s s a y > 

HGF (Hepatocyte growth f a c t o r , ffr«ifJIH^) 
HBSS (Hank' S Balanced Salt Solntion,^^^ 



MTT (3-[4,5-Dimethylthiazol-2-yl]-2,5-diphenyltetrazolium bromidelThiazolyl b 

EGM- 2 (Endothelial Cell Growth Medium- 2) 
[0102] 

HGFR (Ge nb aokMlfJO 2 9 5 8) ©*»*K UvV9 7 4 

T&^S&i v, ^Oi&jtn K>£#tr 1. 3kb«DNA77^>htifct), P a r k b 

(Proc Natl. Acad. S c i. U. S. A. 8_4_ (1 8) , 6 3 7 9 - 6 3 
8 3 1 9 8 7) PiOEH^ft^o i©DNA7?7>>h*, human pi 
a c e n t a 1 cDNA library (^D>f ^tti >3l»X) 2«^0 
0E5!)#-&1 : 5' — CCGGCCGGATCCAAAAAGAGAAAGC 
AAATTAA A — 3 ' *J:r/EyiJ#*2 I 5' — TTAATTCTGCAGCTATG 
AT GTCTCCCAGAAGGA— 3' , >f ytf hnVx>ttJ:0»A) KiyPCR 
•S. ,CT a K a R a Ex Taq™ Kit, TaKaRa il)fA) ^t«L 
t- " ; :ODNA75/^ > b ^^aDf-fW b 7 7* 9 - (p F a s t 

Bac™-HT (GIBCO BRLtti^iA) ) fc^n-^^U 
®*mz 0 mtS4l» (S p o d o p t e r a f r u g i p e r d a 9 (S f 9) 
) Cf7>^7x?lU HGFR»*»;L'<**n*>r/l/*»ifc*rW«Lfc 
A4an-J>f ;i/*tf>p§!i{±, TOr** 1 (Bac-to-Bac Baculovir 

us Expression System (GIBCO BRLtt) i:Iffl?W) » 
H&OgMSlf- n v > *7---lfO? o -=■ y i. VFWSkk** ± 

VEGFR2, GenbankWffL04 9 4.7) , U V > 3 9 8 *e>H&*«!»l& 
g 7 5^r/h (FGFR1, GenbankMftX 5 2 8 3 3) *fcttUy>5 5 
.8^eg3$&i-**fflfla®7 7^^ V b (PDGFR^ G e n b a n kfiff M2 1 6 1 
6) tfflv>tliL^o EGFRliS i gmatt (».&#-*E-2 6 4 5) i 0 ft 

[0 10 3] 

2%FBS£-£tf SF-9 0 OlUgJfe (-f ^ Vf h n v x >tt«t <)J»A) CiSLfcS f 

'9mm (3 x i o 8 m) i~> iaucHGFRMi^^D^'fwfS (4m iL 

Srinx.-C, 2 7fe4 8 Lfco iOHGFRam^iDv^jjJ 

ttHtCtl 0 0 0 rpmt5»U, ±it*W») *v»fc 0 ifcKLfc«*»l!fe 
£8 0m 1 ©MLfcPBSC»»U 4*CKT 1 0 0 0 r pmt5»tL-C, ±» 
*r#*>B*v»fco 'ifcJ6LfcflRJfe*IBII&*4 0 m 1 (DfrftLtzL y s i s Buffer (5 0 
mM Tris-HCl (pH8. 5), 5mM 10 0m 

M KC1, 1 mM PMSF, 1% (v/v) NP-4 0) KMLfc. 
4 "CUT 1 2 0 0 0 r pmt3 0 ^Pb^jS'^ LT, ±jt£#£o 
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:oi»t30ml©Buf fer A ( 2 0 mM Tris-HCl (pH8. 5) 
5mM 2-**.ii-f\^9 5 0 0 mM KC 1, 2 0 mM ^^/-^ 

10% (v/v) ^U-fen-ZlO tWLfc.Ni-NTA7fn-X*7A (3m 1, 
ifyy^ii OHX) Ktaltzo Z.<D* 5 AS: 3 OmlWBu f f e r As 6 m 1 OB 
u i f e r B (2 OmM T r i s-HC 1 (pH8. 5) , 5mM 
3.9 ; -IV, 1M KC 1 , 10% (v/v) 7'J*n-;v) , 6 m 1 (OB u f f e r 
AtlWtto ^f, 6 m 1 ©Bu f f e r C ( 2 0 mM Tris- 

HCl (pH 8. 5) , 5mM. 2 -> JM ~f <> 1 0 0 mM KC 1, 1 0 

OmM -f = 10% (v/v) ^'J-fep->u) £Jtox.T?ttHm£#£o -OftS- 

ffiifcfcji^flit (Spectrum Laboratories tti OHIA) KAtl, 1 'J 
v Y)V(D'Mm><";7T- (20 mM Tris-HCl (pH7. 5), 10% (v/v 
) w^ti-)V, ImM -7^*7. W h-JK 0. ImM NasVO^ 0. 1 mM 
EGTA) t4ti:t-WifLit|i, ffflt^K- 8 0ti:ftf L^: 0 

^60kDaCttH$W'i^etvHSfi (Hi S6-HGFR, N*C«fy 
> 6 ****S*fcH G F ROifflB&® K^'f » BSA ( S i. g m att «t *) »A it 
iitftftUiet^iUo VEGFR2W»IFH^ FGFRl©«fF 

6 'fH^M'^-^-tir^^-tL-r^-L^i; hgS® (H i s 6-VEGFR2, H 

i s 6-FGFR 1 ttzttH i s 6 -PDGFRjS) imtz a 
10 10 4] 

3 HGFRfPv^^t- WW KM± & Mfll ^MSS 
9 6^H^^^ (NUNCtiJ:»)iA, l 6 3 3 2 0) 0#*x;wc 

1 0^ l«^t-«« (200 mM Hepes (pH7. 4), 80 mM Mg 
Cl 2> 1 6mM MnC 1 2 , 2 mM Naa V0 4 ) , 2 5 0 ngW«fV^ 
ij ( G 1 u 4 : Ty f 1) (biotin-poly (GT)., B#vx-'J >^±«t ») 
J»A) Cfc**tM 5fe%iffi.Ltzi><D*6 ft 1) , 30ng©Hi s 6-HGFR (0. 
4%BSAMt6 0«*3RL^*>W«:l 0^ 1) * J: W> KC*»* 
•^TtM^K (0. 1% BSAT1 00fit#3RLfe4O*4^ 1) *rlBx.-C, «*3 
0 u 1 KL*o S@7KT-^L^4^M ATP (S i gmattil)IA) * 1 

0//l;&nx.T, 3 OtT'l OfrW'f S' a > Lfclfe, 10^1^500 mM E 

DTA (pH8. 0) (fPTfeMiUXmi <9 0A) £flO;LT* WJ£^Tfc£t#*:o 

f D -»ij yMitb iotin-poly (GT) <D&mi±, Homogenous 
Time-Resolved Fluorescence (HTRF) (An 
alytical Biochemistry, 2 6 9 , 94-104, 1999) o 1" 
? £ t>%. 2 0ft \<D±f&*j--V 3 0 fi 1 <D%WIM (5 OmM Hep 
es (pH7 4), 2 OmM MgC 1 2 , 4 mM MnCh, 0. 5 mM Nas 
V0 4 , 0. 1%BSA, 10 OmM EDTA) Sr 9 6 7 x )l<m&^- 7 h (C 

OSTARtt^iA, i5 B a p#-f-3 6 9 4) o^x*CMfc. ^xM:a-n^ 
ht?^Uft*^*fn-»jK# (Eu (K) -P Y2 0, B*->*- 
U V^tti OJ&A) 7. 5ng (20 mM Hepes (pH7. 0), 0. 5M KF 
,0 1% BSAt?2 5 0«#*Lfc*O*2 5,i 1) **tfXL 6 6 5 *?^>>'Lfc 
^fWfrey'V (XL 6 6 5 -SA, H^>i->J V/tti DiA) 2 5 0 ng (2 
OmM Hepe s (pH7. 0) , 0. 5M KF, 0. 1% BSAT6 2. 
!^L/ciOSr2 5^ 1) *SDx.T, I*tf a^'J-HTRFvOnyv-hTt 
^ ^ -y-- _ (,t Ktt*) -C, x /K&HbjB** 3 3 7 n mT-.TO L*:Bf O 6 6 5 n 

mSJctfe 2 0 nm*>**a***£Lfc. Bioti n-p o 1 y (GT) n**"'* 
v'»<fbJ£tt B$vx-'J ^ttOHTRFliillltftf*^ HcB*S*L"CV»4 d e 
1 t aF%«tffl^*Btfc. -ffcfc*>, ***«4rlinx.1*H i s 6 — H G F R Srillx. 
fc'^Wde 1 t aF%fil* 1 0 0%, ****** ITH i s 6 - H G F R tiraATV* 

mfE# 2005-3029062 
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4V )^Mde 1 t aF%fi=S:0%i:L-C, *RMtHAfc*f x*©de 1 t aF 
%*«>Jfc* (%) (%) fc*9HGFR**-*«ra*5 0%Mr1- 

4©i:*5ftttl*R«iK (ICs o) tfWU *lK:a?t*:. 
[0 1 0 51 





I C 5 0 { /i M) 




T C 5 0 ( t± M) 

± \s *J \J \ /J- J.VX/ 


3 


0. 071 


54 


U. U*±0 


4 


0. 03 


56 


U. UOD 


6 


0. 06 


5/ 




7 


0.018 


59 


O 1 
v. 1 


8 


0. 083 


60 


u. u*±y 


9 


0. 053 I 


61 




11 


0.088 


64 


a n^o 


13 


0. 11 


65 


A A07 

U. UOi 


15 ! 


<0.03 


67 


0. UO ( 


ID 


0. 056 


71 


0. 025 


17 


0. 064 


74 


0.033 


22 


0. 11 


75 


0.054 


24 


0. 054 


76 


0. 1 1 


28 


.0. 075 


77 


0.013 


43 


0. 083 


78 


0. 13 i 


44 


0. 045 


82 


0. 066 


45 


0. 091 


83 


0. 082 


46 


0. 045 


84 


0. 012 


47 


.0.1 


85 


0. 096 


48 


0. 056 


86 


0. 055 


49 


0.21 


89 


0. 038 


50 


0. 19 


92 


0. 078 


.51 


0.018 


93 


0. 093 


52 


0. 073 







4 h G F R MojgSliP 2 y £ 1- - gj£ji£Ml i lgffli2Mg 

V E G F R 2 > FGFR 1 itllEGFRf ofy*t-lffitt^t4Ef^fflli» 
HGFROftt)^:, -ttL-etLH i s6-VEGFE2*15ng, Hi s 6 — F G F R 
1*1 5ngi/:liEGFR^23Dgffl^ .tfcLfcH G F Rf-n* *iStt 

ij >B*ffcb i o t i n - p o 1 y (GT) £&tB LtM Lfco 

96-well streptavi din-coated plate (PIERC 
Etti^HIA, Mff 15129) ©^'JxJK:, 3 4^ 1 4?RJB***O f 1 

6« 1 W*3R»**lrax.-Cx Ifit3 0^r^^^'> 3> ^ #9 a* 

H50«l««(20mM Tris-HCl (pH7. 6). 1 3 7 mM Na 
CU 0. 05% Tween-20, 0. 1% BSA) X-3®tt&L. Sphosp 
r o s i n e (P Y 2 0) -HRP c o n j u g a t e (T r a n s d u c t 
LaboratoriesttitliX, ^##P - 1 1 6 2 5 ) 7 0 ^1 (2 
s-HCl (pH7. 6), 137 raM NaCK 0. 05% Twe 
1% B S AT-2 0 0 OttKtfJR) fcinx-T, liSt' 1 HJHSK v 

3 >L7to -eom> ^x**i50/i i 3 ioo^ iwtmb 

Membrane Peroxidase Substrate (7t.3->?ii 

5 0-5077-03) *iPx.7io C*L<r»-Cl 0*BK > a > 
& ^x;H:100/«IO1M U ^KSrJn^t, i£*> Y V - ^-MT P- 5 

0 0 (=in^*5ttt*D K J: 9 4 5 0 n m<7)M&£iU5tL*:o l&I^^Sf ^SPX-TH i s 
6-PDGFRj5tix.^'7x;i/fD«||?: 10 0%, *R»Ri5iO f H i s 6-PDG 

{liSE# 2005-30 29062 



h o t y 
i o n 
0 mM T r 
e n - 2 0 . 
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* (%) C!OiR*K* (%) HJ:*)PDGFR/?*-f-*fStt*5 0%8ae+ 

[0107] 

| 2 ! b IMfflU (MKN-4 5) tC »H-&ig3IEB#ft;ffl 



1^1011 (MKN-45) 
x^U-b (NUNCtti*)iA, 



1 %FBS*^trRPMI 1 6 4 Of ft (S i gm 
( 1 X 1 0 4 iB/m 1 ) **HJM*ffl 96^ 
1 6 7 0 0 8) CO. 1ml /we 11 in 
x. 5%C0 2 (3 T?-fl!MF*L>fco # * * * £ 1 % 

FBSrttrRPMI 1 6 4 0 J&*T*«lL^:tttt»R* 0 . lm linx.tr, MK 5 96C 
0 2 -f (3 7TJ) T3BIUStU. &*x;H'C ell C 

ounting Kit-8 (DO J I ND0t± «f f 3.4 3 - 0 7 6 2 3 

) HO, 1»D;U 5%C0 2 -f^x-c-*-* (37TC) 5 ISIBH 

-va -f >*x^-->a S«ig«tfi* 4 5 0 nm« ttHRM* 6 6 0 nmt 

LX #-)x^ra*^V-h'J-/-MTP- 5 0 0 (nntS^iS) £fflv>T 

%) 

o ) 



O^JS (I C 5 

[0 10 8] 





1 C 5 o UmJ 




I C 5 0 UM) 


3 


0.04 


45 


0. 14 


9 


0. 033 1 


48 


0.057 


11 


0. 18 


50 


0. 16 


13 


0. 023 


52 


0. 063 


15 


0.048 


56 


0. 14 


17 


0.57 


77 


0. 11 


22 


0. 033 


82 


0. 12 


■ 24 


i 0.18 


85 


0. 63 


28 


0. 0058 


89 


0. 086 


\ 43 


0. 035 


92 


0. 57 


44 


0. 064 







mwMmm 3 
i. mm 



E L I S A& 1 kll H G F R g 5 'J >jjl£EttfUg 



fcTW^m (MKN-4 5) &, 1 %FBS*^tfRPMI 1 6 4 0W(Sigm 
attJ: £«»Lfc. -€-WJ»a&!8»fflt (1 X 1 0 5 ffl/m 1 ) Srffllfe«f«ffl 9 6 * 

x^^U- b (NUNCfii DSItA, «» B B #-9-l 6 7 0 0 8) CO. 1 m 1 /w e 1 1 IIP 
r 5%CO^f>^-M (3 7-C) -e-^#Lfc 0 

ffrfcJROBS^ 0. 0 5ml©l%FBStttrRPMI 1 6 4 0W5flx.^o ^Cl: 
s; KC*»**fett*»« (l%FBSmRPMI 1 6 4 Of* 

T?**0 *0. 0 5mlinit, 5%C0 2 <f >*x-<-*- + (3 7X2) T? 1 *H** 
t/^o #*x**e>±i**1R»>**, #?x;v£PBS 15 0/. 1«U 
»flS*«ift (50 mM Hepes (pH7. 4), 150 mM N a C 1 , 10% (v 
/v) ^'Hn-)K 1% Triton X-100, 1. 5 mM Mg C 1 2 > 1 m 
M EDTA (pH8. 0) 100mM NaF, 
Aprotinin, 50// g/m 1 L e u p e 
tatin A> 1 mM Na 3 V0 4 ) ^100^ 1 ijqxfco Z.<D~fV 

[0 110] 

2. tn.o h o s p h o - t v r o s i n eiftft@ffl'fh7W- b_Qf|g g 



1 mM PMSF, 10/i g/m 1 
p t i n, 1 // g/m 1 Peps 

b £ 4 "c-e i 



«o n n#* 3 3 6 



EL IS Affl 9 6 -Jx^yw- b (COSTAR*±«fc 

ttiiE# 2005-302 



9) i:5 
9 0 6 2 
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0 m g/m 1 <7>fn> phospho-tyrosine (PY20, Transduc 
tion. Laborator ytfcJ; <9 0X, « n B «#*P- 1 112 0) fc^Tfr 6 0 mM 
bicarbonate buffer (pH9. 6) .£ 5 0 M 1 iJUX-fco Z<T>-fV- 
\ £ 4 ICTr— KH >*.a^-*> a ^ LtZo 
[0 111] 

2. X-mmLtz-fls- ^#9x^*2 0 0^.1 OPB ST* 3 0f5fcii-U -£ - i" 1 5 0 
/i 1 (7>3% BSA/PBS^n/LTMiS^Btfl^^^-va^L^o ^^J^ 
2 0 0 // 1 WPBST'3 WLt, -e*rK±&L£i£IBJ&Jftffii&£ 5 0 fx 1 TJIlX-T, 4^ 
Tr — Bfe'f >^f^^-v a >L£o 4 ^a^-v 3 .^xH 2 5 0 // .1 

(0. 1% BSA, 20 mM T r i s-HCJ (pH7. 6), 137 mM NaC 
U 0. 0 5% Tween-20) T3iaft*U KE* (1% BSA, 2 0 mM 
Tris-HCl (pH7. 6) , 13 7 mM NaCl, 0. 0 5% Tween-2 
0) tr2 0 0 OMKL/^HGFR^f (h-Me t(C -12), Santa Cr 
u z £*)MX, *fl#*S c-1 0) tTO^i 1 iDX-fco iMSfit'l fflr/^a^ 
-/ 3 >U, 2 5 0// 1 <om&faX~ZWmr\.fz.'<fc, 0 0 OflMfrfcLfc** 

^dr^ y-^mMJt^-y-^l girG^ (Cell s i gna 1 i ngf±«fc^«A> SSp D n # 
f 7 0 7.4) £7 0// ISO*-*:,, £e>t-> -f-tLSrMTll^lBI^ a 
jfrSxA'* 2 5 0 /< 1 <Dm&fcX-3 0tttSH^fc«, 7 0//1WTMB Membrane 

Peroxidase Substrate (7t^ytti «j6#-£ 5 0-5 

0 7 7 - 0 3) *Mz-tz 0 m^IS-eioM^v^i^-^a^ ^^w:70 

yulOlM V >&*j!ni;tT\ %%\t\-?V- h 'J-f-MTP- 5 0 0 (an -J-S&ttfll 
) T4 5 0 nmtf>«fc*E4r88j£Lfco LTV*&v»iffll6Jftffiifc«riJDx.fc 9 * 

1 0 0%OHGFRg5'J ^^HMSIx, 50// 1 ^WkMkWN&'&lM Lfc 
fx;^«I*0%©HGFRlSV >HMfc»ttfc LT\ ^x^HGFRSEU > 

GFRiE'J >MfStt (%) **** ««Wlt«>HGFRiey>BMfc«ttt5 o%a 

(ICS 0) £3fc75Lfco 

[0 112] 



1^3] 





I C 5 0 UMJ 




IC5 0 um; 


3 


0. 02 


45 


0. 35 


9 


0. 02 


48 


0. 26 


11 


0. 043 


50 


0. 28 


13 


0. 0068 


52 


0.34 


15 


0. 013 


56 


0. 13 


17. 


0. 12 


77 


0. 11 


22 


<0. 03 


82 


0. 088 


24 


0. 069 


85 


0.59 1 


28 


0. 019 


89 


0.049 


43 


0. 059 


92 


0. 54 


44 


0. 35 







[0 113] 

mmMMMA ■ * Lliii (s u I t - 2) km±2>MMEM£M 

t: bl^NBM (SUIT-2) £ 1 %FB S i&tr R PM I 16 4 0J#ift (S i gma 
tti fcJMIU mi&mmWL (8 X l 0 5 ffl/m I ) fclWRLfco T r a n s we 

1 1 (COSTARtJ:«X, 8Mf3 4 2 2) OTSJ' 6 0 0/. 10 1%FBSSr 
S-trRPMI 1 6 4 0J&»*-lmx.fco *<D±m K±ftLtz 5 0// I OSBMSfS^ ± ^ 2 
5/i 1 0^^^****/ KC»«|#*fc«tMfcK (l%FBSfc-&trRPMI 1 6 4 
0"J»»-C#3R) *7JPx.tr5%C0 2 (3 7*0 tmri^lL/:. 

#Tr a n swe 1 1 0±Jf 1 % F B S 4"&tr R P M I 1 6 4 0^"C2 8 0 n 

ffiiE#2 005-3029062 
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g/m 1 KjfrJRLfck hamx.MfFiBliaii5iS^ (HGF, ***fc«I*i OWfA, SA 
##2 2 9 4 9) * 2 5 M 1 iDx.^ 5%C0 2 >*x^-*-* (3 7"C) T' 2 4 B# 

«U t«5»flB»0¥*St*Btfc. *tft»R«rlnrx."rHGF«:iPx.7tf i/l'O®* 
jWfi«0¥*&*l 0 0%©iffl!&»j£fiHx, *ltoW»fcJ:tfHGF*iD*TV*&v**iJi'<& 

**»RO»fiiftjfeiStt* 5 0%B&#?-&Wfcd&R**fc ! »»tf>*J£ ( I C 5 o ) * 

[0 114] 
[*4] 





1 cfeo Um) 


3 


0. 05 


13 


0. 0032 


56 


0. 038 



[0115] 

glft»W5 : £ Hl» (MKN-4 5) £M±AB&MMfflgffil 

t bffffiliatt (MKN-4 5) HBSS (G I BCO BRLlii *)BX) KSSffl 
Ltz„ ZOMUWiffiWL (5 X 1 0 7 m/ra 1 ) £ 7 ill&OfttB A L B/ c (n u/n u) 
7^O«IW(T»i:0. 1 m 1 OSiTWILfc. -7^XOMKN-4 5 
OMSSftW* 1 0 0 - 2 0 0mm 3 KfcofcB*jfll-e, ^I^MMOf^^-l^^ 
«t -5 t*v->XO^ttS-ffv\ 0. 5%>f-/Hsfl'n-x, Jttl— ^H^ftS-fr** (0 
. 1N«: 5%7K'>*t?#?&= 1 : 9) , ifcli^WH + yK-Tween- 
■/K^Ha-fiHt* (v^^^^^^ + vK: Twe e n8 0 : 5 % "/ K It** 
Jtfctjt^/uottR**//?^*) =7 : .13 : 8 0) £M Lfc*iMfeK* l 0 2 H 

affl^Bftty^^-CMaogSfc^lSSrtt-iBIL, 1/2 x (ft&xfe&xfeg) TtHH,fc 
o nno-^ (WIS) I±1S1 01> «^ft«^»ttl»5E-efro 

mnm (%) tu *5^l^ 0 

[0 116] 

[*5] • 





fe^S (ms, kg/H) 


ju&m:** (%) 


3 


30 


69 


3 


100 


37 


13 


10 


68 


13 


30 


47 


13 


100 


26 


[0 117] 

mwnmi 6 : M-mmmmm^mmz x bm.mft&mten s a n d w 



formation iMWMM EMiiilfli 

hl^Ml*IJ£*fflJfe (HUVEC) li«L#5*LTV»a^ffi (*r£-ft^«M 

, P. 1 9 7 - 2 0 2) fctto-C#ttU 5%C0 2 ^ (3 

C o 1 1 a g'e n:5xRPMI1 6 40: BflUSJilMft (J»Jtx if ffl-tf 7 f- > <fc <9 
JUA) <D7 : 2 : 1 *>2ttfr»<frifcS:* 2 4^x;^WMO#')x;H:0. 4mlin£^ 
o >tt*5%C0 2 >f>^a^-^-t ( 3 7 *C) T'4 OMO^a^yaVUy 
/MtS ^>?x;k: l 0 n g/m 1 E G F *ta*;fcAJ£M**fflM»lfftt ( 
S-FM, GIBCO RBLtfcJ: «JJ*A) -etULfcHUVEC^MiiiSS: 1 m I ( 

tBiE# 2005-3029062 



#11 2004-370801 



27/ 



lltlif ffl t ^ HUVEC^nyHcio t^Ii 1-1. 2 x 1 0 5 iSOffl 

•&*JflV>fc) tax.. 5%C0 2 -f >*a^-^-«f (3 7"C) -C-!fcJg*Lfco 
W±Jf *Cfcc ollagen!5xRPM 11640: Sllllll ( 

£Lt, ffffl-tf 7-^ >1±<t 0I#A) <7>7 : 2 : 10*^«t0. 4m lfoIlU 5 
%C02 4 ^^-^-t (3 7*0) T 4 i$ UK a ^Lt#^x;^y^ 

It^/i- ±iCllllf i4Hft?ife-5 3 0 n g/m I HGF (R&Dtt J: »> J»X) t# 
JRLfclfclfcl&Rfc^trSFMOfcFifc* 1. 5mljJDx.> 5 % C 0 2 4 * -«t» ( 

3 7t) "CJMILfco MWi»4HgC#')x^±i?;JRt)ii, *£KPBS 
■C#»tfc3. 3mg/ml MTT (S i gm ath <t *)BX) 0 . 4 m 1 ImkX ■ 

, 5%C02 << >*-3.^-*-tf (37t) •C*t2NFra^t/Co ^xMcolla 
gen^fiP»*SiiftfB (tube) MTTCi i)*feL, =» > *f ' 

(v^nyya) MS*>£ftfrlHMWrV7 b \ 

V7b-)x7j (* 9#->ttJ: «5»X) i ®tfc#>5?£l)nx.-cv*&v^i;i'|*| 

ttJK (I Cs 0 ) *6^L^o 
[0 118] 
[^6] 





I C 5 0 Kit M) 


13 


0. 13 



[0 1191 



nhistM* (huveo ti«#$ifrv»4*ife (fr^t***** -mm 
mmmr > p. 197-202) tc^oT^stt, 5%co 2 4 (3 

HUVEC^, 2%FBSt*lrrt&WJB*M*Jllitl&* (SFM, 
A) fc!R3BLfco *©*MMMI* (2Xl0 4 i/ml) *M«£ffl9 6 fxJ^l/- 
b (NUNCtt* Sp D pff 1 6 7 0 0 8) CO. lml /w el 1 JjDx., 5%C 

0 2 >*^-*->f (3 7 "C) "C-lftJ»«Lfc 0 #fxM:5 Op 1 02% 

FBSt*trrtMJBWffl*Jll*W"C*3RLfc«IMfcft*J:O r 5 0^ 1<7>2%FBS 
*-S'trrt&«lM*ffi*ftJllLfl|JeAll'C 1 2 0 n g/m 1 UftJILfcHGF ( R &Dth «t «3 JH 

A) fctrax-T, 5%co 2 o^-^+ (3 7*C) -cJ&*Lfe. *«W»««anrtft3 

BgKlO/i lOCe 1 1 Counting Ki t-8 (DOJ INDOlii *)BX 
, f[ P n nt^3 43-076 2 3) £ 1 0 a< 1 xJUCflO*.* -f-O^W- b * 5 %C 0 2 
>f V**^-*-* (3 7*C) •T#?j2l$nK ^x^-> a >Ltz 0 -i ^^-> 3 > 
Ife," «56iRfit 4 5 0 nnu itKBSfeS* 6 6 0 nmtU #9x;WfM*^V- MJ 
-^-MTP-5 0 0 (nntl^ttS) 4:fflv»T«5feL/S«, ttfe®K*3JBx.1*tH G F 
fciri&fc 1 0 o%o*iamsiffitt, *«Wfe»fcJ:O f HGF*:iJnx.''CV»fc 

i^x^ttS^ 0%w«if?ili&t£i: LT, ^x^oM^JfirSte^ (%) 

««!»K©ilB8S*l«[ffitt*5 0%ffi*.+ 4OK!l&l?**«WR«*ft ( I C 5 0 ) 
^7 t"^L7t 0 
[0 12 0] 
[317] 





I C 5 0 (it M) 


3 


0. 19 


13 


0. 073 



[0 12 1] 
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[0 12 2] 

i] *ra# dm) isiir (i n) (omitum 

[fWrtMSi - a] 2 -T^ y /ct±6 -7 5 y lf'H^IKW^x;-* 

(1 n) ©«j|^rtfe 
[01231 
Htl4] 



5 ioi.O 



(1a) 



[isiA-i] 



o 



[XfIlA-23 



r 3 r 

R102 ft ll 2 (1C) 
R "O N N R 

H 

CXeiA-3] 



R R 50 
» 6 



(1e) 



H2N n'^r 2 

(1J) 



cxaiA-4] HlN A N *y 

(1d) 



(1f) 

[XfilA-6] 



CXglA-5] 



[XfllA-133 




4 R 5 R 80 HjN n'^r 2 
R 4 ^A^N. U (11) 



[XglA-ll] 



CXglA-8] 



r3 y^ x r 

(1n) 



[IS1A-123 



R 4 sA/NH 2 



HjN N R 
dm) 



R 5 r'» r 5 r*° r 5 h _ R 5 R 5 

*yV* r W*« r Vt n p r4 yV n ° 2 r yV NH2 

H^iUrT Sil/ R 7 H^iH^r H V IUL R 7 H^H^L 

■ I» R 6 R 6 R R 6 



R 
(1e) 



R' 
(1f) 



R° 
(1fl) 



R° 
Oh) 



R° 
(10 



[0124] 
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(5*;*, Y 1 14, BftfES^, ttSMH^ifcttaS-N (R Y 1 ) - (5*;<K R Y 1 14, *m 
m=Fitzi±Ci - 6 7 *o ) **l*"t*o L 1 tt, RRi«X(Ht«. 
R 1 0 1 BCi - o T^#JHfe*fctt^>y/i'*t*l*-r*. R 1 0 2 (4, Ci - e T)V 
*JU& s<y s J)V&$tz\*2- (h';>f-^'>y>u) if^S5:Mt^= R 8 0 {±^ C 

[0 12 5] 

if;^(la) £ LT{±, •pjx.tf 4-- Yu\£=tV yfkMf-fr* 4 - * n n t?3 <J 

> n tf a >; vlfej.^-f-A'is itT4 -^DDifn'J ^BUcXT'/Hi, TUIRO 4--hotf3 
>;. >m& «t yf 4 - ^ n n bf 3 U ^foi^ t" ;Wb£B <fc o T# £ t ii t5 ? -c § 4 (Hififll 
1 1 1#h?>) o 5 y 4 -*^^^iSJ-Xr;K7)9 

5 y > - 4 - * f^x^ f;Hi, Ukr. Kihm. Zh. , 1982, Vo 

1. 4 8, p. 6 7 £tMRS*tTV*£ (CAS No. 6 6 2 7- 2 2- 1) « tt, 6 
-^nnt'V ? v f >-4-*)l'!K , /i|x^fJHi, J. Heterocycl. Chem 
. , 1, 1 3 0 ( 1 9 6 4) Kftffi<r>Jim~&KT%im-$-Z>Z£i>-?&& 0 

^ft (Id) £ LTl±, «itlf2-75 ;r4-?nnii'jr/, 4-7^-6- 
^nntT'J 5 y*fc£<&7lj«^#*»ffc*t*o * fc, /ffr6* (Id) 14, -fb-g* (la) 

ItBfWtLt, ftT©<I8l A- 1 >, <IglA-2>i3j:^<ISlA-3> 

-fb-^t) (1 f) fcLttt, W£lfp-^fJV75y7iy-;i' ^^7x-K 
<b^tl (1 e) i4, -fb^ (If) 0:£R 8 0 NH-T*$*t4S*fii« I f*ii:»-J: 
(I f) £^-f-)V ^nn*)V^-K u n *;V7 - K y-nn 

i:li), M (le) m^t#-eH„ 

<b^-t) (1 g) £ LTt4, flx.tf7-fe F7?;7x^ N- (fc Knt'/7x=*) * 
;UAT5 K, 4- (N-t-rh**/*^*??/) 7x;-K 4-h'J7^tn 
7-bh75 K7xy-;K 4-7-bb75 Kft7x/-^ 4- (;* ^jv#;w*5 ;v) 
7-V>, 4- ( t -t**-***/"?^) 7-1) y%£*<r>^m°uff$>if ZtiZo 

it&® (1 h) £LXl$, 08*. 4-sfD7x;-*, 2-?DD-4--fn7x 
2-7)^o-4--fn7xy-)K 3-7JVtD-4--ho7x;-;i/ v 
3-^f;v-4--hn7x;-JK 4--hnf * 7 x/-JK 4--bn7— V >, 

fb£* (i i) iuii, fwjx.i4*4-75y 7x;-*, 4-7?;-3-;nD7x 

tKo^nUK, 4-757-2, 5-^f*7x/-*, 4-757-2, 
6-y^DD7i/-;K 5 - 7 5 ; - 2 - t Kn^y'O'V- F 'J ;K 4-757^* 
7x;-^ p-7x-l/'/i;7?>, 2, 5 -v75 7 7-V-^ * ;V "7 i - b & 

<I« 1 A- 1 > ' - . 

*IS11, (1 a) frhit&b (1 b) *#4ItT?*i, aUfeSrfflufcillfcfcfl- 

tfb ') f 7 A * t'WftiM* ffl^i c t ^fl^o ^1 1 fCli. 7*7-;K 

jajtt iom^3 on#ra-c-&£o 

<IglA-2> 

*igi±, it&m (ib) oft'S-w (i c) ^©<Efi[Rte<ox«-c**o it&m (1 b 

) ■ C 7 yfty 7 x - jv*^ * 'J i t; h U xf ;V7 5 >1?tT, 5£R 1 0 2 -OHti 

mSE# 2005-3029062 



mm 2004-370801 



30/ 



Sti&T^-^RJSS^a Mb£* (1 c) ^S^H^Uo R 1 0 2 

mtLxit, t 2- (h»;^^jvvu» *f-^**if***tf 

t>*L4 0 i#$U±, X.--79 J -fr* ^>^^7^3-;K7)li*\ N, N-v^^f-^^^A 

e>jB«k**oiMEt?* •) , KiSWfWtt l 0^"b 3 0i*Wt?**o 
<X8 1 A - 3 > 

♦xett^-fb-fr* (1 c) *6K*JU/t>- hRlBfcJ: •MfrMfe (1 d) ?r!#^ISt- 

*rfflv»4ifcjj*T§*„ lit LTfi, > *y-/K f h 9 t: K077 

<Ig l A— 4 XII 1 A— 6 Xlg 1 A - 7 XII 1 A - 9 XXS 1 A- 1 0 
> 

#X«tt, tt&m (1 d) Mb** (1 e) , (If), (lg)> (lh) ifcli ( 

1 i ) to*? yrBU&K x 13 > -etLW-fb-ft* (1 j ) - (in), (u) , ( 

1 1) Sfcti (lm) t§4Igt*4. »«fei:LTIi, N-^f^fc'nV K^ N, N. 
-^>fWA7U*, v^ffX;v**yF, 2-iht'/x^-*, ^nn^y 

*3R<b:J- b >; ^ a ^ irwiltit ii e v y ®m%¥<nmz 

3 O^fK-C^-So 
<IilA-5> 

*XgWU lb** (1 j) J: *Mb** (1 n) ^#JIgtab4, If7? 

5 , r 6 \ R 7 isj: t>*R 1 0 swmeik*, ^mm=F, BimmTwrtL-c 
e>inJftjs«waKT?**)N rjs«fRH±i o^«b3 o«*wt**o 

<I@lA-8> 

*Xgli, fb** (1 k) <&BMSSi::J:*Mb'fr* dm) t»4I8T*4, <X« 1 
A-5>t^W^#Srfflv^ifc^-C#*o 
<IglA- 1 1 > 

*I1U, it&to (11) ©xbn3fcfc»xU ^b^» (lm) *fllit*4 0 — 

it. ft-fi^v^-^A, ■<> t<i±«-»»*^KJ:*a5c***ffl-e§4« R 4 » R 5 

, r 6 , r 7 i l^r 1 0 &&mm=F, &%m=¥-. a^mm^^mr^^^it. 

tfX-^&o mi&tLtli, x*y-;K tK, N, N-y^f^*A'A7 5 K 

&j£l$IHItit 1 0?>^<b 3 0B#W-e**o 
< Ig 1 A — 1 2 > 

#XgJi, <b^* (lm) <DTfr*MtK J: >9> 'fb'S* (1 n) lit** -5. c T 
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tmwh-tzz ttfx-z&o zoimmitMt L~c, *>7y*5tHb* > y *a, hj 7 

■b b4f'>*3R-fb* b V -7 A & CI 2: t& ? -C§ . git Lt, f- 

it Tetrahedron, 47 ( 1 6), 2 6 83 (1991) fc|Btt<*> % ^ > 
VhV 7V*-^^#*^*LTCi^*7K^'fb* , i'^i- b y ">A44ft?«7ci'**i*«:if 
fcfflv**:: *« *#»Ctt«itf, ft-fr* dm) 2: 1 - (kKn^//^) 

- l H-'OVb T^-A'fcORiSKiJ: Ofc&tfc*, ^>v*h U 7v*-;u- i-4)i>jt 
f-;l/T-V >»*#***'ft*^*f- b U «>AT-jlx1-&i2:-C, R 8 "Wf^St* 

*-fb#» (in) wcit^iSo ^>/bn , /-^-i-'f^^7-r/i 

tt7^a-/UfcN, N-y^f;V*W7s b\ 0*l£7§J&fc iTSrfflv^ £ 2: 

t?**o **ffc**** b y *AKJ:*S7BOXe-ci±, fc&fcLT, xbytKo^v 

^feinl***©**-?*^ RJ&SWUt 1 0^5> 3 0l^WT?**o 
<IilA-13> 

#xe«U ft^fc (lk) orMMt^J: (1 i ) (1 j ) wSOJi 

«ii*ife-c**o ^i^'Jf a, Tklflb^ b 'J ^AftfoJg&flqrF, Anyyffcr;^ 
*4 if ffrfr* (1 j) MttLT-li, f f5tKn 

•7 7^ N, N-^^fWA75 K4trSrfflv»*C t**-C#S 0 RSBiftKtt 0 *C*»fe 

[0 12 6] 

[»s^i -b] tf y 2 -A/^'vii^tH 7t t± tf y 5 9 j>-6-*a^»> 

4>"W# (In) omit^fe 
- [0 12 7] 
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[0 12 8] 

<II1 B- 1 XJM 1 B - 2 ><Ig 1 B - 3 Xlgl B - 4 XIS 1 B- 5 >. 
*Iglt, ft&m (1 a) Mfrfr* (1 f ) , (lg)> (le), (li) Jfctt ( 

.1 h) to* y v^RjEDti »k -e-^-rtt-fb** (1 o) , (ip)> (is), ( 
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1 r) ifcli (1 q) £#£XifI-C>&* 0 <Xgl A-4>fc|PI»^ffi«:fflV»ati:*» 
<ISlB-6> 

*ISI±, (1 o) ffr&W (Is) t#4Igt*4. - 

> •> a , ^v^a, r^trh^ b * a « ^ ^ 

3 0"l$W"C**o 
<XH 1 B - 7 > 

#X£tt, lb£* (1 p) frT/u+MtU fb-&» (Is) *»*IS-C*&o.<IS 
1 A- 1 3 >fcm#©2rtJj*JBv>*£i:i&*Tfc4o 
<X*I1 B- 8 > 

-ffrfr* (1 r) fcT^MbU ft** (lo) SrH4IiT^I»o <x*§ 
<IilB-9> 

^X=gf±> 4b#» (1 r) ©TSy&fcfiMKU *t*«» (1 P) «r#^ISt*4o < 
111 B-6>tra#©*tt*fflV»4ifc!j«Tgio 
<I81B- 1 0> 

^X5gt±, it&m (1 q) O-hn&fcilTnU <b£-% (1 r) WHt*4o < 
<Ig 1 B- 1 1 > 

-*xifitt, -ft^ dps) Mb** dps) j±, mitum i -B]i:iit©M* 

(lp) jsitflb*^ (1 s.) ZHMIrZo ) frMfrfr* (it) tHiltffti, < 
IglA- 1 > i: l^f ^*iv»S Cl t^t-l 4 0 
<Ig 1 B- 1 2 > 

■*Igli, tt&m (It) a>Mb** (lu) WIg^**.'<I8iA-2>i 

v» * i t § ^ o 

< C ZEL^S IB i 3 > 

♦xettv'-fk-ft* (iu) © 2 nsfofiiKife tr 1 0 2 - o-c (=o) -j iJic. r 

PJ *jft«ttu -fb-^W d n) £#&xg-e*£o £t\ itm> MJ 

JREn V^y^A^f, *^b^9y^A&^*j««fc^*«tt**i6JnRlB^J:*Kffl; 
BRJS4 2f*aifiJll*'fr*>-*-CfTdifcCJ:0, <b^« (In) Sr»*Ct3J*T§4o 
<Ig 1 B - 1 4 ><Ig 1 B - 1 6 > 

tt*t> (1 u) «2fBff©«Ii TR 1 0 2 -O-C (=0) -J Jsitf \. 

>pj ©n, i«Bif<o**BifiiKL, ztirtuk&yo dv) s^»± dw) *m%TM 
x-tbho 2&mo&mm rR 1 0 2 -o-c (=o) -j t tpj 

lf|5 0 ^R 1 0 2 -O-C (=0) --efc$*l&&**2- (h'J 

<Igl B — 1 5 > 

*X*if4, <b^» (1 v) tRftSL, (1 n) tH^Igt^^o <IglA 

<Igl B- 1 7 > 
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tt&m (lw) trIKttKU (1 n) <IglA 

[0 12 9] 

[*fc#te2] 4 lit, 2fi*7t(4 6f2(-^^-r««L 1 j3«fctfL 2 ZtfirZWJ 
>t tzii^V ^ -/>ii#: (2 a) j&»e>«\ +B# (1 1 ) . (lm), (lk), (1 

j ) , (in) <D%m$km-%m 

[0 13 0] 
[ft 161. 

(2a) 



J[Xm-l] J[xm2-23 [XS2-33 | [Xti2-4] |l 

, R 5 j 7 R 5 H R 5 R 80 R 5 R 8 



,x?r y& y& w 

R^X ™i-83 R » i x R [Xgfr-73 R 3 T x Ji MjB R 3 ! * CCW-93 R * T R 6 
L 2*VV l *-VV l 2 -V x r 2 l 2 \*V l 2 -V 



(2b) (2c) (2d) (2e) J (2f) 



j | \ | [XS2-1D3 / j 

|[XS2-U3 I CXg2-12] t l[X@2-133 [XS2-143 kxS2-153 

* 5 4 f R B h R 5 R 80 . R 6 R 8 " 

R^^NOj R 4 y^ NH 2 



j& ^ vw 



R\_A^N - R 



I D 6 t>3 I P 6 



R Vr R Y$ R R V* RS r V* r6 r3 yV' 

HjN N R 2 H 2 N N R 2 HjN^H'^R 2 H^^N^R 2 HjN^n'^R 2 

(II) (1m) (Ik) (1j) dn) 

[0131] 

[0132] 

it&m (2 a) t LTii, tfflxJf 4 , 6 -v^nntfU 5 2-^nn-4--F 
ney-y'A 2, 4-->'^nnii>; *J>ti¥<Dl5m&1)' s 3b)<JhiiZ, 0 itz, ik&m (2 a 

<Ig2- 1 ><X*i2 - 2 XII2- 3 XX® 2 — 4 Xlg 2 — 5 > 
■*I8'I4, ft^*(2a) tft^fc(lh), (1 i) , (lg), (le)4fctt( 
; 1 f) fc<D*7yV>^i:J:>), ^i^MI) (2 b) , (2c) , (2d), (2 e 
)ttz\t (2 f) ^fSIgfabS, (2 a) H4JV»T{4 % L 1 (i L 2 «fc *) BU&n<Dl&^ 

f*fi*Licffia-r«o #X«£tt, <IiglA-4>tR»OJStfflvv4it^tl4 

o 

<X® 2 - 6 > 

-fb-frift (2 b) 0-hn^^il7cL, (2 c) *%h^M-Z - 

-e%2> 0 JWM&C ftk—laLikT — A , 4fct±«fe-»m4iftJ:*axS:^ 

wa7?k, r b 9 k K p 7 v y tz ¥ ^ffl-c i & o KJE5&Kf±&** fciraf&Moig. 

fl£-C*«3, Rl£«FlBUil 0^e>3 0l$|fflt?**o 
<-Il 2 - 7 > 

*XSI4, ft*» (2c) W7 5^i^IU (2d) *ftilit*4. < 

Igl B- 6 >«h[SI^^TO : SrfflV^^ t*«"C-§*o 
<Ii2-8> 
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#±gli, ft&VB (2 d) t7**MkU ik&%9 (2 e) ^#JIff*^ 0 <Ig 
1 A- 1 3 >fcRI«kO*tt«rfflv»*ik*»-c**. 
<Ii2- 9> 

<b#*T(2 f) OT^g^flU ffc'frfc (2e) *#4Ilt*4 0 < 

:rg i b - 6 > t mw^m im v»* c t &x & s . 

<I12- i o > 

*igii, fb-frW (2 c) tr^HL, <b#* (2 f ) *»4is'-e*4. <I8 

1 A - 1 2 > k Srffl c k # £ o 

<IS2- 1 1 XJM2- 1 2 ><Ig2- 1 3 XII2- 1 4 ><Ig2 - 1 5 > 
#Ig*i, ffrfr* (2 b), (2 c), (2d), (2 e) tfzit (2 f ) <9lKAE£L 

2 /a&K3$IU ZMMt&m (1 1 ) , (lm) , (lk), (lj)ifctt 
(1 n) ^#5ItT^J„ ttgl±, ifW^T', ^X-tfT^^-T-^^/-^^®^ 

10 13 3] 

[fHS*ife3] S (XI) X*mZtiZ*®ft<DWk&j3& 
[0 13 4] 
[ftl7] 

R 5 R 8 



R 

(XI) 

[0 13 5] 

(3**, W 1 fi, JMS£\ *-C (R w 1 ) (R w 2 ) - (^CK R w 1 i3cfc^R w 2 tt 
, |W|— ifcliHioT, 7X^11^, ^n^JK^ Ci - 6 7***364 fcti C i - 6 7 

[0 13 6] 

[«**fe3-A] 55 (xn xmzti&*mfcv>T*>. v 2 w 1 an*-N 

H-X-mZtiZM, R 9 # J R 9 a (3 a) O^it^S 

[0 13 7] 
lit 1 8 ] 

R 5 R" R 5 R 8 H 



(1mn) 

R 5 R' R» R* H , 

R~ 1 R» R 3 I R« 

102 J X 102 0 J X 

"(iw) H (3b| 

[0 13 8] 

R 9 Mi, Ci - e 7***36, C 2 - e 7**--*36, C 2 - e 7**-** 
, Cs - i o ~>^n 7***36, Ce - i o 7')-^ Cs-i o •>^OTH)l'Ci 
- 6 7***36, Ce - i o 7';-*Ci - e 7***36, 5-1 0 D 7 ') -*26 

, 3~i oi^fgiAfnii^ (fc/£u s«:#fifc-t-*^mir,^^t>, -tt-frwar 

t±S|E# 2005-3029062 



#IH2 0 0 4 -3 7 0 8 0 1 



^-v: 36/ 



^ 3 A 1 ^ 

*IStt, ft** (lmn) (lmn) 14, .±|B[M*ft 1 - A] WB«Oft 

(lm) fcitf-ffrfr* (in) *„ 1AT\ ) i 0 , 7y^^7 

(3 a) £#*:Dg-e&&o *R{£Ktt«x.tf, ^R 9 a -C (=0) -NCSt 
gESft^vW Vf**/7*- ht, (Iran) £#J§V»& 

% *y wi/x^-**/- 7-feh-b>;*> N 

5£R 9 a -c (=0) -NCSWft*/^ yftv7^-Mi> 5£R 
a -C (=0) -C 1 •e^SfL*BR*n?'f Ktftv7>i* U A fcoRlofc J: 0 # 

ai*«T#*o »sfcLT»±, 7-th-b';^, mfcx-***?**®^** 1 ** 
j4Sffl^tanrftaiiiEoaaT?**>, Rj6i*wtti o^^i o o^ht-** 0 

<I^S 3 A - 2 > 

^XSIJi. (lw) frbit&W (3 b) tftftlfit**. <I13A-l>t 

<Xff3A-3> 

*XS»4, <fc£-*J (3 b) OKflWKJ: "Mb** (3 a) *»4ISnSo <X^1 
A- 5>illlMfe4-fflv^i!:* 1 t|l ) o 

10 13 9] . 
C«**ft3-B] ^ (XI) T&3*l**IB#<d$^ V 2 7i*m^^> W 1 **ft-N 
Ji-T?3ft$*t4^ R 9 t5 j R 9 a "?*S«f|HJ# (3 f ) <Dmk-%& 
[0 14 0] 



Mb 1 9 ] 



o 

R 6 



(1irm| 

R 5 R* R» R» H _,, 



Y <-NfR' [xa3B-a 

oV* oV x 

R^nVr* ""VnVr* 

H (1w> " P3) 



o o 



[0 1 4 1 ] 

<IS3B-1> 

MSfi, (lmn) 7y^->V7»»# (3 f) *»*Ig-Cfc*o 00 

> -c (=0) -NCOt-i$W7y;HVy7^-h*, ft^tl (1 n) 

Rf&l$WI4 1 0#*fe3 OBtF^-C^So R 9 a -i^7$ J&tlt (4_&7 
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fcfc, i&R 9 a -C ( = 0) -NCOtr*£ft£T vJM. VvT*- H4, 5£R 9 - 
C (=0) -NH 2 t?i?iiSSt7 5 KfcWJ* * n, J KfcORiSfcJ: 

^ j-jg 3 B 2 ^ 

#1*114, ftS* (lw)'iD, 7vJl")P7if# (3g) tftSIg-e*4. <X 
g3B-l>ill*«)*tt*fflv>4:t^l4. 
<Ig3B-3> 

$Igli, (3 g) ORiiPiOfl!** (3 f) *#4I8t?*4,.<Ifel 

[0 14 2] , , , 

[*3t*ffi3-c] A (xi) ■c*3*i**n#«>.-5-&. v 2 jphhrk^ w 1 * s w 2 ( 

5*K W 2 14, #tt*. rt-C (R w 1 ) (R w 2 ) - R w 1 *4tFR w 2 14, 

(3 o) 0*3t^tt- 

[0 14 3] 
lit 2 0 ] 



r103 TV h 

(3k) 



plOJ.O^wl^CI 

o o 




[1630-2) 



(31) 



R° R' 



r»'% w V r8 ' > 

(3m) 



[XS3C-4] 



HO.W 2 R 9 * 

if n 

o o 

(3n) 



R 6 R 8 



1 3^ A" 



H^N N IT 
(1mn) 



-h 2 n^n' a r 2 

(3d) 



r 6 R 8 



R 1 R — 



R 5 R e 



R 102 *o a n Js -n' Jv r 2 

R 6 R 8 

R*. 



[Xg3C-5] 



V w ir r 
,70 o 



o V^x 



[Xa3C-6] 



O^M^N^R 2 

" <3P> R* 

0 0 [XS3C-7] 



^3 i R 6 

0 < 10r > . 
R S R 

R 3 ^ R 



R a ^ 



R^^irr-N-V 

° (3q) 



° P0 



[IS3C-10 



CXS3C-10] 



p8 



'R 2 



L 2 ^N 



R 6 

X 

■V 



(3») 



[0 14 4] 

r 1 0 3 t± > Ci - 6 r J'*** 1 *"*" *« R 9 b {43~1 

"ifl^e,, g^tbtv^^ffls) f^»4S;-NR 1 1 a R 1 R 
1 1 a fcilFR 1 1 b 14, ±fB£«fcH*i* **!*■**) "CjESii.** (fc£U R 9 
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[0 14 5] 

it&M (3 k) tLtli, «x.lf^>y*' ^n^-K ty-^^f* 2-7** 
(3 1) tUli, flix.lfif 1 *' -?ti — )V? u=r 4 K> vn-;v?n 

< !I^S 3 C 1 > 

#Xgti, 'ffc'&'W (3 k) t^R 9 b -Hti?W75>tL<afOfii:Wl^ 
l&teJ:»K -ffrg-tt (3m) **§SXg-e*&«, *H/#>BfcfcT5 ltW*»*RJS* 

fh7tKn7 7>i«fflv>, IB-frjWfcLT, v->^n^ 
^-^W^^K, l-xf*-3- ( 3 - v*^ 5 / "/a fa?;u) ftJU^SM 5 

K ttflttt. (1H-1, 2, 3-^VVb VTV-JV- 1 (MJ (v* 

»©iBj£"C*»K "RJSklPHttl 0#rt»&3 0B*W"C**o ' 
<I§3C-2> 

#xgi±> ft-g* (3 1) fc^R 9 b -n-?m2ti>zT$.>ttz\**<Dm.t<7)m&fc& 

ffrfr* (3m) *»4Igt*4. iltLtli, N, N-^fM^7? 

Ris«PBUi i ofl-^<b 3 onsm-e**., 

<Ig3 C- 3 > 

#Xg{±, ft-g-W (3m) *Mb#» (3 n) *»*Xgt?**o v^?jD7jC7> 

ho 

<Ig3 C- 4 > 

#XS14, fc&m (lmn) fcffrfr'to (3 n) OSS-g^tc? «fc "9 , it&VS (3 o) 
SXg-e£S 0 m&Mt LT, 3- (3-^>W5 / 7*n tf *) 

y^U* ttHKOL (1H-1, 2, 3-'<^/h , J7 > /->-l-^i't#y) ( h U 

h , Jif^7$>^MSIS^ltfflv^^i:U*l4, iitLtii, rf 

0 tfrbmt&Mffin&BLTlb 0 > »6l$ltJtt 1 07>^<b 3 0B*WT*4o 
<Ii3 C - 5 ><Ig3 C- 6 XIS3 C- 1 0 > 
#Xg{4, it&m (lw), (lor) (ft-Slfe (lor) Ji, ±E[«jS^ffil-B] 

ne**)-^* (i o) &xmk'&m (1 r) SrttBfc-f&o IT, ) itztt (2 f 

) iO, *tl<?tHt&® (3p) , (3q) ffcti (3 s) £#&Xg-t-&&o <I@3 

c - 4 > t vmo-xm v»* c t a*-c § & 0 

<Hsl 3 C 7 > 

" «eti, (3q) (3 r) ift4Iit?*4, <IglA-l>J: 
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<It3C-8> 

#XgHU -ft-fr* (3 r) Oft** (3p) ^«gfiRlSOlgt*5o <IS1A- 
<Ii3C-9> 

«^{±> (3p) oJ8L^fiH-<t Mfrft* (3o) ^HSlit^Jo <x*ii 

A- 5>tmWLVJj&ZM^Z>Z£W x: **Z>° 

3 Q - J J > 

ft** (3 s)'<DViM&L 2 t7 5/ *C*»U ffc^ (3o) #*I8 
^J&Sc <X*I2-1 l>fcR*<&:£fc*ffiv>* *» 

[«i*fe3-D] ^ (xi) t*$wt»n^ V 2 jFSHRIK^ W 1 t&^-N 

H *t«*, R 9 rt s R 9 b -Cafea + WH* (3 t) O^Jft^te 
[0147] 



Hfc2 1] 




R 5 H 8b 

"WW 



D 102 B Jl *JL * 

" flw) 



[0 14 8] 

#ia^(±, ±M«fc o ) 

*X5gtt. ft<&f& (linn) *<Mfc#i (3 t) *j|4Iit*i. ft^* (lmn) 

^ntM^y, v*^nnj.^>, f h y t: h , D79>'S:Wfflv>feti4o JKlSiftJKti Ot; 
fX", 3 D 2 ^ 

*Ititi\ ffrfrW (lw) frhit&m (3u) tftilgf**, <X*t3D-l>£ 
^ — 3D 3 

"*Xg»i, ft-fr* (3u) ©K«gKJ:Ht'&* (3 t) t»4Iit*4, <Xgl 
A- 5 >fc|iq#0^&£fflv*£.r £t5*-C§& 0 

[0 14 9] 

[«3t*fe 4 ] ^it^fe 3 - c nam wflt'&jaosui* 

[0 15 0] 
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Kb 2 2 ] 

*\£X *X-VVV* ^-Xv^r OH R4 ^V S l w Sr R " 

hVVV HjN^N'-'-R 2 H-N^nV H^N^R 2 

^A-Jrr^ JtWV 

*%s N *X — «=gUft, s=WX -^WX 

H (1w( H (4c) H m H w 



w :«r R rr- 



° (lor) ° |4e) 0 <4f) ° W 

^ - ;£5"v*~ :£5«*-*~ 

.ejT" [Ig4-103 .^ J[ R« MM-ll] p. l R» CW4-U1 r' X. R 6 

ft L 2 N^R 2 L'-Vr 2 

|2f) (4g» Hh) (*>» 

[0 1 5 1 1 

(ft*. 4HB-9-I4, JiK»fcBI** ***■*-*•«. ) 
<Ii4 - 1 XIS4 -4 XIS4- 7 XII4 - 1 0> 

$Igli, ft« (lmn) , (lw), (lor) ifcli (2f) tMt (3k) 
fc<D«fcRJSfcJ: 0, -?-*L-r*L'fb#% (4 a) , (4 c) > (4 e) ifctt (4 g) 

<ie3C-4>fcW»©*tt«rfflV»*ifc#-CS*o 
<Ig4-2><Ig4-5XIg4-8XIg4-ll> - 

•^Igli, (4. a) , (4 c), (4 e) Ztz\* (4 g) frb*tl¥tift&® ( 

4 b). (4d) , (4f) Ifcli (4h) Wlg^S, <ItlA-l>tSIi 
^tt^v>S^#T*Ho fcfU <X^4-5>*«t 7 J f <X^4-8>H*3VvT(± 

Wdo *#ttfc R 1 0 1 S^rtiR 1 0 2 #Ci - 6 T/u*/l'**fctt2- ( 

:tt% (4d) tfcti (4f) 

<Ig 4 - 3 ><Ii4 - 6 Xlg 4 - 9 ><Ig4 - 1 2> 
•*I«tt, (4 b) , (4d), (4 f ) Sfctit (4 h) t, 5SR 9 -HT?* 

3*l*7 5 yifctt^OttfcOlfi^K'SfcJ: 1), *ti?tHt&W (3 o) . (3 p) > ( 
3d) : *fctt (3 s) <I@3 C- 1 >fclBM*«>*ifc*JiIv>*-*:* f 

[0 15 2] 

• [m«£5] *irhM5 f ) om^s 

[0 15 31 
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lit 2 3] 



CrV H * Cl 



(5a) 



.W3 



R' 



,9a 



CIS6-1] 




( 9a 




H2N N R 2 
(1mn) 



rV R7 



(5C) 
[185-2] 



(5c) 
[185-3] 




[186-4] 



(1W) i>w 

[0 15 41 
[01551 

• it&m (5 a) t±> 5£R W 3 -NHT***i*T3 Vfc?*-* ?nn*W-M 
fcti7i^;V *nn^:iV**.*-bJ:»K WO 02/32872 (»jt*fe 1 6> 
S«316-HL< ttftiifll 3 16-2) KlBfM>:afte4 fcli J . Org. C h e m. 
, 20 0 0, 65 (19), 6 2 3 7 tlB««>^&H'ipi:T«ji-raifc*«TS*o 

-ft<£» (5 b) -tt, 5£R 9 3 -c (=0) -OH"T?a$;ft***#>KiiI'ft^*-* 

fcirfcoEiBfcJ: i)#Sifc5&*-e^So fcfc, 5£R 9 3 -c (=0) -OH-cgt£*L&# 

<X^5-l> 

•*Xgtt, ft^ft (5 b) fcfflv^fcTS'/MbKJ: lj % -fb^ft (5 a) (5 c 

pirn o^^3 0^-e*4o 
<is 5-2 XII 5 - 3 > 

"' it&W (linn), ttzit (lw) Vc%m (5 c) iiOjfcfcK i »K *-*t 

-PMt'&i (5 f) ifctt (5g) tftilgU**. ^tLTfi, N, N-v^^ 

ifflv>KH ? T*^. TKSHb^ > V f A,' fcf>;y>\ h ')xW5 >&fc-Oig&£*S 
tffl^tU^o RjtDaU£l±0lC*»e>lni«kai!iEOfflBE-P*0. KJSPSIfllttl 0W3 0 

<Ii5-4> 

*Xgf±, (5g) OJife«^H«t *)\\&m (5 f) *»*X«-e**o <Iil 

A- 5 >iH*o*tttfllv^i i^-el^o 

[01561 

[M^fe6] + Wfc (6 c) OM^ffi 
[0 15 71 
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[<b2 4] 




,9b 



CXgB-1] 




(1mn) 




[XS8-2] 



(6b) 



R F 

HjH N R' 





R 5 R 8 

^x 



[IS6-3] 




[XS8-4] 



[0 1 5 8] 
[0 15 9] 

ffrfr* (6 a) tt, 5£R W 3 -NHT?fc**l*75 ^5£R 9 b -Ht«*fti75 V 
i:©^l/7i«R»:i: , )#4-tA J -el4o Synthesis, 1189 (1997 

*Ifitt,--fb4* (6a) frhit&W (6b) WIifW.^IHt7x^iV 
f F5tK0 75V, 'O-tfV, *yl/V, ? n n^>-tf>& fc*£fflv>& Cl i: 

^rii.^tMJ^, tf«;y>, h ij xf ;i/7 5 > 4 ^tti tffl v>t u v>. 

<I|6-2XII6-3> 

#ISU\ ft-fr* (lmn) tfcti (lw) (6b) tORlDCJ:*), 

j etitt.'kVB (6 c) tfcti (6d) £#&I3|-C-£>&o !lIfcL-n±, N, N-SMf-* 

T ^ — ^ ^> 

^IilJ, *t#«ft (6d) ©RflRKCiOft^* (6 c) tH4Iif*4, <ISl 
[0 16 0] 

[«ai*l*7] * (xii) -e£3*L**w#©»ii#8: 

[0161] 
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Hfc 2 5 ] 

R 5 R 8 

4 i 



10 16 2] 

7 -A] S (XII) *i4 3 ^ R 1 ^R 1 a + ( 

7 e ) ^Mit^fe 



i i a R i i b R i i a ^^rjfR 1 1 b ±ffije«i:raaEai**i*-t*) 
stiss (r 1 a ti±Efi**»a*7t{±±ia«»*»b*»e>a{ir*L*tt***^rL-cv» 

tUv^„ R 1 a -f^iat, Uii-U7^m 

<Ii 7 A- 1 XXM 7 A- 2 XIS 7 A — 3 XIS 7 A- 4 XI8 7A - 5 > 

*igli, (1 1) ^ (lm), (lk), (lj) Ifcli(U) 

jl^D(7a), (7 b), (7 c), (7 d) tfcli (7 e) *»&ie-C**» «l 
x.tf, ^Ar-OC (=0). -C 1 -C^atMfc^-t!, SAr-OC (=S) -C 1 T-gfc 
Stta'A^* (5S4 1 , Arfi, ^ny>g?, ^f-^S, ^ h tf- bn3fe*& 

ig{f;h,£g&g£ 1 2£J±210^LTV>T& iv>7i-;i^£f;i*1-£o ) &f£ffl^-C 
; ^ (1 1) , (lm), (lk), (lj)itli(ln)i*Mi^r 

t#Tii. *5V^, (1 1) , dm), (lk), (lj) ifctt(ln) 



[0163] 
Mb 2 6] 
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flcW'fcttei*. F'Jxf;V7 5>, yMV/n^xf^r? J'^frotiS 
«b 3 0'B#M-C**o 

«JKJ&&^*ja&©»«fcX«T?»:itfH £ £ 4t?**o JWfrttfcttfl*.!*, (1 
i) , (lk) 4fcl4(lj) b fcUT^ft K 7 5 > *JRlS**;fc 

3 f>C7 5 >fcO«7BW7 5 -MtRtSKiJ: »), R 1 a ±K7 5 ^MSrilA-f 
4W3tliUo £<D|£«^#Jfc LT 5^7 MJ A, bV7-bh^v 
^fft^^fth^Ai^v^i^^^o iltUli, *9.J-fr^ Thy. 

4t&m (11), (1 k) ifctt (1 j ) UXfJ^WT? >fc*JRjS3-&T»<b 
il^lb^^O-XT.-r^SB^, ^fc^? y -/Hff^R-ffJ f-S A % jfcBMt-*- h 'J ❖ A N 
*SHb# V 9 Aft J: »3 -i^x^*^^ t/c^ i^J^fflv>T7? KH9 

#£: :«Itbt, N, N-y7fW;i/A75 K, fhy 

t: Kn77^i^iv^itWn, H^Jt LTf± 1 - (3-v*f- 

;V7? y -fuMfr) j&/l/**5M3K mm.. (1H-1, 2, 3 —«> Vh U 7'/-* 
- 1 ;Vt^y) (h'J (y^f;i'7?/) ) ^ * -9- 7 >nfr n *'x 7 jc. 

3 0B#ra-e&&o 

< Iff 7 A — 6 > 

*I8li, -fb-g-tJ (7 a) OjtxfcJ:*K lb^$> (7 b) <XH 1 

A - 1 1 > £ mm^y 9 £ 7> ? T- § -5 o 
<It7A-7> 

'ffr&fc (7 b) 07^**«IU (7 c) t#4IgT?*4, < 

Igl B- 6 >i:|W|«Wf : ? ^ <t^T-#^o 
<IS7A-8> 

#Xett, ffc^ (7 c) OTA' + MbKJ: «K ft** (7d) £#3XflT-;fc<?>o < 
IglA-1 3>tW*i:tfHk* , l?*4. 
<Ig7A-9> 

«g»4 % -fb^ (7 d) nMmt**)* it&m (7 e ) *i»iig7?*4, <ig 

1 A - 5 >fc|B|;&£fT? Ci^t^o 
<Ig7A- 1 0> 

ajcXSMU tt&m (7 b) 07;HMtCJ:i), lb^ (7e) £#£X;g-r-&&o < 

ig 1 a - 1 2 > i: mmzff 9 £ t ^-e & -5 o 

[0 16 5] 

[^it?7&7-B] 5£ (XII) ■C3E?*LiffM#©-5t», R 1 ^R 1 b ( 
7 j ) <0§«6;&ft 
[0 16 6] 
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Uk2 7] 



(11) 




R 5 H 



J R 6 R 80 
<11) 



R s R* 



H2M N^R 2 
(1n) 



R 6 R 
.ft* 



CH3I7B-3] [X^7B-4] 
R^ H 

r3 y^V r7 - KM" 

v l R yl x K 8 CXfITB-8] 
R 1bA N Jl N ^ R 2 R^Vr^R 2 



,3 Y^* 7 



(7») 



[IM7B-5] 



V I X 1 
R 1bA N N' A R 2 
H 

(7g) 



[XS7B-10] 



R 1bA N N^R 2 



H 



ffl) 



[0 16 7] 

R 1 b li, C 1 - 6 7 A'***, C2 - e 7**-/l'*, C 2 - 6 7^*-^i 
, C 3 - 1 0 •>?DTHJi'3t, C 6 — 1 0 T'J-^S, Cs - 1 0 '/^njMKi 

- 6 7;V + ^ Ce-io 7'J-*Ci - 6 7****, 5-1 0l^n7'J-^ 
,3-1 Ol^flAfn^i (fc/fU mfrfl&S"*^*!*^*^ tt«-#**tfl"C 
v^fcOfcffi*) 5-10*^fn7 , J-Ki-i7^i, 3~10S#ffI 
Arnfd - 6 7**** (R 1 b ti, ±IB«*Wa*fc»±±KmM6Sb*e>»f 

< Xfl 7 B — 1 XI17B-2 ><XS7B-3 ><Xg7 B-4 XXS7 B - 5 > 
*X5gf±, -ffc-ft-W (1 1) , (lm), (lk), (lj) ifcli(ln) J:9W 
fHfrMM7f)» (7g), (7h), (7 i) (7 j) *»*xe-C**o * 

ttfclfctt, (1 1) , (lm) , (lk), (lj) ifctt(ln) 

■*4V>l«k#« (11) , (lm) , (lk), (lj) Sfcli (in) 
£, (1 H- 1, 2, 3-^>VM;7V-;V-l-'f (MJ (^*^ 

;V7 5;) ) AH7)Hn*X7i- b & ^Offi^WfiPffcT, jRJSS* 

a#j££ffiv>a-*:t-J:<?, lb£* (7 f ) . (7 g) , (7h), (7i) Jfcli (7 
3) *m&ZttfX-£2> 0 ttz. f*75 KfN£#£#*Ktt, 75 Fil#^^i, n 

- V >^ (Org. Synth. , 1990, VII, 372, J. Org. Chem 
,1990, 55 (14) , 4484) 4 if Srfflv»T^*7 5 K»*#^*lfc+ * £ k 

^T-I^o MtUJi, r b 7t Ko7 5'A ?dd*W, b;Vi>, N-**-^ 

^lv>s:ti s -e^. ffii^^-Hti, &frmzti.mx.tfVvy>* h 

4*5, xiaxgm, r 1 b ±<DW&mm*ft J >tztb* ±ie [Mit^&^-A] o<x 
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(7g) tfl4I8l?*4b <I81- 



<Ig7B-6 > 

#iett; it&th (7 f) <&»5BKJ:tK Ifc^ 
A- i l >tra*ftMr 9 
<Ig-7B-7> 

ffrfr* (7g) *>T U -ffr&W (7h) ^#5Iitib^, < 

Ig IB- 6 >fcE|JHIfclT$ *o 
^ -j-^g 7 B 8 ^ 

*Xg»ix -fb^t/ (7h) »7^*MfcCi^ ik&yo (7 i) S:#4Ifi1?*4 9 < 
Igl A- 1 3 ^TOK^r? Cfc* f T?§4o 

<IS7B-9> _ M 

*iei±, (7 o oKftKiao, ft-frfc (7 j) * - <x% 

1 A- 5>i:ra«K?H ifc**T?&*o 
<Ii7B- 1 0 > 

^Igtt, ft<frtt (7g) «7MMk»:iD. ft-fr* (7 j) fc»*lg-c**o < 
111 A-l 2>il[W|«ic ; ff^-i:^t:-§a 0 
[0168] 

[HiS#i£7-C3 ^ (XII) T'StStU)*^?)^, R 1 ^R 1 c t?** + W# ( 

7 o ) 



[0 16 9] 
[it 2 8] 

R'vX-NOz 



R 4 v r J^ r NH 2 



(11) 



R 

<1m) 



R 3 . 



R 6 H 



R^jyip 

y^V r7 

H 2 N X N X R 2 
(1k) 



t R R w 

X... R 



R & R 



Y 1 

HzN-^N^R 2 



H2N X N' X R 2 

(1n) 



R' 

R* Y 



H 



(7k) \^g7C-8] 



DCfiTC-2]' 



[IS7C-3] 



R 5 H 



D 3 Y 



R 1 « A N X N' X R 2 
H 

(7m) 



R 5 R 80 



DS7C-8] v 1 V^X R 
H 




(7n) 




D3I7C-5] 



R 5 R eo 



[03170-103 



A ■ 

.A 



H 



(70 



R'^N^M^R 2 
H 

(7o) 



[0171] 

<Ig 7 C - 1 XII 7 C - 2 XII 7 C - 3 XII 7 C - 4 XII 7 C - 5 > 
*HB»i,ft^H(lD, dm), (lk), (1 j) ttz\t (1 n) frbttlf 
>tffrfr*(7k), (7 1), (7m), (7n)Utt(7o) Wlgt^.ft 
(lm), (lk), (lj)ifcli(ln)^n^»x^,? 

' n vt;v*;v h&irfcJgJ&S^T, (7 k) 

(7 1), (7m), (7 n) ifcli (7 o) t#4tfc#t*4. ttiifflvi^i 

{BSE#2 005-3029062 



!&m 2004-370801 
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$tiL"Cti> f h?iiKn77^^ ^nn*;vA, ^ n n.x* N, N-v^-f-^^ 

c: *Hb <£> i: 7X i officii *fflv»&itfeT?§* 0 RlSaflE l± 0 "Ct&- «b iJPf&iiijfE^ a 
ftt?* «J > JRJSftBItt 1 0^?>3 0 B*We* & o 

g7 A- 1 >KBfl©#£fcratHfc- — jftfcfflv»fc;fcTV>aHMtRlS, SxSE, 3-7\~r 
<Ig7C-6> 

#Xgl±, fte* (7 k) OSxfcJ:>K fteft. (7 1) tHJIgf*4. <I«1 
<X?j§ 7 C 7 ^ 

#IgJ±, (7 1) <07^I^riL> it^m (7m) ttlilg^S, < 

IS1 B- 6 >b ffltiUZft d C ^T'lJo . 
<Ig7C-8> 

*Xgtt, -ffr&» (7m) W7^Mbi:J:^ ffrfr* (7n) *#4ISt*4, < 
Igl A- 1 3 > Rl^icfrd :ti J fl4o 
<Xg7C-9> 

*Igtt, ft** (7 n) ©IM&*fcJ:*K it&m (7 o) £#3Ig-C&&o <IS 
1 A- 5 >«hTOi-fi L 9 - fcrt*-e§£ 0 
% <^E;g 7 c 1 0 > 

*X8tt-, -fb-fr* (7 1) ©7;^JHbCJ: «K ft-fr* (7 o) tft4Igf*4, < 
IS i a- l 2 > fc £ bifi-e% &o 

10 17 2] 

DR*#*fc8] sft (i) x-^tiz*%m<r>tt>&® 

[0 17 3] 



Ht2 9] 

R 5 R* 




10 17 4] 
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[<b3 0] 





[1*88-3] 




[0 17 5] 



mtmkmimxi-Zo ) 

<Ig8-l> 

(8 a) , t&fr*>-tfB*figte (XI) (I-A 

1) R 1 t IzttR* tzli-mi> t< l±Zft^)7 5 *tftv»»^ $>& 

(2fi£l) SAr-OC (=0) -C K-i^Wi^i, SAr-OC (=S) -CI 
-Cft£fr<Mfc£* (5£*. Ar ti, ±!e£J|i:|W|&SI£:ti*-r&o ) &if£ffiv>-C. 
% (8 a) £#;W<C5 >^x.*x;l'£*:(±#fl"N*5 >Hlf-* J-^^^WSfrt T 
S £-£T, *MtfHfc£* (I -A) £#*£i:#-C§&o Sfcli, -ft#» (8 

->7*- h».***RI&*** WWO-ffrfrfc (I -A) ^SEft+aifct^SSo 

t uii, ?no*;i^, N-^f^n'JK>, N, N-y>W*A7 

(#8:2) (8 a) k**#'/I^Dy'/fl*, *^/^>*«S*». 

&j\uY>it®*¥*RfoZ J &'Z- *%W<Dit&%d (I -A) i:ri ? T-#& 0 tiz 

t±. (8 a) Wit If (1H-1. 2, 3-f<>"/h'J7'/-^ 

- hfc^St^J#£T£J3$-£-C, **WWfk^» (I -A) iftitk^S*. * 

N-y^f)V*^7U\ iSfJ-frXfr****' 'K, * n u^y-tf >4 if £ i: 

^yynk>xfjV7r/'5:Wttlll, tKIHI^MJ 
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RlSB#|l] t± 1 0 7>7&> f>30 B#F«3-C-& & o 
(T5&3) jb-^ (8 a) fc*n;u«x*:r;K ?n^iftxX7;K ->'7)^* 
^^j-^^- Ybt'tiKBmtX, *%W<Dik&yd (I -A) =Sr#^.C«h^T^^o 

, *«WO<b-fr« (I -A) £#&ikri ? T?££ 0 

3) Sfc, i*L&©X8«3|feic, R 1 f^f±R 9 ±<7)S?&M& : Ht ±15 [M 

7T&7-A] <0<lg 7 A - 1 > CE«©#tt t P9*i:» HftfcJ§v»fe*iTv»*HMIsJRJE 
, «5ERI&, x*x^j£JBOS, T$ KE&ftKJ©, «RRIS, KfiMRJfc, Hp**»BUS 

<C 31 8 2 > 

(8b) , t4fc^±EfBft (XII) ^fe^lSW^ft-fr* (I- 
A) ^#511^4 = 

{4 Y 1 ri*5£- N H - T-S $ti5*MO$t^4 

(7J?£ 1 ) it^m (8 b) t7yMyft->7^-ht^R£$-*t, ^S&WtfMfr&to 
(I-A) *W*i fc**"eS4o .RJEB*rt^% * > 7 r - * fr^y&tt ¥V>W.*Mz-Z> - 
fc ttli, ?#i&t Ltli, fjux>-^i';-;H^i, h ;vx^-x* y -/i/g<£ 

"(77S2) (8 b) fcT^^-f V5/T*-bfc*rJKJ6S«, (I 

— A) tH4;i:#-Cl4. »«Ek tTii, N, N-Wf ***A7? K, f h 9 fc H 

(^3) <b-&% (8 b) fcft#» (3n) OM-fifJEJ&t «t 0 > (I-A 

4*A"K^5P-Si*> (1H-1, 2, S-^^/hyT'/^-l-f^t 
v) (>y (y>f^75^) ) *^*-7A Airt7;l'tn*^7x- b&fc*£fflv> 

T(±, f F'9kKn7?'A N, N-^f^AT? K*i?*fflv»4£ fcrt ? -e£&o 

(7Ti£4) -ffr&W (8 b) *N- (?dd*;^*-*) 4 V ->7*- b S/:l±7xXjl/ 
^'v3/>*-h**>- h t£US«*, ov»tt 5 >fcJKJ£3«, ^m<r>it^ (I 
-A) *ftS;^t!4. ^V7'n^75A hVxfjl/7 5>4ifOfii«rfflv> 
MiLtli, -^nn^y, y;nnx^, 7f7tKn77V4^ 

(7J&5) -ffr&W (8b) t-fb^ (6b) fc©RJEfc.HK *&W<Dit&® (I-A) 
^#4ii:^t*l5 0 ^ItLTIi, N, N-^f**^A7 3K, ^^^^^^ 
->>\ N-^f-^tTny KA r- f7 V: Kn 7 ? :/& iffcEv** £ fc^TS *» TK^b^ 
.•p/rjA, tfyy>, h v xfjv7 5 yi^Ii^Sli^ti iv\ 0 EOSiafiEii 0 *C 

tfiSE# 2 0 0 5 - 3 0 2 9 0 6 2 
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(-8 b) Mb^tJ (3 k) fc*l*fr»ES**fcfc* fc&ttfcfMrttoOR 1 0 3 *JKftffL 

, ^r^^^i^ofi^i^^Utcit), ##&^?Mb£-t/ (I -a) 

Ib-gr* (8 b) fcft-fr* (3 k) i *>*frfrRJ&"CUU l^jt Lt 1 -if il' - 3 - ( 
3-/VW?^n^V) *;wf-^U' ttflfcttU (1H-1, 2, 3-^>V*h 
,; yy-^- i ( J. ij (y^ W^^) ) *^*-^A /\ * "fr -7 * * 

D*^7i- b & fc*£ffl^S£ t75 s T-i So b 5 >&fc*<7> 

3 0WpP8-e**o 

iiti^iJo iitU, N, N-y^WJVA7^ b\ f h 

frjj jvtfyj X Y\ 1 -if^- 3 - (3 - v^ f-^7 5 7 7*n Vf;P) *;W-KvM 5 K 
ttflltt. (1H-1, 2, 3-^7hU7 > /-*-l-'fmi') (HJ (y^^ 
• T 57) ) *X*-7A ^H7A'*nW7* - b4 Mffl^iiiiTlio b ¥ 

MHt), »£IW±1 053*^3 OWC&So 

2) R 1 t/^JiR 9 KjjclfcSSfcli— iRfc L<lJZ»W7 5;mt &Sv> 

> WHJO-fb-a-tJ (I -A) «r»*C.fc**-C&*o 

4) u^L?,©Il©ti:> R 1 t/ciiR 9 ±©BJft36*«i*ff^fc*, ±1B [Mil 

*S7-a] o<ii7 a- i >^iatto^rffifcn»itii»i, — tt^fflv^tLTv^aBt-fbRis 

> M7tK&, xxf«5$> 7 5 K»JRRJ6, KfiURRiS, tUfrfrffiKfc 
<I18-3 > 

. *$kw<Dit&® (i-b) **&m<Dit&%o (i-c) ^gHb-r sis-efc 

frfrb 3 0"ll*WT**o 

[0176] 
{•RSK&ife 9 ] 

±IB*«H*: (1 d) <Dn%. Xtf^-C (R 1 0 b ) =-C^£ftS36T-**&£-©&*H 
10 17 7] 
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Mb 3 1) 



L L O 



R 



W — : R W 1M 

<-VV tX»9-l] H^-VS 2 [XH9-2] H 2 N-VV . [3*9-3] H 2 N-VV 



H 2 N R L-L-WiJ h 2 N" 

(9a) (9b) (9c) (9d) 







|[Xm9-4] 


[XS9-EJ 


[XS9-6] 


[XS9-7] 


J[XH9-8] 


|[XS9-9] 



L 3 O L 3 O L 3 -R 108 L 3 R 10f L 3 O L 3 

HzN-^^R 2 H^'W H 2 N-VS* 2 H 2 N-W W'W H 2 N'VS 



(9e) (9f) (9g) (9h) (9k) (9m) 

fctt a'SJ&JSC^ *o R 1 0 b 14, /Nnr^JR^ v7/i, Ci-e T^*** 

, Cz - e r;v^-;v^^ c 2 - e TM-iHtfctt-co-R 1 2 Oft'K R 1 2 

i±> ±E5fe«tPl*ll**l*-f 4o ) •C*$fL&af«:S;i*-J-*o R 1 0 d 14, Ci-e 7 
jMr/u3£**i*i-&o R 1 0 e f± % ^SlR^* fcttCi - 4 7;u*;ug£^Bfc1-£o R 1 
0 f V-R 1 0 e jBit/R 1 0 h {4, ra-ifcttfcfcoT^JlWK^ifcttCi - 4 T)V*)V 
Ifctlt^^, R 1 0 f , R 1 0 8 i3 itfR 1 0 h O^3R»O«ltt0lJJl±4J5JLT'C*4 
o R 1 °. k tt, Ci - e 7 «r*l*i- *i •eO'flfc#IB-t{±, ±|B5£«i: ntitt 

l*t-*o ) 

< Ig 9 - 1 > 

*X8li v fli-ft-* (9 a) «>5tfc**nn<fb, rotfti fctt 3 - Mb U <b<£!» (9 
b)WIgT44.iAtf3^, N-3- K**v>"f 5 K, N-^n^/ 

7-t h <; ;i/*rfflv^Cii:75 ? -C§ vi, 0 &fo»ft»4 0 ti^MIl^SSt^ *) 
, SWraf4 10^4 8l$IB|-e**o 
<ie 9 — 2 > 

*Igti\ -ffr&4& (9 b) OX 1 0 1 tyTyiC^L, ft-Mfc (9 c) 
T-&3o ->7>"fb*fr5RK L 3 iX 1 0 1 tLX it* L 3 **ffifll^Wi: 

IM4X 1 0 1 t43->*JK^-ifcli|l3|fffl[HF.*«J6F4L<, L 3 i: ^ttX 1 0 1 

{43<i7^M^Wf LV^o fllx-tix h (>'J7xsm7^) ^7^^A (0 

) , v^nntf* (F'j7x-^*^7^) /-?7v-7A (II) i^7v^A|I 
-fb^-flfc (9 b) l~2t LT 0 . 5M&frbO. 6atO'>7WkI^, fcSvMifll 
(9 b) KttLTl. 0*3firt»<b 1 . 2 ii©^7^fca »J ■> A itzit Y 'J 

0> jRJ6B#Mtt.i 0 #j&»<b 1 0NpH-e**o 

*Igtt, iterm (9 c) frhittm (9d) «:f»aigf*S, 

s/* 5/ K^^^fflv^ct^-el^o RE>iaS<4 0 e C^'bJn^iljt^T'^ 

■K RfEWTfi 1 Ofrfrb 1 O^T-^^o Tetrahedron Lett. 

, 4 1,3 7 4 7 (2 0 0 0) Kfc«<?X v>?A h'j^f^yy/U-h ffftT, 

-So ^B#raf4 1 0 53^<b 6 0B#^T-*^)o 
<Ig9-4> 

Mli»4 % ilc&m (9 b) frh.itii® (9e) *»*I«-C** 0 v^nntfx ( h 'J 

7i-W^70) (II) , T- h V** (h ')7x-;^^7^ >) 

ttiiE#2 005-3029062 



#11 2004-370801 



: 52/ 



4*. ±fS^*^i"Si«i:LT(±> Tetrahedron, 53 (14), 
5 1 5 9 ( 1 9 9 7).36**»f 5»f-*o 

*IStt, <ffc<fi* ( 9 b) frbtt&m (9 f) *»*I«T**o v^nnex ( b 'J 
7i^W7r/) ^r/7A (I I) i^^^v^AM^T, — BMUt*fcsft 

±3B^&S:«r^i-4 Aitt LT(±, Tetrahedron Lett., 25 
(51) , 5939 (1984) tf&lf btl&o 

<IS9- 6 > ','/»., 

$Ig|±, iY&m (9b) frbQ&m (9g) t#4I8t*4, ^ CDW 
7!-^W7 0) ;?r/7A (II) fcif^yv^A^*^ - ^ -ffrS* (9 b) 
t-T-fe^UV»#*tEJS«**ii:^iO, ft^fc (9 b) W^^-U. Rfi> 
•-fcrtfc, pjxf^Tr/^WSSS, *«*y*A, jMJMbf-MJ 

KD7 7>, N, N-V^f^ATU*, N-^f-^fn'J y*-**> 
! b^V^* ^ 1VM>'* 7-fe b- b U ^fcJB^a £ fcri* 

W&o R^?a^{±M^«b»MOSJPET^0. jRJBWMBttl 0**66 OWN*-** 

So 

<^£^c| 9 7 > 

*X«tt, ft** (9b) frh\t%m (9h) Sr»ai«t?**o ^DDW (b'J 
7x , = >*^7r/) ^9^9 A (I I) 5> * A Jte^^T, (9 b) 

t b V7)V*)V\£-)V^ym&W*Kfc : £ J £Z>Z-t\zX. 9, it&m (9h) i&&Z'bff 

]>7tKn77^ N, N-y^fHW7U\ N-Xf-^tTo y K^^ v^f^ 

IMtiftZWl&rZ-SCfot L-Ctt, Tetrahedron, 53 (14), 
5 1 5 9 ( 1 9 9 7) to 5 * frf hit^o 
<IS9-8> 

*I5gJ±^ fl^ft (9b) fr&ft** (9k) i«4Igt*J, Bui 1. Chem 
. Soc. Jpn. , 6 7 (8) , 2 3 2 9 (1 9 9 4) CEt^ (b_U 
7i-W70) Ar77A (II) ft^/^^y^AjttjStiJJ:^^ b y 
*ET, -BMfc***KJiD****ft4^*fflv>*ii:*»-eft*o ii^LT, t b 7 * K 
n:7v>, N, N-^f***'A7SK, N-> f-;vtf n 'J K>, 
K.fc if tin* - t KfcfamiiMffi.fr bMf&MT$L?>i&fc~?$> & - R*6WM»i 1 

0>3i* <b 6 0l$WC**o 
<I3i 9 — 9 > 

*Igtt, ft-g-fe (9b) frh\t^m (9m) tH*Ifit*S. J. Org. Che 
m 6 6 (2 0), 6 0 5 (2 0 0 1) y^nnif^ (b'j7x-;l/*^7 

<iv\ t*°7=J*yi» (I I) i^^y-JAftlflET, 7W^^y7i^7'f K 
<k»(taE» (II) J: 9««Lfcit**rRlE#**^rft*^*ffl v »* ik * , ^**» 

HiiE#2 005-302 9062 
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ffif&X'&y), KfSHW±l 0#7>ib6 0H#R3 ift, Tetrahedron L 

e.t t . ., 37 (14), 2409-2412 (1996) KUU<7)^ VtuuK* ( K 

i; 7x-jv^^-7 >) /n°7v^a (II) &f w«? v>> aj^^t, ff7?JK 

±fB<I*I9 - 1 >^<b<X^9 - 9 >tW\M<DRBte, [«it*ft 1 ] **6 t 
10 17 81 

' TK1J t LT(±, %%k&J&±MM&t LX%\t>tiX\<>2>&X$>ixtf^fr%Z> 

WADT'^gf ; - b oi ; > f y Kfr^-^t*^^ b U yjvj-v * fr yx)\,*-)V 

^-;u^^-->^ p- h ;v x y ^ ;v * ^ t y S ^ t © 7 'J - ;v 7, ^ * ^ ^ t + y S ; 
7-fc b*>-*, b ')7JVtD7-t Y *^&%t'<nT J 4 )\'**i'&ts:¥i)*%>lifhi-lZ> 

o 

[0 17 9] 

x$>tus^fr%zmxi> x <mzm7E%ti%^tf. jM^Kfi^uJ**^?;^ 7-tf- 

^nnrtfJi'i, y^nDj^fiH, yntft-^*, 7x-jb7*f*S, 
7x;^fy7^fM, ^i^;U7-t^^&^t^M^*7t{±^fi^07i>^S ; #i]x.(f 

4-- hn^v v^u** -> * £ {±#§&<£>^ > -> * 

)U7F=.)vm ; Wxf^i^*. t-rffl'*, 2,2,2- b 'J ^ nnxf)i/|i f<7)g&£ fc{± 
^ggl^^^Itflx-ff b'J^S, 4-p< h^v^O-v*^*. 4-xFn^y-y;^ 
V 7x-JMf t'(7)iR^ > v ; #0 x. (i^V-s-n ;i/ * * v ^ ^ fc'co 7 /u 

g&fc'co7;i'*>>i'v , J ; 0Ox.ff b 'J > f^y'J n>* b b V ^^^v'J 

h dpv^f-;U^ % t-y^^v^ v"J b dr->^ f-A'** t-7?-)V V * v >J 
jl/j. b ^rv^f-Jl/^/^ fcr<^7JV/^r;i/->'; ;W7 ;U 3 3r v 7 fr*r ;V-S& * &f & CI 

[0 18 0] 

*Ufv>^&&&T-& X <#l-P!5e£ft&v>7&* N #8 b 'J * t^v V ^36, t- 

Vf ;vy^ f ;i^y 'J f ©7;H^y V ; b 2-^ b*v 

i^y/fJH^C7)^ + y^f)H ;f f7tKn fc?7-;l/^ ; ix.lf^yy'Jl' 
4-pt b^v^Vv'*;!'^ 2,4-v^ h + y^yyil'i, 2--hn^yy;H, 4-- b D 
v;u&, b 'J trog&S 7tti^g^o^> yjvi ; fUx.^7 <J if© 7 

/i/$r=./Hfe ; #!Jx.if 7-*r-^;i'S& fcV>7->;l^& f 6 ft&o 

J: tj^frd -fc7>*T-£& 0 
[0181] 

A^*^yjH^IitLTIi, *»fr«±* **** UT*P 

^ i./nlf^i, t-^;u^, 2-3- 2,2,2- b "J ^ cma^Vgfc ff<7)g 
7t{±^g^0 7;w+;v^ ; mk.\£* b^r->^-f-^S, ^b^v^^-^*. i-7b^rv 

miE# 2005-3029062 
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w.mitzmmWi<D'<>yfl'&%}?*tbir.zz. tit"?*** 
i off 3 iWtiSo 

[0 18 2] 

4*3, ±|B|B<iWftK3£«>H:j&\ Greened" Protective Groups in Organic Synthes 
is" , ^2 IS, JOHN WILEY & SONS, INC. t-Batt©«B36*:fflv»4 i t « D 
[0183] 

K±5&**l&W^«*<b^!» (I) OM^fe^iWt**^ ^WOft-frHJOM 
[0 18 4] 

*l&MK«&'fb#% (I) rfMMfe kU»fe*L4*^, miBco-fb^t) ( 

•I.) l-cv^-c t «fc v»tt* ^{±-etLe>o^!fe^s^t^^^o-c^m-r* 

• (I) Wfrfr* (I) <D&tti\±7&totobLXfthtiZ>l§&. MSB 

O'fb'&ft (I) #ft»cf£oTSE*i-4c:t**-r?§4o 
[0 18 5] 

*»WK«*flI'fr* (I) is £tf*%Wizmzit&® (I) fcwc»fcft*fc*oa 
[0186] 

igfflU «#HkL^<>o*ttffl-f «o fcrtfU ±l5t±, 4 E£ 

tLTftfflt S : 1 1 S£t 5 i Ofli^v> 0 

±ia?iSMJt lt(±, -«cE*K«flis*t*, mam. m&M, mmi, mmm, m 
mm , ttmm , sfeim, mumm % z t&xz. mmt**). z*ib* 

[0187] 

TvtfT^A, h^tf^K *7f>, yi77?, tpn^i/yaifWfJH: 

v^iXf7 , JJVtf , J7A, /f J xf V > / 'J 3 - JK 3 □ ^ K-> 'j * ^ i:^ 

±UffiWLMt LTfi, tfUMal-fe^n-*, S?c, t*7f'/, M**v7A> &ER 
*fth'J7A, ^X-^tj^v^A, Kn4ry7* 
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' JiEttWaJtLTtt, «x.tf«; UttttL *^>Ifc£fc^>tt«ifc«:* 

JiEiRJRi6Ji#J fc t T ti , -» »c EH $ *l * t w * * Jf * i i: 3&*t? S 4 o 
[0 18 81 

±E&SraUtt, ±E*in*Jo-5*>, tffcJMtai, WWm&M. *#»fl&*ih JKS*t#k 

a*; «P3W«>*#fctt, 0. lmgfcv>L10g L< (± 1 mg£v>L2 g) 

/*MljH«>*&Ktt, 0. 0 1rag£v>Ll0g ($J£L<t±0. lmg£v*L2g) , 
i£.ttffl<DWi&l-&. 0. 01mg^v>Ll0g (#2L<1±0. lmg4v>L2g) Sri 

[0 18 9] 

tbliE#2 005-3029062 
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[0 19 0] 

IL- 6 0- 4 0 0/2 3 0WtfflV>fc. 

0'D'S*?A (WakopakR Combi .ODS Column, ttzitYUC 
Combi ODS-A) 

Solvent AWL 0. 1 % Y V 7**n#BI-* % B®. 0. 1 % b U 7*jJ-nffls 

Flow R a t e ' 3 OmL/min 
Stop Time lOmin 
G r a d i e n t 

0. 0 0m i n A : 9 9%, B : 1 % 
8. OOmin A: 20%, B : 80% 
8. 2 0m i n A: 0%, B: 100% 
[0191] 

fi*#.H*CT\ 7x^^7t^ F (1.81 g, 13.4 mmol) Ol, 2-y)nnin (1 
50mL) HS?Rl-> ES^^^r-f U ?n.'J K (3.51 mL, 40.2 mmol) £*flx.> 1 1 0 
Lfco £OSffl[*M4t?^aiLfea, «ETi:iiL, £ £ K n ^ 
(26.8 mL) SrJnx.. .V-*-* a >**»tfco v<&±* 

•[0192] 

: CMjtfflJ2) N-(4-7»tn7i-^)7n-^ 7 -> K ^ gJW 
■Iffl^T, 9 on*^#-jl'7-tf -f v ^. 7*>' K ^f*x^f* (5.00g) fc^K 

7tFD77^ (100ml) fciff»$H*\ b>Jxf;V7 5^ (5.58ml) * 4-7)^n7- 
. V> (3.79ml) **?fr*i&T-CiJOx., £»fc*?-iRL-C4l$W»#l.fco 

&ifei£U tefrmki- Y V *AT?ta*Lfco iMfc«:»flE»i»U *EEI£*fc+*ii:C* 0 
SBB*fr&«» (8.02g, 5£4W) ^i^ a B a tLt#fco 

X H-JMR Spectrum (CDC Is) <* (ppm) : 3.49 (2H, s), 3.81 (3H, s), 6.99-7.10 (2H, m), 7 
.50-7.55 (2H, m), 9.19 (1H, brs). 
[0 19 3] 

(Mff!l3) N-(4-7^tn7x^)7D^y» 7vK 
N _(4_ 7; ^n7xx;i/)vnr.77 TvK ^■f-JV^^xA' (8.02g) 

(80ml) *»-ft'Jf-->A-*jBl* (3.19g) Ztiaz.X3m®Z0frffimWLtZo 

KBmzilim.M (84ml) *jpit. i^-A'fcWE^Lfco »flfc**WT\ Slxf 
il/-fh9tKD75> (1:1) T-»toU *«»**S*fKM-f f V ^ATieJILfe. » 
«^«EIiU it-^^g^yif^-f^-A+tv (l:l) *ft]x.TlirS$-t!: 
B#fr**tU ii^^i-^-tlcJ: Q$&ffrfr* (7.06g, 94%) 

'H-NMR Spectrum (CDs 0D) S (ppm) : 3.40 (2H, s), 7.02-7.07 (2H. m). 7.50-7.58 (2H, 
m). 

[0194] 

(MM4) N-(2. 4-y7»tP7x-»7D-y» 7 v K * f^hgzZXik 
M3f#ffi^iT\ ?DDA^^;i/7-tf'f7 7 7vK jtf-jyx-XTfr (l.OOg) *r- h 
rtKD77> (20ml) h')iW^> (1.12ml) , 2, 4-/7^n 

7-U> (0.82ml) ^TK^TKi&TT'Jinx.. g»K#»LT3l$W405Mu1*#Lfco b V 
f;l/7?y (0.56ml) „ 2, 4-y7;l'tn7-'J> (0.39ml) SrMU gfflfcT — % 

ffifE#2 005-3029062 



>&m 2004-370801 



: 57/ 



MWLfZo h'jxfjV7^ (0.25ml) , 2, 4 -V? ^*VT=-V > (0.17ml) fcjlJP 
L, m^T3B#F5m^t^o F'JiW5> (0.25ml) v 2 , 4 - V7 JU* u 7- U 
> (0 17ml) fcd&iraU MKTl«fB20fi-IB«».UJto RlSi******* * 1 N*« 

**HW-hy>A-Ctt#Lfc. U #?»*Lfc»it«r v y * 7 A ? n 

7h/57>f- (Fuji Silysia NH, fcfflifc ; I »**f lcJ:l)f»^L 

fc.-»«E**LT»&*i.*:?Sl»»=yj.f->WA-7-A'-^*^> (l:D *ill*.-C«» S-frfc 
ft, HfcfcfcJRU ZZtizX*) mttt&VO (l.Hg, 68.4%) =Sr^fe@#t 

! H-NMR Spectrum (CDCls) 5 (ppm) : 3.53 (2H,s), 3.83 (3H, s), 6.82-6.94 (2H, a). 8 
.18-8.29 (1H, m), 9.42 (lH.brs). 
[0195] 

0Kiifll5) N-(2. 4-y'7J^P7x-JV)T O-^ 7 v K 
N-(2 4->'7^tn7x^)vn-^ 7vK JVxXf^ (l.Hg) 

y-iv (10ml) *MV^7A-*» (4i7«g) Srinx.-c3^ra30^Km# 

t£-K(S«KlN*i (20ml) fciDx.* x.* J Lfco SSttMT, H 
|xfjv-f h7t'KD77> Cl:l)'n?«iWU ^ V * a-cK*L 

tco »fcfcttffii*iU nbixfznmz.Vx-?-)Vx.-y- fc-^*Vr > (i:i) *iJDx.T« 
»3*fcft, @#*%HKU l«tSut«^!aMI (l.Olg, 94.5%) 

r H-NMR Spectrum (DMSO-de ) S (ppm) : 3.33 (1H, brs), 3.40-3.48 (2H, m), 7.02-7.20 ( 
1H, m), 7.28-7.45 (1H, m). 7.85-8.00 (1H, m), 9.98 (1H, s). 
10 19 6] 

.(«j&fll6) N- (4-7;vtn^^y;v) t^f'J-^ 7v K j^UJ^jrjk 
g|f#ffl$v,T\ 4-7;vtn^Vi/';vr;^ (1.252g) £7- h 9 t: Kn 7 9 > (30ml) [z. 

7X*f&#*PTK f 'J^7 5 V (2.6ml) , if* ^DnWWh (1 
frflSTU aaeT30fl-BI«*fLfc o KJSift * fc«tfD&Ifcfc*7- >* U * 

;Ajjc»ifc-t?$5-KLfco ****** lNttS, *, ttifil*tt*-e)IGfc«i*U *ft*ttK7- 

?Ur G#M ; : I : 1) i=i 9 tfc* *)*iaft'Mfc 

(1.851g, 82%) £6feS£J|fc U#fco 
'H-NMR Spectrum (CDCh) 5 (ppm) : 1.39 (3H, t, J=7.2Hz), 4.35 (2H. q, J=7.2Hz), 4. 
49 (2H, d, J=6.4Hz). 7.01-7.07 (2H, m), 7.25-7.30 (2H, m), 7.39 (1H, br). 
[0 19 7] 

IMMfflJJ. N ~ (4 -7A'tn^>y*') tWy» 7~>K 
N _ (4-7^^ D ^>y^) t^f7U' xf;i/xxf;l/ (1.85g) iffS-* (2 
0ml) -* (5ml) *HMty f- 7 A-**Pt/ (671mg) «rJDx.TMK"C30fl' 

WmWLtzo ■EL&mz2H&M (lOml) f-iDx.^ > ^-/ufrfcEEff^U 

*g*Lfco *Jfc*«M*Lfcft, ^£6Cv'xf;vx-TJV — ^-s-^fcirax-TttAfctf 
»Afc*3U 0, MBflS-fc* (1.346g, 83%) £6-fe*§ 

'H-NMR Spectrum (CDCI3) 5 (ppm) : 4.51 (2H, d, J=6.0Hz). 7.00-7.10 (2H, m), 7.20-7 
.30 (2H, m), 7.57 (1H, br). 
[0 19 8] 

■jiMMULl N ~ (2-7i>»xf)H 7- >K xfjVx^fjk 

S.ft#B^T> 2-7x^^x^75^ (970mg) h?KKD7?> (30ml) 

*.7lcf&^T^ h 'Jxf/PT? > (1.87ml) , xf;v ^natW-h (1. 

6mi) tiTu muKx lftmmwLtzo tm\s&et&*T y u 7 

ffiSE#2 005-3029062 
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h»;^A-e(g»Lfco lTSSBWfi4JS» (l-83g) £^-fe?a»i 

'H-NMR Spectrum (CDC Is) 5 (ppm) : 1.38 (3H. t.,J=7.2Hz), 2.88 (2H, t, J=7.2Hz). 3. 
61 (2H, q, J=7.2Hz), 4.33 (2H, q, J=7.2Hz), 7.13 (1H, br), 7.19-7.35 (5H. m). 
[0 19 9] 

N _ (2-7xi^ifM tH'7?F o.f-A'J.^-f-^JBl^Jft* (1.83g) 
-A> (20ml) -* (5ml) *BMt'J (671mg) tUitllH 

t ilWifU:. **/-;Ufr»JES*U »1N^ (50ml) *iJDx.fc&, M 
xfK*U:. I&^StKT'^L, ifcfc^SH-b'J^AT'fBgLfco 

*«|Et«M*Lfc^ afitC^Jcf-A'i-f (1 : 5, 60ml) SrUBxTlR 

»$*fc 0 a#*%WU IA«»t4iJ:i:J:»), £ffi<fr&» (1.327g) 

[0 2 0 0] 

(gjfrWlO) N- (3-7i = ^-/pW t»f'Jy» 7-/F ^f^^rA/ 
M3l#H^rF> 3-7x-;v/nt:;i/7 5> (1.14ml) fc-r b v Ko 7 9 > (30ml) £ 
aojcJSJtiPtKhyiW?^ (1.87ml) , xfA' * n n*4rifU- b ( 
1.0ml) SSSTU MfcT40$3*M«#Lrt:o KlSfctlMfc*-*-* fclMDjfrt***"*- b 'J 

tH;9Atl»U, »«t*«E«*t-CSEBflS'Mfc*feJ«* (2.06g) Sr^fe^^ 

l H-NMR Spectrum (CDCla) 5 (ppm) : 1.39 (3H, t, J=7.2Hz), 1.92 (2H, quint, J=7.2Hz) 
, 2.68 (2H, t, J=7.2Hz), 3.38 (2H, q, J=7.2Hz). 4.34 (2H, q, J=7.2Hz), 7.10 (1H, 
br), 7.17-7.32 (5H, m). 
[0 2 0 1 ] 

N _ (3_7x^j^atf;v) t*f?U' z.^-frz.^'rfrWfeWM (2.06g) 

(20ml) — 7K (5ml) H»F#3-ti\ *flfcflS U ^ A — *«W (671mg) *Jnx.Tgifi. 
"KTHHflWUfU. ^^-^friMEflteU 5lIi:iNfii (50ml) *}JDx.fc&, ft 
K^fl/T?JftffiLfco <S5»Aa*T*^*»L, b u ^a-css* 

L/Co *«**JE9*Lfc&* »jt!C?;j.f-^-f /U-^*-9"> (1:5, 60ml) £Sn 
JtTK»$^fco H#**JfcU atCft-ft* (1.579g) Srfife 

[0 2 0 2] 

2") N- (4-7»tP7i-») -i;7»tP-7P^^ IZ K 

9x>* y'7Mova|-F (196mg) ib/u^ (2ml) KfeM^t. 4-7;v^n 

t--u > (o.imi) *im&-r— tttnfKtfsatLfco K£*tssit-ML, 1 n« (2.5 

ml) *inx.fc&* ftm^^^trffliUL, b V 7A«Lf;. 

@*LT#ibtt^-fe'ia#^S (188mg) (2ml) -7k (0.5ml) 

*, MIC T**fliy (42mg) iix.Tl WIff L^o i*/-**** 

M*U ftBft*-f-*fc*T?fl"Rl'fco iiClNSl (1.5ml) fcflp&TBfctefc 

^^-^> d t KJ: »K N — (4-7Wn7ix^) -y7;Vtnvn^^ 7->Klt 
j£» (116mg) Srdfel&*t LT#fco 
[0 2 0 3] 

m&ffl 13) N. N-yxf»-N' -^f»^y- l. 3->'7^ 
■N, N-yxf*-l, 3 -yn^->->*7 5 > (10.0 mL) kh'jxW5> (10.0 mL 
) '<Dt h7t (150 mL) ^T^dd*W (5. 15 mL) £ii§T L 

fco mt- 3 0 53-ram*N£, Eit-tt^^TKlt b >; *a**»(io mUfcinxfl-K 

Lfco b 'J -7At^It> *ETiMiLfc. »tt«rHK*»^^*' ( 

ffi|E#2 005-3029062 
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200 mL)-K»»U lfe»*'J ■> A-CK*^ «ET«»6U (8.90 g, ESI- 

MS (m/z) : 189) dO®I*f b?fc Kn 7 7^(200 mL) fc*M*S*, 

#T-, TK^'fbT ;i/5-^A l Jf"JA (2.00 g, 0.826 mmol) KiNx./.:,, H^#ffl^ 

TvitifcMTl 5^«m 6 5*Ct?l. 5B#«#L£ 0 U *(2 

OmL), 5N&Miti- b U ^AtKM (2.0mL)> tJc (10. 0 mL) **Px^ zM£+ 1 B#ffi* 

tLTSMMfrMIl (9.2 g, 72.3 K) **tfco 

'H-NMR Spectrum (CDC Is) * (ppm) : 1.01 (6H. t, J=7.0 Hz), 1.65 (2H, m), 2.42 (3H, 
s). 2.47 (2H, t, J=7.0Hz). 2.51 (4H. q, J=7.0 Hz), 2.62 (2H, t. J=7.0Hz). 
ESI-MS (m/z) I 145 [M+H]\ 
[0 2 0 4] 

{MML1A1 *±±zz [3j= (4 - M-j-jv^^y'jy- l -j M zUlOd 

x _ (3 -t 5 y 7°n b°;u) - 4 -^f-lH^? (1.50 g) Fn77> ( 

10 mL) »»i:b'JiW5'/ (1.53 mL) 7X3Nf#T\ ^nnfll>f* (0. 

811 ml) tiTLfco Mt?l 8B^rffi#t^ RIB* b 'J 

ETiiSIL/co S&fc*Ji**EE*ltU £ z-efthtitttitKT b 9 t Kn 7 y > (10 
0 mL)«riraA> **»**8(IL.fco *«*ft©»ifcfc#*H2:'C*BE8WllU 5£S (549 mg) 

iWto iO»it*fl"?tKo7?> (10 mL) .*?fr*#T, 
*A7JU3=.->A (107 mg) fctnilfco Msg#fflS.T\ Z fit 3 0 fl-W£fi-C*# 

U $e>»c6 5tt2WM»U. RtS«*:**frU tK (0.11 mL), 5N**ftt 

> U 7AtK»» (0.11 mL). Tjc (0.55 mL) £0#:*D/L, 1 B*M*# Lfco 7F**J* 

#*Ot# (1.63 g, 26.3 X) 4r#^o 
ESI-MS (m/z) : 172 [M+H] + . 
[0 2 0 5] 

5) 2-7^7-4- (2-7^tn-4->hP7xy»- » E'JyV 
y-4-?nntfiJ v> (8.00g) tN-^f^nVK^ (65ml) (cjgjSI?* 
- 2-7^tn-4--hn7x;-;V (19.55g) , N, 5 

> (43.36ml) £iD;LT160 , CKT41l$ram#L*:o RtS**£ffit ft**** 

-•jr Yy\L KD7 7> (1 I 1) t 2 NijcBMb-*- b 'J 7 A*if»^ELfc. 

, ^fQ^7lC-elIl«^t^o 7icJg£ft^7^VT-W»ffi&, **>*fc*iit**«i 

7>^^«SLT#'btt^aS^TO^f-^ : Srl)Px.-C^ a B H**fai$^:^o bei *^ ^ L* . 
gifj; t(: i r>> iEE'fb'S-W (3.02g, 20*) *r*L6fel&iii: U#fc. 
'H-NMR Spectrum (CDCh)* (ppm): 4.52 (2H, brs), 6.05 (1H. d, J=1.6Hz), 6.30 (1H, 
dd, J=2.0. 5.6Hz), 7,20-7.30 (1H, m), 8.02 (1H, d, J=5.6Hz), 8.05-8.15 (2H, m). 
[0 2 0 6] 

iMMJ 5^ 4 - (2-7/M-Q-4-- Fn7x/»-» - 2 - [ (fcQ'J 

2_r^y-4- (2-7^n-4-xhD7x^7) (2.71g) £§lt# 

m%T. y-Yy^-V^yyy (60ml) tRtMS^SPTIC > U xf^7 5 > (2. 

2.7ml) > ^na^x-A- (2.05ml) t«TLfc«, MfcT25#W*#L.fco RfBifc 

;U 4- (2-7^*n-4-xFn7x7^r-» -2- (7xM7*M'-^75^ 
> ; e>Jy>fM (5.00g) *r*»fco u«fiMi|S:rf7KKn777 (50ml) £i§ 
J»?*, ep'jv> (3.64ml) £Mi!K-C:bn;LT lNFra*#tfeo Ri6*IClMD*ft7 > 

ffi|iE# 2 0 0 5 - 3 0 2 9 0 6 2 
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^y'J*W7A?n?b/77^ (»m»t;^-9-> 1 : 2~ 

i ' - £ i *) mUir^ itci^), aiBlb-g-^ (2. 927g, 78%) 

'H-NMR Spectrum (CDC Is) 5 (ppm) : 1.90-2.00 (4H, m), 3.40-3.50 (4H, m), 6.65 (1H, 
dd. J=2.4, 5.6Hz), 7.12 (1H, brs). 7.27-7.33 (1H. m), 7.78 (1H, d. J=2.4Hz), 8.0 
7-8.15 (3H, m). 
[0 2 0 7] 

jmmU: 7) 4- (4-7^-2-7JKP7x; jr-» -2- [ (tfP'Jy>- 

i - w fr) a ju*K - 7 3 >H fcf 'J y >~ 

4- (2-7;v*o-4--ho7xM-» -2- [ (fcrn'js/v-l-^) 
-;WT?/] f'JyV (2.927g) fci*/-* (100ml) -* (20ml) & in X.T 

fclfc, (3.0g) , i^br^-^A (6.o g ) £*nx.-c lPfflUiWLfci R*5 

iftfcMST^iPU »*xf^f>?tKD7?> (l : l) *tP^"C«#Lfco J 

, IM*^CJOUfctt*U fc**BH-bU *AT|8*Lfco »***ES*U 

(2.378g, 89%) 

'H-NMR Spectrum (CDC Is) * (ppm) : 1.90-2.00 (4H, m), 3.30-3.50 (4H, a). 3.73 (2H, 
s), 6.45 (1H. dd, j=2.4, 5.6Hz), 6.50-6.60 (2H, m), 6.96 (1H. t, J=8.8Hz), 7.03 
(1H, brs), 7.67 (1H. d, J=2.4Hz), 8.00 (1H. d. J=5.6Hz). 
[0 2 0 8] 

(MM 18) 4 - (4-7?;-2-7^tP7x ;^ry). - 2 - I [ 4 - ( g P 'J 

2_ 7 5y-4- (2-7Hn-4-ihn7i/^) W> (187mg) £M3f# 
H ^ T> f ^tK077^ (4ml) £8F»3*, *3M&ifriPTfc b Vif^7 3 > (0.2 
1ml)- ?n D «7i-)l' (0.188ml) tiTLftft, g!i:T20*«f»Lft. £«>K 
|g*K«bKN, N-yVfKW73K (2ml) , 4- (fn'Jv>-l-'f*) tf 

^';->*> (609mg) t^?an-c*nx.-c-Bfe»t^o BJ&tiLitm*-**'*****^ 

tutzftm'**-'-} 1 ' (10ml) -x b 9fc Kn"7 7 ^ (10ml) £ in at 

mim%TKio%^7v<y^)km (2oo mg ) *tn*., #rt***tt*LT-i»*#L/^ 

*V>J*^*?A^nvb/57-f- (Fuji SilysiaNH, ; IMRJ^*~»B* 

■ a.*- * : * 9 J -;v=95 : 5 ) mWL1-% rtci 1 ), ffcwMfr&W (214ng. 71%) * 

AH-NMR Spectrum (CDCh) 8 (ppm) : 1.40-1.60 (2H, m). 1.70-1.90 (4H, ■). 1.90-2.00 
(2H m), 2.19 (1H, a), 2.50-2.60 (4H. m), 2.96 (2H, m), 3.74 (2H, brs), 4.03-4.1 
0(2H, m), 6.40-6.60 (3H, m). 6.96 (1H, t, J=8.8Hz). 7.23 (1H. brs), 7.58 (1H, s 
), 8.01 (1H, d, J=5.6Hz). 
[0 2 0 9] 

.(1M19) 2- T {2A±±ZAZl ^^=» 7 5y1 -4- (2-7->l/:*P 

2_75y-4- (2-7;vtn-4--Fn7x; J fy) fc? , Jv> (249mg) £M## 
H^T tF?tKD7?> (5ml) tKtMS^TK h')xf^7 3 > (0.2 

lml) , >nn*S7x^ (0.19ml) t»TLfc«, g»KT15#ra*#L;fco i«E 
£.fi:2M-7>W3^->^-^ (4.0ml) Srinx-T 2 B mW$ Ltz 0 

WM^Lfcfc, SSt-> , J*7'Ji'*7A^o7h^77'fr (i#ffii£; : 

x ^ = l ; 3~TOif-JV) Citlffilt^itCJ:^ mW&% (2l9mg, 68%) * 

m|E# 2005-3029062 
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'H-NMR Spectrum (CDCh) 8 (ppm) : 3.03 (6H, s), 6.64 (1H, dd, J=2.0, 5.6Hz), 7.30 
(2H, t, J=8.8Hz), 7.51 (1H, d. J=5.6Hz). 8.05-8.16 (3H, m). 
[0210] 

(M2Q) 4- (4 -TS /- 2 -7^tP7 -2 - [ QL2L±2kXi 

j ). f, )P g =, ;v T g / 1 fcT ]j v > 

2 _ [ (j;^;k7U) *;v^7?y] -4- (2-7Wn-4-;h07i 
tfVv> (2l8mg) (20ml) -tK (5ml) £}jn;iTv#fi?£-tf TtfU * 

(250m g ) , m.itry^-tr^ (soomg) £in;i-c i Btpgin^MjE t fc„ Ri£<?££^ 

?af-r^iPL, i«xf^-f h7tiKn77> (i : i) tt£ti^L/co 7fmm* ■ 

(I80mg, 91%) 4r«fejtfettftt LT#7c 0 
»H-.NMR Spectrum (CDCh) 8 (ppm) : 3.02 (6H, s), 3.77 (2H, br), 6.40-6.60 (3H. m), 
6.96 (1H, t. J=8.8Hz), 7.20 (1H, brs). 7.63 (1H. d, J=2.0Hz), 8.01 (1H. d, J=5.6 
Hz). .' 
.10 2 111 

(Mffi)2 1) 4 - (4-7^-2-7»rP7x/^) - 2- f L*±J£7A2 

) j])v^=.)ur^ yi tfu w 

2_ 7 5y_4_ (2-7)Hn-4--l>n7x^y) tf V v > (374mg) £S5?t# 
"HfCT, tf7tK07 7 > (7.5ml) **»^TC b 'J ^TS > (0 

.314ml) \ ?dd«7i-)V (0.282ml) SrfflTU^, M£T10#W«#Lfc.o - 
2 f;V7 5 y-t h 7 t KO 7 7 »W (7.5ml) *Unx.T2 BW«#L 

H7- b ') ^^Jc^^u ttjfpjca*t?JB**»U^ i^th'J'JA^SLfco 
*EES*b-TW<b*Lfc5*ffi (1028mg) (20ml) -N, N-^W*A7 

= K (5ml) -tK (5ml) WMim (500mg) , tt-fllT > * - f A (l.Og) * 

• 7- b 'J * A -eS£« L fc B »«ff«* t T# & tLfcJSffi r 4 /'J*r**?A?D7 b 7 
77 4- (Fuji SilysiaNH, ®mm I y : ftlxf*= 1 : 3-»f^) 

T H#*%JRU a»»*+*ifc»=J:0«IBft'6* (321. 7mg, 2X^78% 

) «ffe«ttt#r:o 

^-NMR Spectrum (CDCh) S (ppm) : 2.91 (3H, d. J=4.4Hz), 3.79 (2H, brs), 6.16 (1H, 
■ m), 6.40-6.60 (3H, m), 6.93 (1H, t, J=8.8Hz), 7.68 (1H, brs), 7.96 (1H, d, J=6. 
0Hz), 9.14 (1H, brs). 
10 2 12] 

CMM2 2) 2-7^-4- (4-7^-2-7;VtP 7x^y) 
2-757-4- (2-7;^o-4--}n7x^-» WJy (1.246g) Z J 
(20ml) -tf7tKn77> (10ml) gft#BfvTKl0%^7 v * A 

)fe* (l.Og) *Jn*.\ 5ftrt***tt»L-C6 HIWilftLfco *rt*a*1l*Lfc^ 
*%«U x^7-;vt^^ LT&IMfrfr* (l-182g. ^fifi5) 

•fe^ B B H i:L-C#^o . . to 

'H-NMR Spectrum (CDCh) 8 (ppm) : 3.77 (2H, brs), 4.37 (2H, brs), 5.92 (1H, d, J=2 
.4Hz); 6.27 (1H, dd, J=2.4. 5.6Hz), 6.43 (1H, m), 6.51 (1H, dd, J=2.4, 12.0Hz), 
6.93 (1H, t, J=8.8Hz), 7.91 (1H, d, J=5.6Hz). 

10 2 13] . ' , 

(gjW2 3) N- (4-7;^D7x-JV) ~N' - \4- ( 2 - 7 5 J \L 'J y > - 

4-^;i/^-^-» -3-7;vtQ7x-jH vntU' 

ffifiE# 2005-3029062 
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S*#H*CT\ 2-7^-4- (4-7^-2-7)^D7x^y) k U v > (1. 
14g) £N, N-y^f^ATU' (20ml) N— (4-7*tD7x- 

jt).7Ds^ 7vK (986mg) , h»;xf*7?> (0.697ml) > ( 1 H— 1 , 2, 3 

-^>Vh >; 7'/-^- 1 -4 [h'J (^w?;) ] *^*-7A ^ 

^*7;vtn*^7x- h (2.21g)*Mfc-rftl*., 23f^W»t7t 0 

jv-f hnKn77> (1 : 1) tfi«KI**tH;^*»«T»SLfc. 

sr-i&ffiistafcjt*^ b u 7At|cm, tK, ffia-tt&fc-vfRXfofr^ ****** yv**? 

K*Lfc. j§l«EE®iU#^«^v^W7A^n-7>/77^ (Fu 
ji SilysiaNH, i§fcn?£ J Blxf * : > * ^ - * = 95 : 5 ) 1= J: «9 »«T 

4 d fc 1? MBA:-** (937mg, 47%) ^fife^t Ut|/; 0 

! H-NMR Spectrum (CDC Is) <5 (ppm) : 3.55 (2H, s). 4.43 (2H, s). 5.94 (1H, d, J=2.4Hz 
) 6. 28 (1H, dd, J=2.0, 5.6Hz), 7.00-7.30 (4H, m), 7.50-7.54 (2H, m), 7.72 (1H, 
dd, J-2.4, 12.0Hz), 7.94 (1H, d, J=5.6Hz), 8.54 (1H, brs), 9.29 (1H. brs). 
10 2 14] 

(»ff!)2 4) 4 - (2-7;V^n-4--hn7x/^-» - 2- f (4-bFn# 

2-7= y-4- (2-7Jl'tn-4--fD7xy^y) fc?'Jv f > (124. 6mg) 
#ffi$vT\ finKn77> (2.5ml) CJ»*S*, **»*9Tt h 'J *f *T 5 > 
(0 105ml) , ^no^7xiJl/ (0.094ml) fc?8jTL*:&, SICTlUPIiif Lt. 
^***ffiTfc**LT»&*.fc»**N, N-^f^A75F (1.25ml) fc» 
4-tKD^-v'e^VVy (253mg) Sr^SJCTlHlx.-r 2 Wffl%tWLtz 0 RmfBL 

\,zmmitT>*-**&®®.*tox.Jz®., »»xf/n?atuLfc. ******attfl:7 
Ee*L/sa, aaE*">u *^*7A^n-? ^77^- (»tn« ; ^*-*> : »*■*■ 

f-;u=l : 2~l : 4~KS6^^^) ciDSRtiiii'tiO., ^fE-fk-fr* (l69mg, 9 
0%) **ife»*tLT»fco ■ ' 

^-NMR Spectrum (CDCh) 8 (ppm) : 1.40-1.70 (2H. a). 1.90-1.96 (2H, m), 3.20-3.29 
(2H. m), 3.70-3.85 (2H, m), .3.96 (1H, m). 6.64 (1H, dd, J-2.4. 6.0Hz), 7.27-7.36 
(2H, m), 7.70 (1H, d, J=2.4Hz), 8.08-8.20 (3H, m). 
[0 2 15] 

(»j|fl2 5) 2-757-4- 12-7^^-0-4- T3- (2-7x = mf» 

mmxmxrf. mY-v)*' oomi) 1:2-7x^7^ ^n* (o.48imi) 

mX,\'Xf-yt^7>W.* V «7-A. (707mg) £Jnx-> |e]i&T-1.5B#K38# L 
•)!:-.7-fcI'ih , JHj(E9*U^ (20ml) kft«m*t f'J 9A** 

»E (20ml) *UnA.-"C25^W*»L^o .h^x^I (12ml) £2-757-4 - (4-7? 
;_ 2 _7)^n7i;3fy) tf <J v > (400mg) / x.9 J -)\> (10ml) iSiftK^ffitT 

;vx-r;v (10ml) &flD&Tftft**rtfi3^ ^*-*> (50ml) t?*«lLT*flJlL. 
gftS-H:J:»)»^ (298mg. 41%) £ £ Lt#fc. 

>H-NMR Spectrum (CDCh) 8 (ppm) : 3.75 (2H, s), 4.43 (2H, brs), 5.95 (1H, d, J=2.4 
Hz), 6.29 (1H. dd, J=2.4, 5.6Hz), 7.16 (1H, t, J=8.8Hz), 7.30-7.47 (6H, m), 7.85 
,(iH. dd, J=2.4, 11.6Hz). 7.95 (1H, d, J=5.6Hz), 8.51 (1H, brs),. 12.43 (1H. brs) 

.[0216] 

■■ (Mitfl) 2 6 ) N- (3-7^p-4- 12- r (fcTn 'jyv-1 7 
5^1 bf'jv>-4--i 7x^fr) -yp-y^ 7y K^y-»x^T^ 

sHRfcHStT, 4- (4-75/-2-7)^07x^y) -2- [ 

A^*'-^7S/] \£y*S> (350mg) *N. N-*;>f ***A7? K (4ml) 
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r$£fi?£-fr 7D^^ 7">K */'<>yA'X^f* (51.0mg) , h'Jif;V7<> 
"(0. 463ml) \ (1H-1, 2, 3 — ■ / <> y / Y 'J TV—fr— 1—4 [ HJ (i> 

^^^y^y) ] ^*-9-7^*n*^7jt-Kl.47g)*r50TCICClnA.» 

A^7^77^- («;AHv:ftSx^=l:2~l:4) 
CJ:^f5M (545.7mg, Jg*W) tStfeflMfcWfc LTfcfco 

^-NMR Spectrum (CDC Is) 5 (ppm) : 1.95 (4H, m), 3.43 (4H, a). 3.52 (2H, s), 5.24 ( 
2H, s), 6.55 (1H, dd, J=2.4, 6.0Hz), 7.06-7.26 (3H, m), 7.32-7.46 (5H, a). 7.62- 
7.78 (2H, m), 8.03 (1H, d, J=6,0Hz), 9.38 (1H, brs). 
[0 2 17] 

mmm27) N- (3-7^^-p-4- 12- [ ( tf n 'J V > - 1 - ii frfr-JW 7 
5/1 \£*)i?y- 4-4 fr**^ 7xr.;v) 7Q-^ 7 y K 
N _ ( 3 -7;v*n-4- 12- [(enijy^l-*^*)?^] lf;v_>-4 
--OV^vl 7i-JV) 7Ui?? 7->K ^>v;l/J.^r;V- (546mg) tr^b^fcK 
D75> (15ml) -^/-^ (15ml) fc*J*3*fc|*, 2$M*tTfcl0%/<? v -7 A 

(236m g ) ^jpx> *rt***Wb-c-K>nna#pbfc. 8* 

(354. 4mg, 79.3%) **#fco 
! H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.80 (4H, m), 3.00-3.80 (7H, m), 6.60 (1H. dd, 
J=2.4, 5.6Hz), 7.28-7.45 (2H. m), 7.46 (1H, d, J=2.4Hz), 7.78 (1H, dd, J=2.4, 1 
3Hz). 8.10 (1H, dd, J-0.4. 5.6Hz), 8.69 (1H, brs). 10.6 (1H, brs). 
[0 2 18] 

(WtfkM2 8) 3- r4-(2--7;v^-o-4--hP -7 J L^^y)ti')y>-2--<^ 
1 _ i ^f-,u- 1 - ( 1 f-^/tf^'J *J>-4-4 ^)7V7 
4 _(2-7,^o-4--fn7x;^y)tf , Jy^-2-'f^7r/ (200mg) £MH 
»ffl*C"r\ 7-h?fcKn79> (8ml) IStb'Jif^Tr/ (0.336ml) 

?nn^7i-)V (0.302ml) *«TLfct, 30fl-|«*^ L'fco t 
TWe>*tfc«aE*N, 'N-^t^**A7? K (5ml) K»#S*> ifitN-^f^ 

i f-;n^'j y 4 -4 ;V)7 5 > (0.467ml) SrtJDx.. 48#fBi9$ Lfc c R 
j£ m * * i: ttJfDttflS 7 > * =• * A #»*T#IE L £ o ^MSM! * fiftEH b 7 > * - 

iftftU ftfetifc^St^'i *^*7A^n-7 K^?7-f - (Fuji Silysia'NH, J&tfJ 
fa-) ftWU-T-fr) »&fc«EEift*SU WEKMrt OftftHfra* 

« (245mg, 75.5%) *ttfelS#fc LT»fco 

»H-NMR Spectrum (CDCh) 5 (ppm) : 1.50-1.70 (2H, m), 1.79 (2H, m), 2.04-2.13 (2H, 
m) 2.29 (3H, s), 2.88-2.98 (5H, m), 4.09-4.22 (1H, m), 6.66 (1H, dd, J=2.4, 5.6 
Hz), 7.26-7.35 (1H, m), 7.74-7.78 (1H, m), 8.06-8.13 (2H, m), 8.13-8.19 (2H, m). 
[0219] 

(||fl29j 3- [4-(4-7^-2-7^tP 7xMy)e'jy>-2-^V 

1 -i-^f^-i-(i-/f)i/^'jyv-4-^M7V7 

3- [4^(2-7^tn-4--hD7xy^y)e')y>-2-'f^] - 1 
1 -(.l_^f-;Vt?^Vv'>'-4-'f;l')^^7 (243mg) tth^t Kn7?> (6ml) - 
i 9 j-H, (6ml) a*»BBftT»ci0%^9 5"7A^ (I28mg) SrUDx. 

, *rt***«fctT3l*WI«»tfc 0 *fc*M1MfcLfc*, Blt6lU 
;Wt?i5fe^L7to LT»&ix^:»at*, y'jm*7A^nvf/77-f 

- (Fuji SilysiaNH, »W* ; ft«x*-/u) K-tflflNRU lEIIt^U:!')! 
ia^t» (175mg. 78.0%) *&Jtfe»*fc LTftfco 

'H-NMR Spectrum (CDCh) £ (ppm) : 1.50-1.70 (2H, m), 1.78 (2H, m), 1.98-2.18 (2H, 
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m), 2.20-2.38 (3H. m), 2.82-3.02 (5H. m), 3.75 (2H. m), 4.08-4.26 (1H, m), 6.45 
(1H, dd, J=3.2, 8.4Hz), 6.47-6.66 (2H. m), 6.97 (1H; t. J=8.8Hz), 7.17 (1H, brs) 
, 7.65 (1H, d, J=2.0Hz). 8.03 (1H, d, J=5.6Hz). 
ESI-MS (m/z): 374 [M+H] + . 
[0 2 2 0] 

(SWM3 0) 1- (3->'xW^7'aW - 3- U- (2 -7;^n- 4 
-^Fn7x;^-» b°Uy>-2-^;H - 1 f-^fr U7 

4 - ( 2 -7;HD-4--fn7x;^y) k? ' ) 'J > - 2 - 4 *>7 5 V (300 mg, 1.2 m 
mol)t h 'Jxf;V7 5 > (0.335 mL, 2.4 mmol) Ox b 9 t KD 7 7 > (30 mL) »SS£, * 
ii#T?nn^|7 j.-;v(0.226 mL, 1.8 mmol) £?ST U 0. 5 0#TOi$L/c o £)S 
flt**EETift*tU »«£N, N-^f^A7U'(6.0iL), N, N-^xf^- 
N « _^^; ]/ ._ 1> 3 -T-n/N'Vv'T? >(606 mg, 4. 2 mmol) £2)11^ Sa"C4WPW4 5 
.^SjfLfc, KJ£^I£m^Ml50ml)£i)[!x.£t£, f&^«**?- b 'J 7 

Fuji Silysia NH, :S»xf *=3 1 1-1 : 1) U ffeiWtLTtE 

(503 mg, 100 X) £#£o 
ESI-MS (m/z): 420 [M+H] + . 
[0 2 2 1 ] 

(||fl3 1) 1- (3-yxf;V7^7'n^) -3 - U- (4-7^-2- 
7;l/tP7x/Jpy) fcf'Jv>-2-^;H - l-^f^»W7 

1- (3 - yxf;V7 5 J 7"n k?;i/) - 3- [4- (2-7JV*n-4--hn7x;Jf 
->) try v^- 2 -JA*] -l-ff-frWT (503 mg, 1.20 mmol)<9* 9 J -M40ml) 
-f 1^ 7 t Ko 7 7 > (20ml)iMi: 1 0 ^'7 A^t (200 mg) £JDx.> **#ffl^ 

jto'»aE*->y*^*9A^nTh^9 7-f-(FUJI Silysia NH, SSxf^-Sfx 
^;v:^?y-;u=io: l )-c«NRU *fe«M*»4: LTitE-fk** (467 mg, 85.6 % 

) £#7to 

^-NMR Spectrum (DMSO-de ) 5 (ppm) : 0.97 (6H, t, J=7.2Hz), 1.68 (2H, m), 2.36 (2H 
, m), 2.52 (4H, m), 2.80 (3H, s), 3.29 (2H, m), 5.43 (2H, m), 6.40 (1H, dd, J=2. 
4, 8.8 Hz), 6.47-6.51 (2H, m). 6.94 (1H, dd, J=8.8, 8.8 Hz). 7.29 (1H, d, J=2.4 
Hz), 8.02 (1H, d, J=5.6Hz), 9.33 (1H, s). 
[0 2 2 2] 

(MM 3 2) 1- (3-yxf^7^>>7 , DW - 3- U - (2-7^*0-4 

-zfo7x^y) e»; 2 -4 JH g_LZ 

4 _ (2-7)VtD-4--FD7x^y) fcf' ; v >- 2 - -f >V7 5 ^(400 mg, 1.61 
mmol) t h ';xf;V7? > (0.455 mL, 3. 26 mmol) b 7 t: Ka 7 7 >(40 mL) fei&K, 
7k^^#T^nn^7i-;K0.307 mL, 2.45 mmol) £igTU 0. 5 B#TO# Lfco 
.JjUS*fr*ET*»Lfcffe, N-^f ^^75 K(20 bL), N, N-v 

J->;W-1, 3 -7 , n;V/«;7 5 >(606 mg, 4.2 mmol) 5:210 x.s Ifitl^F3 4 5^1^ 
Lfco RJE&ffl[tC»»if-^(150ml)*lrax.fclfe, ISfDRmTlc^-T- b U ^A*gjj[tStL 
, MymWti- b 'J fA-eeSLfcc ^@*LT#<btL^S4r->U*^*7A^ov 
b^77 4- (Fuji Silysia NH, J > : SStxf^= 1 : 2 -^xf^ 

) Ci ijatHi-aifctcJ: 0. &*feflMK»fcL.-C3EIBfl:'fr» (653 mg. 83.8%) 

ESI-MS (m/z): 406 [M+H] + . 
[0 2 2 3 ] 

(gj&«3 3) 1- (3-yxf^7^7'n(f^ - 3- f4 - (4-73^-2- 
7»tn7x/^-/) b')y>-2--f;H -7 1^7 

1- (3-yxfjl/7 5^7ne;i/) -3- [4- (2-7^n-4-xl«n7xM 
v) fcf «; v?^- 2 -< 7 1^7(547 mg. 1.35 mmoDO^ * ^ -;v(40ml)--r b 7 K 
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P77>(20ml)«^l 0% '*7WJ±Bkm (200 mg) £3JIlx^ 7k^#ffl^T^-e 1 

'J#^;u#7A*n-7h^7-7-f-(FUJI Silysia NH, i^xf ;^I^xf ;u : 7*7 
= 1 0 : 1)CJ:«SU m&Wtt.y!)t LT^E'fb^%(316 mg, 62.3 %) *mtz 0 
^-NMR Spectrum (DMSO-de ) S (ppm) : 0.94 (6H, t, J=7.0 Hz), 1.53 (2H, m), 2.38 (2H 
, m), 2.43 (4H, q, J=7.0 Hz), 3.14 (2H, m), 5.45 (2H, m). 6.41 (1H, d, J=8.4 Hz) 
, 6.47-6.52 (2H, m), 6.84 (1H, s), 6.95 (1H, m), 8.01 (1H, d, J=5.6 Hz), 8.11 (1 
H, m), 9.08 (1H, s). 
[0 2 2 4] 

(mjtffU3 4) 1- [4- (2-7^^'JyV-4--f^t J ry) -3-7JHfP7 
x-frl -3- r (4-7»tQ7i^) 74r-^;v1 -f-ir^VT 
4-7)^071-^*1 (169 mg, l.lmmol) £^ffc;f-:t-;i/ (651 mg, 5.48 mmol) 

£»#u i o ot:-c-iB#^m#L^o ^txnm&, mt^*-)i'%®.j±TmtfeLtz 

„ »a£*7-fe b-b (10 mL) Kr#fl?U ftv-T^A'^A (213 mg, 2. 19 mmol 
) £ira;U 5 0t:tlBf»L/;o RjSEfc^ST^SPiU 4- (4-757-2- 
7)l/tn7x;^-» t , 'jy^-2-'f)V7r/ (160 mg, 0.912 mmol) SrflDx^ ^Str 
5 9'. 5B#^m#L^o £U£i££7fc (5 0ml) tfm^^ (10 0ml) X'frW.Ltz 

0 %%km*&m'k&*'?mmL, m*mwi- y v * &x&mh?z 0 mm^^Lxmbtitz 

^^v';*y^*7A^n-7b^77-f-(FUJI silysia NH, ^*V> :»if^ = 

1 2 ~Sixf ;u^fxf ;i/ : ^ ^ y - ^= l 0 : i)i:i>)iSL, r&Hfelfr* 
LXmttk&W (84.6 mg, 28%) =M#/co 

ESI-MS (m/z): 415 [M+H]\ 
[0 2 2 5] 

(«®I35) 4->f»^9y>-l-»»^l U - (2 -7KP- 4 - 
zKD7x;»'» if U v > - 2 - d jk] 7U' 

4 _ (2^7Wn-4--Fn7iM>') t^li y>-2 ->f *7 5 > (300 mg, 1.2 m 
mol) t b 'Jxf ;V7 5 > (0.335 mL, 2.4 mmol) Or b y £ b*a 7 v > (30 mL) 7jc 
M#T^nn^7iX.;u(0.226 mL, 1. 8 mmol) £*&T U lB#P^m#L/c<, E£S^ 
MJETStfciU *§*£KN, N-y>f^^^7?K(6.0i»L), i-^f;^V 7 y> ( 
537 uL, 4.84 mmol) £JD;U Mi&X 31*ffimWLtz 0 frfcmmWl^ Ml50ml) fcSnx. 

T#<btt7 v ^S*v , ;*y^*7A^o-Tb^'9 7>f- (FUJI SilysiaNH, ?#trji& I ^ 

* -9- ^= 1 : 2~»gfe^A') tilt, rm&mvimtLrmzit&m (• 

450 mg, 75.3 X) 

•H-NMR Spectrum (CDCb) (ppm) : 2.31 (3H, s), 2.43 (4H, m). 3.51 (4H, m), 6.62 ( 
1H, dd, J-2.0. 6.0 H), 7.26-7.31 (1H, m), 7.48 (1H, m), 7.69 (1H, d, J=2.0 Hz), 
8.06-8.13 (3H, m). 
ESI-MS (m/z) : 376 [M+Hl + . 
•[0226] 

m^M36) 4 -^-rJVfcT^vv^- 1 F4 — (4 —75 7 — 2—7 

jyj- n-7 xMv) tT U y V - 2 - 4 ;H 7_5_K 

4 _^,H:^7y>-l-*^t*>i [4- (2-7^tn-4--FD7i^y 
) kf > - 2 - >f ;W] 75 K (339 mg, 0.903 mmol) <r>*9J-fr (30 mL) i&iftfcl 
0%A7-^AKi (100 mg) £jQx., **#ffl$tTSS-C2.«PW*»tfco ttl«*%S0 
U %»*«ET»«tfco ^y'J*^*7A^n7h777^- (FUJI Silysia 
NH, A^v:ftSxf;i,= i : i~ftSt^^) "CttKU JtfefMKflfefc Lxmniit 
%m (196 mg, 62.8 %) £#fco 

*H-NMR Spectrum (CDC Is) 5 (ppm) : 2.30 (3H, s). 2.41 (4H, m), 3.50 (4H, m), 3.79 ( 
2H, brs), 6.43 (1H, ddd. J=1.2, 2.4, 8.8 Hz), 6.47-6.51 (2H, m), 6.93 (1H, m), 7 
.48 (1H, m), 7.56 (1H, m). 7.98 (1H, d. J=5.6 Hz). 
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'-•[0.2 2 7] 

(Sgit#l]3 7) t^Z±Jk 4 — f 4 — (2-7J^D-4--Fn7xy #-» Q 

2 _-f juftjw^E">f ;H fcf^'J v >- 1 - '> l'- b 

4 ^ (2-7KD-4--fn7iM5') l^'JyV-2-^^75> (400 mg, 1.61 

mmol) ON, N-vVf^^^AT? K (16 mL) Bo c-'fV-^f^ ( 

554 mg, 2.42 mmol), h'jxf^rr/ (0.673 mL, 4.83 mmol), ^ > V* b V 7 V*-;U- 

1 ;vi^ri/ b V X (y^f ^7 5 ^ ) * 7, * - ^ ^ ^t7WnW7i- b ( 
1.07 g, 2.42 mmol) fcSPx., MS"? 6 . 5l%mMWLtz 0 Boc-f7^3fyf (5 
54 mg, 2.42 mmol) , h'Jxf;i/7^ (0.673 mL, 4.83 mmol), « >""/ b 'J7 V— /U — 

j -4 ))/jt*~s b V X (y^f^TU) *7.*^<>A ^t7A'tn^7x-(' ( 
1.07g, 2.42 mmol) SriHSnL, M"C 3 Ltz 0 HCBoc-^V-^fy 

^ (554 mg, 2.42 mmol), h')xf;V7 5V (0.673 mL, 4.83 mmol), ^>V*bU7V*- 
;v _ ! _^;v^-^-> > i; 7, (i/^f;i/7 5/) jjvx*-^ ^-9-7;i'^-n*7 t -7i- 

b (1.07 g, 2.42 mmol) £iISt}U IiSt"3B«#L/;, KBm~ffe&*-?- * (150 m 

D*sn^> mumami- b u ^atict^^l, ^x^t" b -jfA«Uo $»iK9 

*Lt||f)ti/i%t^yV*^*7Ai'n-7h/7 7'f- (Fuji Silysia NH, ?#ttii& 
;/v^fy :ifxfjV=l : 1 -SIxf ;v) fcffrU ^-feffittt/ 1 LT^lE'fl^tKO 
4# (548 mg) *#^o 
ESI-MS (m/z): 461 [M+H] + . 
[0 2 2 8] 

(»,ffU3 8) t-T^fr 4- T4- (4-7^-2-7;^Q7xMy) 
> _ 2 - w # ;wn*-=e 4 ;H tf^ 'Jy>-1-* 
t _-^^- ;1/ 4_ [4- (2-7;i'tn-4--fa7i/ i fv') tf U 2 - -f A/* 

A^t***] ^'JyV-l-A^^yV-W (548 mg) co> ? y -A- (50 mL) 
MK, 10%A7y7AKi (100 mg) £tlD/L, 7X^M^TMza-e 2 B#W^# L7c Q 
M^^^SUL, £ ?T£ £ SETi^H L , SS*yV*W7A7n7^7.7^ - (FUJI 
Silysia BW-300,, i#am ; > : 1 : i~i : 2-9*^^) 

L, UPrt S^O^^^ntZo iOfl^-fe^SS^ (50 mL) £»#U 1 

0%^7yvA^f (100 mg) *Jn£, tK^OT^T^T- 2 Wlt^t*:* mk*hM 

-feyft^i: LT^IB-fk^ (185 mg) &#fc 0 

! H-NMR Spectrum (CDCh) 5 (ppm) : 1.45 (9H, s), 1.62-1.73 (2H, m), 1.82-1.86 (2H, 
m), 2.37 (1H, m), 2.74 (2H, m), 4.14 (2H, m), 6.45 (1H, ddd, J-1.4. 2.4, 8.4 Hz) 
, 6.51 (1H, m), 6.61 (1H, dd. J=2.4, 6.0 Hz), 6.94 (1H, m), 7.26 (1H, d, J=1.2 H 
.), 7.88 (1H. brs), 8.05 (1H, d, J=6.0 Hz), 8.67 (1H, brs). 
[0 2 2 9J 

, («ffH3 9) t-r^-ju 4- 14- \2-y)V*v- (_3j^ 2^=J^Z±±JL^k 

Jl . ■ ■ 

x ^-f^- )X , 4_ [4- (4-7?;-2-7;Vtn7x;^y) tf V *JV— 2 -A 
■JU/<*e<1 ;k] tf^'J 5>>- 1 b (100 mg, 0.232 mmol) Ot b y t Kn 

(4 mL) 7x-Jl/7-fef^"fyy7^-h 0. 5MMt>it (1.9 

mL, 0.93 mmol, JMSfll 1 ) fciffl*:, S^#H^T, 2 ^W«#L3to Kl6tt*BMI 

x^-;v (ioo mL) tmm^M^f- b u >7 a* (50 mL) T-fl-ietfco %®.m*fafrw&i- 

fuji Silysia nh, f#aj& ; ^**t> I ft»^^^ = i : i : 

**y-;i,= l oil) till, Hfe^tfc^t \^XWMit%m (60 mg, 43.7 %) 

\H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.44 (9H, s), 1.62-1.73 (2H, m), 1.85 (2H, m), 
2.41 (1H, m), 2.75 (2H, m), 3.76 (2H, s), 4.14 (2H, m), 6.61 (1H, dd. J=2.4, 6. 
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0 Hz). 7.10-7.18 (2H, m). 7.30-7.41 (5H, m), 7.66 (1H. dd, J=2.8. 11.8 Hz), 7.81 
(1H, d, J=2.4 Hz), 8.08 (1H, d, J=6.0 Hz), 8.64 (1H, s), 9.10 (1H. s), 10.71 (1 
H. s). 

[0 2 3 0] 

■mitmAO) t 4- (4- l2--7;U^Q-4- T3- (4-7fr*u-7 
VV-\-1i v U- b 

1 _ [4- (2 -T ? J \£ V S>>- 4 ->f -3 -7^tn7x-;V] -3- [ 

(4-7)^n7x^) T-tf'/l'] f^^l^T (84.6 mg, 0.204 mmol) ON, N-v 
^if)V*;^7 5 K (2.0 mL) B o c -4 V^af (93.5 mg, 0.408 mmo 

1), K'Jif^?^ (0.0853 mL, 0.612 mmol), ^ >'/ b U TV-*- 1 -4 fr****' 
hVX (y^f^T?;) *.x*^>7A A^t7^*n*X7x-F (180 mg, 0.408 
mmol) friJPx., £»T 8 8 l$W*# L fc„ Boc-^V-^^f/i (93.5 mg, 0.408 m 
mol), H;x*-/U7 5> (0.0853 mL, 0.612 mmol) > *<>*/Y } ) T 1 -4 JU** 

vbV* (y^fJl'T?/) 7A ^t7;^D*^7x-h (180 mg, 0.40 

8 mmol) £&*DL, Iit3 2. 5 P#W*#L;fco RJfcfcfctfBftx^* (50 ml), fF7 
K Kn77> (50 mL), mffiikM&m- b y ) ">A*»ift (50 mL) fcirax-Tfl-KLfco % 
«gl§£ 1 N*BMt"*- b V *7AtM#?#(30 mL), Ifcfn it L, #S*«BH- b 

JI Silysia BW-300, : AMUc*-*- 1 I 1 -ftflts-f"*) KftU ifcHfeftltf 

sfefc LT?fe|B'fk#*Offl# (548 mg) 
ESI-MS (m/z): 648 [M+Na] + . 
[0 2 3 1 1 

(MigfflUl) 2-T^y-4 - (2-^nn-4--hP7x;^y) 
2_ T5 ;_4-^nDt , 'Jy> (2.57g) ^y^WJH^yF (30ml) 
2'-^nn-4--fn7x;-;v (6.94g) , N, N- v-f V T'n tf;v^^;V7 5 > 

(14ml) *DQ£T160t:^r 6 BHJI^U, »6**M*Ti**Plk St^tl 
N*m<t7" b V -7 A*^-C^BBL^„ #*£J§.£ 1 NzKStffc^ b ttftAtf 

iciiiifnaa^ siB-fb'fr* (574mg, ii*) Lxmz 0 

1 H-NMR Spectrum (CDCls) 8 (ppm) : 4.53 (2H, br), 6.04 (1H, d, J=2.4Hz), 6.30 (1H, 
dd, J=2.4, 5.6Hz), 7.19 (1H, d, J=8.8Hz), 8.04 (1H, d, J=5.6Hz), 8.16 (1H, dd, J 
=2.4-, 8.8Hz), 8.40 (1H, d, J=2.4Hz). 
[0 2 3 21 

(«®)4,2) 4- (4-7^-2-»PP7x/#y) — 2 — T (\Zuyj?>-l 

2-T^y-4 - (2-?DD-4--H37x;^fy) fcf ' ; y > (574mg) fcft* 3£B 
^T, r >7K KD75> (10ml) **i&#4PTK b 'J xf*7 5 > (0.60 

2ml) , ?nn^7x-)V (0.542ml) tSBTtfc«, aaKT10fl-BI«J¥Ufc. 
tftSli-^^/fctejfll^Sbit*^ b 'J -7 AtKM^EL/co *«Ji*<&flI^»**^ b 'J 

L> 4 _ ( 2 -^nu-4--hn7x;Jfy) -2- (7x^y*W-^7y) 
\?V*J>mSititm (l.272g) £f#7c 0 (637.3mg) tf h9kKn77> (6 

.5ml) tc«r»$^, fn'Jy> (1.06ml) «-ISl:tiDx.t 1 l^mttt^ L/io 
Q&LTHhtlt&ilkKx-* S (20ml) — 7K (5ml) *»D&-C»#$-frfc«, 
3& (500mg) , ffl-fbT (lg) SrSDxt 1 ^^in^S^EL^o RJS«*M*"C 

b 'J "7 A -ef£* Lfc. S**«ES* U ^y'JA^*7i7n7K 7 7^- 
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(^Wffi ; mm^^) «t v 1 fflfii"* i i: i 0 . £8B-fb#i» (227mg) fc«6*fe»5fc 

'H-NMR Spectrum (CDCb) a (ppm) : 1.90-2.00 (4H, m), 3.40-3.50 (4H. m). 3.70 (2H, 
br), 6.48 (1H, dd, J-2.4, 5.6Hz), 6.59 (1H, dd, J-2.8, 8.8Hz), 6.77 (1H, d, J=2. 
8Hz), 6.96 (1H. d, J=8.8Hz), 7.04 (1H, brs), 7.62 (1H, d, J=2.4Hz), 8.01 (1H. d, 
J=5. 6Hz) . 
[ 0 2 3 3 1 

(MML±3) 4- (4-7^-2-»PP7x^ ? / ) -2- f 4 

4 _ (2-^dd-4--FD7x;*-» - 2- (yi/^vAW-^T^) kTV 
S^tt&dt* (634.8mg) *xb9bKD79> (6.5ml) (0.94 
2ml) *MfcTlm*T-H*«#L;fc. »«t*«ffi«* UT#ibtl7t^tCi^ J - )\> (2 
0ml) -7K (5ml) *Unx.r«F»$*fcm, (500mg) , MT'/^-fA (Ig) 

^itltWIIILfco JRl6«*:M4-<?*S>fk TR****?'!' b£iILT5a§ 
U «xf;v-f h7tFn7 5> (1 : 1) , tKT-^L/co ^t^tti^^t 

;W = 95: 5) J: V)ffiU-rZ>Zt\Z±t), mttt&® (283.3mg) L"C» 

*H-NMR Spectrum (CDCb) & (ppm) : 3.40-3.80 (10H, m), 6.49 (1H, .dd. J-2.0. 6.0Hz), 
6.61 (1H, dd, J-2.8, 8.8Hz), 6.79 (1H, d, J=2.8Hz), 6.95-6.99 (2H, m), 7.55 (1H 
, brs), 8.02 (1H. d, J=6.0Hz). 
10 2 3 4] 

. ,(gftW4 4) 4-7^-6 - (2-»nn-4--hn7 x/^y) Q_jji>: 
4 ^ 7 ?;_ 6 _^.onif')5y> (648mg) *N, N- 4 ^f ***A7$ F (5ml) K 
2-?nn-4--hn7x;-JV (1.736g) , N, N-yM V 7*d t';vxf 
;i/7 5> (3.48ml) *Mz.X160X:iZX-MmWLtz o RJfc«*£&* -C^SPlfe. IM**- 
1 N*.mti- b U A7K»«t?«-BBtfco ^«S* 1 N^K-ft* b V *A*»»U 

(lomi) *sn;iT*Ni*:*rffi3*fco #Sb b b £^u »*c*a*-*&£ fcfcj: 

"J, ^B-ffr&W (230mg, 17%) SrSfeJtfeiftB&fc LTftfc. 

J H-NMR Spectrum (CDCla) 5 (ppm) : 5.00 (2H, br), 6.10 (1H. s), 7.38 (1H, d, J=8.8H 
z), 8.20 <1H, dd, J=2.8, 8.8Hz). 8.22 (1H, s), 8.38 (1H, d, J=2.8Hz). 
[0 2 3 5] 

(Mi&flJ 45) 4 - (4-7^-2-^an7x;^y) - 6- f ( tfn 'J >- 1 

MlSt#ffi^T\ 4-T^V-6 - (2-^nn-4--hn7x; J fv) eU5 5?> (23 
Omg) £r b 7 t KD7?y (5ml) icjMI**, **8*SlTfc b 'J J-f-^T 5 > (0.24 
ml) % ?do«7x^ (0.216ml) *ITLfc«, ISt:tll|r^Lfco kTnV 
v>> (0.507ml) *JnxT$&»Cll^M»#Lfco * kttW^fcT 

*L>T#^tL^M^i^y-;V (20ml) (5ml) *Unx.T»****/S^ 

(400mg) , i&fl:7>^-?A (800mg) £iDx.T 2 f$|SJj!jn&aS£Lrt:o £Ol5Ti£ £ lUS. £ "C 
'^ipm, ^Tfc®**?* b*»L-C%»U /U-r t-7t Kn77> (i:l) 

, TjcrC^LTto %*<5*M*»«U Tic, «S«tt*-ei^il»U, iS7KTO7"b'J 

?fc ; : SSSxf^= 1 : 4~ft»*-f-/i/) KiD**U mzik&%9 (145. 5mg, 

51%) tfife»*kLTftfc. 

X H-NMR Spectrum (CDCb) 5 (ppm) : 1.90-2.05 (4H, m), 3.40-3.55 (4H, m), 3.70 (2H, 
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brs), 6.60 (1H, dd, J=2.4, 5.6Hz), 6.77 (1H, d, J=2.4Hz), 6.98 (1H, d, J=5.6Hz), 
7.15 (1H, brs), 7.60 (1H, .d, J=0.8Hz), 8.37 (1H, d. J=0.8Hz). 
[0 2 3 6] 

(»jS0H6) 4- (2-^^-4->>P7x;^) tf'jyy-2->fJi/7^ 
jRlSWK:2-75>'-4-*ntnr»;s;> (5.0 g) , N-^f-^tf n >J K>(40 ml), 
2-tKo^>'-5--bnh;vx> (11.9 g), V T'n xf)V7 5 > (20.1 g) 

mm&w%T, 1 5o^5 0«jii$ufc, M*-efc*pfc, 

KJS*tf KD77^ (200 ml)*imxT$MELfco *itf*fJH- rMlOO 
ml)-CttltBLfco #««*<HMttt*(100 mlX2)T?«fei*U b 'J *A-0*«fc 

•7xf)n-f;v'Jllif^=i : »*ti£*U *tfeH#fc LTafMb* 

(4.36 g, 45.7 nj 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 2.28 (3H. s), 5.89 (1H. d, J=2.0 Hz), 6.04 (2H 

, brs), 6.19 (1H, dd, J=2.4. 5.6 Hz), 7.23 (1H, d, J=8.8 Hz), 7.87 (1H, d, J=5.6 

Hz), 8.14 (1H, d, J-2.8. 8.8 Hz). 8.29 (1H, d, J=2.8Hz). 
ESI-MS (m/z) : 246 [M+H] + . 
[0 2 3 7] 

^rv) e<; yy- 2 --on 

4 _ (2-^fiV-4--hn7x/^y) fcT V v*^- 2 - >f *T 5 > (1.00 g, 4.08 m 
mol) f?KKn79> (50 ml) iftUF'Jxf *7 5 ^ (1.14 ml, 8.16 mmol) * 
Unit, 7KM#T^nn^7^-;U (0.768 ml) £n§T L, l«MW*#Lfco 
T*un*m7x-M0.252 mOfcilifflU HC3 OMIULfc. RiSifc**ET£ 
N-^f***A7? K (18.9 ml), *)U*V > (1.42 ml) * 

inx., aaT5i»niiai*Lfc. ^ : 71 h 7 1 ko 7 7 > = 1 : 1 (150 

ml)-* (100 ml)-C5MEbfco *IM^:fh7tKD77>=l : ltiffit 

ibtL^S^yU *^*9A^n-rb^9 7>f- (FUJI Silysia NH, i#tBi£ ; 
>:^^^;u=2 : i~i : l-ftl*^*) TfllftLfco LT#£> 

r: 1 -S^^^^-B^^^^:^ 9J-fr= l 0 : 1) "CflNRU ifeSftLtg 
E<t^» (772 mg, 52.8 X) ' , x , ,„ 

J H-NMR Spectrum (DMSO-ds ) £ (ppm) : 2.29 (3H, s), 3.41 (4H, m), 3.54 (4H, m), 6.67 
(1H, m), 7.27 (1H, d, J=8.8Hz), 7.43 (1H, m), 8.15 (1H, d. J=8.8 Hz), 8.20 (1H 
, d, J=5.6Hz), 8.32 (1H, s), 9.38 (1H, s). 
[0 2 3 8] 

(M^Mi-D ±»d£2l ZL^JtM^M f4- (4-7^-2-^fJV7x7 

*>b*V>- 4 [4- (2-^)l'-4-->n7xMy) tTUi;^- 
2 _^;u] 75K (775 mg) OX^-jV (50 ml) iSC^Iiit (505 mg), MilT V 
^=.fjA (967 mg), 7K (10 ml) fcin*, 9 0t"C2 O^Hifi^U. i**^ 
R(B*05F:»*t*»lb. ***** N, N-v*^ Wjuat; KfI»Lfc 
o %«t«ETC«iU aSEtftK^^^ :fh7tKn77>=l : 1 (200 ml)- 
* (100ml) ^Ett. #»i*ft««!fcitt?ft*L, **»tt b'Jf AtiHlLfc. 
»«t«*L-C»C>ir^»aEtft»^^-/K5 ml)*iJD*.TJ8»$-frfc&. yif^x-r* 
(30 ml)*lPiLT#*lLfc« ift^^U afcfcfcU LT*BB^» (184 

mg 26.1%) *»fc 0 *»*r»«fLfc»»K^^>l'^-T^(30 ml)*lni^-C!ijB$"fr 
@#*%]RU a«K»i-*ik»=J:«J, sen«fe*tfe»*t LX&Mt&m (20 
7 mg. 29.3 %) «r#/co 
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Jfi-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.94 (3H, s), 3.38 (4H, m), 3.54 (4H, m), 5.01 

(2H, m), 6.42-6.48 (3H, m). 6.72 (1H. d, J=8.8 Hz), 7.23 (1H, s), 8.04 (1H, d, 
J=6.0 Hz), 9.13 (1H, s). 
[0 2 3 9] 

(Mi£ffU49) fcfpijyy- 1 -»>m?>H8 [4- (2-^f^-4-^fn7 xy 

fcf V v y- 2 - 4 *] 7 g K 
4 _ (2-^f^-4--H37i;*'» tfy y*- 2 -4*73 V(1.00 

(50 ml) fc«Efc h 'J 3 > (1.14 ml) fciJU*., *MffT^n^ 

^7x-;u (0.768 ml, 6.12 mmol) tiTU 1. 5*H*J*Lfc. *jW«rF^ n 
^Sl7i-*(0.252 ml)*i&UnU 0. 5l*W»#Lfco J^«**BET«MU JMfcfc 
N, N-^^f**A'A75K(20il), tfa'Jv'V (1.36 ml) &*Dx.> M"C0. 5 Nf 
Hak^L^o KJS*fcft**-f-*'(150 ml)i:7jc (100 ml) Lfc„ *8lJifc«tf0fctt 

7A*dy^77-/- (FUJI SilysiaNH, m&m ; ^ 2 : 1- 

l "; "C*«U *»feH#4: LXmLit&m (988 mg, 70.7%) fcfffc 

°H-NMR Spectrum (DMSO-de) 5 (ppm) : 1. 81 (4H, m), 2.29 (3H, s). 3.35 (4H, m), 6.66 

(1H, m), 7.27 (1H, d, J=9.0 Hz), 7.53 (1H, s). 8.15 (1H, m), 8.18 (1H, d, J=5.6 
Hz), 8.32 (1H, m), 9.31 (1H, s). 
[0 2 4 0] 

mmi50) f4- (4-75;-2->f^7i / 

fcfn >J v>- 1 -*;l"K>^ [4- (2-^f)l'-4--hn7i/^-» E'Jy>- 
;w] 75 K (775 mg) Wx^;-^ (50 ml) (505 mg), M.itT V 

*-*A. (967 mg), 7k (10 ml) fcJoiU 9 0*0^3 0#MiJII»*#Lfco JRJ£**M 

%*t«ETI«tfc. SiaEfrBR^* (100 ml)fc* (100 ml)T?#Ebfco 

30ml)Jn£, »-C2«MIMH*Lfc. H#****U - K J: 0 , t*^ 

TiKBft'fr* (467 Bg. 66.2 %) *#fc 0 

'H-NMR Spectrum (DMSO-de ) S (ppm) : 1.80 (4H, m), 1.94 (3H, s), 3.34 (4H, m), 5.01 
(2H, m), 6.42-6.45 (2H, m). 6.49 (1H, d, J=2.4 Hz), 6.72 (1H. d, J =8. 4 Hz), 7.3 

3 (1H, d, J=2.4 Hz). 8.02 (1H, d, J=5.6 Hz), 8.54 (1H, s). 
. [0 2 4 1 ] 

5 1) 1 - ( 3 - yxf*7 5 y/n fc?;V) -3 - [4 - ( 2 - * 4 - 

rFo7x;+>/) fcf>; v>-2-"f JV] 7U7 

4- (2-^f;f-4-xl«n7x;Jfy) tT'J 2 -4 *7 3 > > 'J xf*7 3 

/(500 Dg)<7)fF7tKn7 7>i« (50ml) fc, *i§#iPTK * a n i (0. 

384 ml 4.08 mmol) fcffiTU 0. 5f$H«#L*: 0 jRj&**ttffiTfc*8Mk 
i?>WM75K(20nl), N, N-W*-l, 3 -^D'O -?7 3 > (1.28 ml 
Vila*.* M-e2i$m*#Lfco RJB****^*(150 ml)fc* (100 ml)-C^BBL 

Tto ^r«JB*f&«A**t?*iin-; b v 7At-em «ETciitfc. » 

•Sfe->'J*W7A^nYh^77<f- (FUJI Silysia NH> $§fcBifc ; ^*V>:&mx- 
3- } \,= i : TttSU ^mfe^^t LXmmft&® (794 mg, 96.9 * 

.) *»;fco 
ESI-MS (m/z) I 402 [M+H] + . 
[0 2 4 2] 

(IMfrW5 2) 1- [4- (4-7U-2-^f^7iMv) fcf >J y 2 -4 * 
] -3- (3 -/xf«/7 5 y 7"ntf;u) 7V7 
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1 _ (3-y'xf;i/7? J"fv\Zfr) -3- [ 4 - . ( 2 - * f-ts- 4 b n y x / * v 
) tf V v* > - 2 - 4 ;V] •> V'T (794 mg) <0*- * J (50 ml) (442 mg), 
^bT>*-->^(847 mg), *(10 ml)*jOQ;U 9 0 1 Lfco Rfi5«* 
tjUtm TFiMftfcfcBUU 6fc**flETfc8B8bfco * (100 ml 
)£fln;i, b 'J fA7XM»L, b V •> » 
j£S*LTif§lb*L;fc5SaE*-> , J *W?A?D7 b ^7 7 ^ - (FUJI Silysia NH, »tti 

; ^*-9-> ■: fta*f«'= 1:1-1:2 -Witfl'-***^* '• ■* * ' ~ ;l/= 2 

0 : 1 - 1 0 : i)-c»SU *»f&frW(iio mg, 15 %)*f*fco 

^-NMR Spectrum (DMSO-ds) 5 (ppm) : 0.93 (6H, t, J=7. 2 Hz) , 1. 53 (2H, m). 1.93 (3 
H, s), 2.38 (2H, m), 2.43 (4H, q, J=7.2 Hz), 3.12 (2H, m), 5.03 (2H, m), 6.39 (1 
H, dd, J-2.4. 6.0 Hz), 6.44 (1H, dd, J-2.4. 8.4 Hz), 6.49 (1H, d, J=2.4 Hz), 6.7 

2 (2H,-m), 7.97 (1H, d, J=6.0Hz), 8.22 (1H. brs), 9.04 (1H, s). 
ESI-MS (m/z) : 372 [M+H]\ 

[0 2 4 3] 

(«ftgl5 3) 1- \4- (4-7U-3- »nn7x^y) fc'Jy>-2-^ 

1 - 3 - ^±Jk^ 

WOO 2/3 2 8 7 2i:H^$ilfc2-75/-4- (4-75;-3-^D7xM 

y) eu^> (707mg) £M^#H^T, f f7tFD77V (15ml) 

J&^SPTH b 'Jif;l/7 5 * (0.523ml) > ^oo^Tx-^ (0.470ml) *lTLfcft 

7i?D-7F^77-( - (ittBifc; ; 3 : 2) fc* I3»«U 4- 

(4 _ 7;; _3_ ?n n7x^-» - 2-7x^y*W-il'7?^ , iy> (92 

omg) 'immmmt Lx%tz Q £<d«««i»*n, N-^w;i'A7U* ObD 

2MifJV7?>'-rh7tKn7 7^t (4.5ml) £iPx, T23B#f B 1 

7 ; ^*-9-> : im***-*^ 1 : 2) uj:I)»»u, Ba9»®»**m 

LTtffj^/c^^H^^^^-I^- 1 -^^ (5:1) ^rin^-T^^H^^ffi^^r^o #§h b b£ 
%?PIU »*U£*1-& ZtlzX ij£KUb£4& •(298mg, 32%) ffiM B Utt#/;„ 
J H-NMR Spectrum (CDCI3) 5 (ppm) : 1.22 (3H, t, J=7.2Hz), 3.37 (2H, m), 4.05 (2H, s 
), 6.11 (1H, s), 6.45 (1H, dd, J=2.8, 6.0Hz), 6.78-6.85 (2H, m), 7.03 (1H, d, J= 
2.8Hz), 7.98 (1H, d, J=6.0Hz), 9.21 (1H, brs). 
[0 2 4 4] 

(1^5 4) 4- (4-7^-3-^P7^^'» -2 - r (KP'jy> -l 

WO 02/32872 CBiSftfc2-7?^-4-.(4-75^-3-^nn7i>'* 
«>) kf';v> (471mg) £Ms5f#B^T\ t b 5 fc b*n 7 7 > (10ml) C 
f&^iPTl- b ijxf)U7-3 > (0.348ml) > ?nn#7x-^ (0.313ml) t»TLfclfe 
, i^i:IiaSt'#zatt-MffLfcc tORJSatCtTu'jyv (2ml) SriPX-T, $ 

&7jcOT^ b "^AtttJfeU. »«E«r«M*LT»e>it*:«S«:->U 

/;SlCA^t>-^if^ (5:1) *im*-Cl&fl**rffi3-e'fco 8hIi*%#U il 
• 5c«*i"4ifc»wJ:i)aBB'fb'&-» (232mg, 35%) B B B t U#f: 0 

J H-NMR Spectrum (CDCI3) 8 (ppm) : 1.90-2.00 (4H, m), 3.40-3.55 (4H, m), 4.00 (2H, 
s)i 6.48 (1H, dd. J=2.0, 5.6Hz), 6.78 (1H, d. J=8.8Hz), 6.86 (1H, dd, J=2.8, 8.8 
Hz), 7.01 (1H, brs), 7.04 (1H. d, J=2.8Hz). 7.67 (1H, d, J=2.0Hz), 8.01 (1H. d, 
J?5.6Hz). 
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10 2 4 5] 

(MM* 55) 1- T4 - (4-7;/-3-^n7xM-» fcT'J y > - 2 - * 

1 - 3 - i/7 

WOO' 2/3 2 8 7 2 KHfSiit2-7?/-4- (4-7U-3-?n07xM 
v) kfVv^ (236mg) £SH#H^T. fh?KKn7?> (10ml) ** 
ff^jJTPby*W?> (0.21ml) , ?nnf|7i-JV (0.188ml) tiTLfc* 
, «+|:W4t#lLT-Mfflfc. t©KJ6*»=N, N-y>f**^75 K ( 
2ml) , N, N-/W7?> (0.5ml) fcJjPx-T, HC-BfjfU, 

$ ; : Stxf^= l : 3) Hi^JRtML^o ito»Iia-**8b-cff 

||:-7if^x-f>-A^rt> (i:i) «rJjnx.-C!K»^*fe^ «F»S*Lfco 
*«tKte«-t* utCitJ MfiHfc** (121. 5mg, 36%) «r t tt#/: c 

! H-NMR Spectrum (CDCh) 5 (ppm) : 1.22 (6H, t, J=6.8Hz), 3.36 (4H, q. J=6.8Hz). 4. 
01 (2H, brs). 6.46 (1H. dd. J=2. 4. 5.6Hz), 6.78 (1H. d, J=8.8Hz). 6.85 (1H. dd, 
J-2.4. 8.8Hz), 7.04 (1H, d, J=2.4Hz), 7.12 (1H, brs), 7.66 (1H, d, J=2.4Hz), 8.0 
l'(lH. d, J=5.6Hz). 
[0 2 4 6] 

(SL#M5 6) 4- (4-7^-3-»DP7x^y) -2- [ (^;V*U>-4 

WO 02/3287 2 KHzpStLfc 2 -7 5 7-4- (4-7?y-3-^n7xM 
v) Vf;v> (236mg) *M##H^T, fh?kKn77> (10ml) 
^■^TIC b 'Jxf ;V7 5 > (0.21ml) „ ^na^7i^ (0.188ml) 4-)lTL/:t 
, -e#SLT— l&S^Lfco £0>RJSi£fcN, N-^WW7 5 K ( 

2ml) > (0.5ml) SriD/lT, B«#Lfco BU&W***^-^^^*"^ 

*LT#e>ttfc^SSr->U *y**fAjrBT b /?7<f - (MBWl ; SSSif^) CJ: 

*«E«*Lfco a«*«E««+*^fc^J:0-*IBft'frW (172mg, 49%) 

l H-NMR Spectrum (CDCb) 8 (ppm) : 3.49-3.51 (4H, m). 3.72-3.80 (4H, m), 4.02 (2H, 
brs), 6.49 (1H, m), 6.79 (1H, dd, J=1.6, 8.0Hz), 6.86 (1H, m), 7.05 (1H, m), 7.5 
8 (1H, brs), 8.0.0-8.10 (2H, m). 
[0'2 4 7] 

(agjiffil 5 7 ) 4 - (4-7^-3-^PD7x^-» - 2 - f (4-7^;VH^ 

WOO 2/3 2 8 7 2 KBfl^;g*Lfc2-75y-4- (4-75/-3-^n7x;^ 
->) (236mg) *a**ffl*T, f F7tKn77> (10ml) fcjgfSIS-^ 

i§.&*PT£ b y if*7? > (0.21ml) , ?nn*|7xi* (0.188ml) *iTL/:t 
.•.^S^Tl.S^Wm^t/co £©RJ&*fcN, N-f>f***A7?F (2ml) , 1- 
>fjHf/<7yV (0.555ml) £*n;LT, HC-BS3$Lfc. Rfc****^**** 
T-^-SBLfco *«Jl*<MnJtifcic-C«ls»L, b 'J f A-eK*Lfc. 

@* L "b ti^l^ v ')*y^*7A^n-7h777>f - (Fuji Silysia NH. }#fcB 
& ; ftaxf* : 7 ?y-;v=95 : 5) Ci *)ttWLLxm&it&® (234mg, 65%) «r^» 

'H-Niffi Spectrum (CDC1 3 )<J (ppm) : 2.32 (3H, s), 2.35-2.50 (4H, m), 3.40-3.60 (4H, 
m) 4.02 (2H, brs), 6.48 (1H, dd. J=2.4, 5.6Hz), 6.78 (1H, d. J=8.8Hz), 6.86 (1H 
, dd, J=2.4, 8.8Hz), 7.04 (1H, d, J=2.4Hz), 7.26 (1H, m), 7.58 (1H, d, J=2.4Hz). 
8.01 (1H, d, J=5.6Hz). 
\ [0 2 4 8] 
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4- (4-7^-3-^nn7x^ -» -2- ll- F (t-7h 

WOO 2/3 2 8 7 2 ^W^£ti*:2-75y-4- (4-7?/-3-^nP7x^ 
v) tf'Jv> (471mg) *mM r &m%T. N, N-^WM7?K (10ml) 

M?S^"C h 'J x.-f-;]/7 5 y (0.523ml) > 1- {t -7Y 
v>-4-*;i'^>m (573mg) , ( 1 H— 1, 2, 3 V* b 'J 7 1 - 4 * 

**->) [hU (■7>f^75/') ] ^^^-'JA A^t7*ta*^7 jc- Hll06m 
g)**nx.* 2.5B»W«#b*:o h«Jif*7?> (0.523ml) % 1- (t-7bV/*^# 
-■*) \£s<yy>- A (573mg) , ( 1 H— 1, 2, 3 -'O V b V 7 V- 
— 1 — JV=j-^-5^> [bV (y^W7^) ] ^■9-7/u*n*^7 
x- Kll06Bg)*iftlrat> ??>i:-W#U:o BUS******-* fc*t*BLfc. % 

m*.;ft»^^ :^**>=2 : l) ^i:yxf;vx-f ;v-A^t 

>£^Tit£ H B H £*T&£-£*:o *t B B a £5]ftU ajME*+*tfctJ:0*B'fb'fr* (644m 
g, 72%) SrSfcifiMii: LT#/Co 

'H-NMR Spectrum (CDCh) 8 (ppm) : 1.46 (9H, s), 1.60-1.80 (2H, m), 1.80-2.00 (2H, 
m). 2.37 (1H, m), 2.60-2.90 (2H, m), 4.03 (2H, brs). 4.10-4.30 (2H, m), 6.56 (1H 
, dd, J-2.4, 5.6Hz), 6.79 (1H, d. J=8.8Hz), 6.85 (1H, dd, J=2.4, 8.8Hz), 7.04 (1 
H, d. J=2.4Hz), 7.76 (1H. m). 7.92 (1H, brs), 8.07 (1H. d, J=5.6Hz). 
[0 2 4 91 

(«ff[J59) 4- |3-^oo-4- [3- (2 -7x-jV7-irfJV) ^*frWK 
] 7x^->l -2- 1 [1- (t-7'^y^;v^) aa^ 

4 _ (4-75;-3-^nn7x^y) -2- |l- [ (t-7h**/**#-*) 
tf^U yy-4 -^/p] *;v,f-;v75^| t?';v> (447mg) i:Iiai:T0.llM7x^ 
;W7-bf-;W Vft^T*- b -T-t b- b U (47ml) £3jnx.s — SfeflH^Lfco ^ 

(?§mi£; ftBfc^-f-^ : ^**^= 1 : D fc-fc&HWU mt**&1tM-t*Z-b\zt. 

*), (527mg) J^tMjHTffc, 

'H-NMR Spectrum (CDCh) d (ppm) ". 1.46 (9H, s). 1.60-1.80 (2H. m), 1.80-2.00 (2H, 
•m), 2.40 (1H, m), 2.60-2.90 (2H, n), 3.77 (2H, s), 4.00-4.30 (2H, m), 6.23 (1H. 
m), 7.04 (1H, m), 7.20-7.50 (6H, m), 7.87 (1H. m), 8.07 (1H, brs), 8.13 (1H, m), 
• 8.38 (1H, d, J=8.8Hz), 8.61 (1H. brs), 12.45 (1H. s). 
[0 2 5 0] 

(jBH6fll6 0) 4- (4-7^-3-;PP7x;^y) -2- (Jih^v^;V^- 
;V7^y) egyy 

WO 0. 2/3 2 8 7 2 KBgjp $ 2-7^-4 - (4-7?^-3-^OD7xM 
v) tTUv> (235. 7mg) fcMStfflfcT* f j>?KKn75> (10ml) C»»$-tt\ *. 
tK^±PTIC b 'Jif;V7? > (0.21ml) > ^nn^i^;i/ (0.143ml) fcSSTLfcffe 

Lfc„ U &tK1S®^ b t> A«Lfc. »»«:«M*L 

T#f>it^^It y 'J * ^Ji'* 7 A ? h ^7 7 - (feftWi ', IBR*-*-* '. 
= 1 : 1) i:i OffifiLT 4 - (4-75y-3-?Dn7x/#y) -2- (fc**J-b 
^->*;l//-K-;v) 7$7tf';v>- (190mg, 50%) *r^-fet**t% t LT^fc i©4 - (4 
_ 7U _3_^ DD7x ;^» - 2 - (tf*X-b*y#;V"Kx\;l<) 75^tT'Jv ? > ( 
l'90mg) *3-?y-)l< (5ml) 1 NjJcBMfc:*- b V * A**fl[ (1.0ml) £M 

{'r'-Cl)ax.-C15^F^m#L/co RfSflE*ftm^^^t7K-C-^S5L^, 

(1 : 2) *jbDx.T^ H B B ^*ftU$-tir^o ttflfcfcJRU a«ft*1"* - t K. X *) SIB 
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it&m (I21mg, 7995) Sr^-felSII t LT#£ 0 

'H-NMR Spectrum (CDCls) 8 (ppm) : 1.30 (3H, t, J=7.2Hz), 4.03 (2H, brs),. 4.21 (2H, 
q, J=7.2Hz), 6.50 (1H, dd, J=2.4, 5.6Hz), 6.79 (1H, d, J=8.8Hz), 6.86 (1H, dd, 
J=2.4, 8.8Hz), 7.05 (1H, d, J=2.4Hz), 7.53 (1H, brs), 8.09 (1H, d,- J=5.6Hz), 8.1 
8 (1H, brs). 
[0 2 5 1 ] 

m&M 6 1) 1- r 4 - (4-7^-3-^nP7x^y) bfiJy>-2--f^ 
1 - 3 - is 9 u -fx* \£jl>*> UT 

WO 02/3287 2 l:H*$^2-75^-4- (4-75;-3-^nn7x/* 
v) (236mg) t n^nt>7^ > $BI#J 5 3 tcrp C7t^&}3 «t 

(I46mg, 46%) LT#fco 
'H-NMR Spectrum (CDC1 3 ) £ (ppm) : 0.40-0.60 (2H, m), 0.70-0.80 (2H, m), 2.71 (1H, 
m), 4.05 (2H, brs), 6.46 (1H, dd, J=2.4, 5.6Hz), 6.70-7.00 (4H, m). 7.03 (1H, d, 
J=2.4Hz), 7.20-7.25 (1H, m), 7.96 (1H, d, J=5.6Hz). 
[0 2 5 2] 

(«ffil6 2) 1- [4- (4r7?;-3-»PP7x;^» b fUv>-2-^^ 
1 - 3- \2 - (N. N-v^-f-^TSy) »V7 

WO 02/3287 2 (l^$tL/c2-T5y-4- (4-75/-3-^Dn7xy 
-» £''Jv> (236mg) i:2- (N, N-yiW?/) ^f-;VT ? >^e>M^!l 5 3 
HvHC/c^&Hi: ^OT-fk^-t/ (154. 7mg, 41%) Sr&t-feftbjfc^ £ LT^ffco 
J H-NMR Spectrum (CDCI3) £ (ppm) : 1.04 (6H, t, J=6.4Hz), 2.58 (4H, q, J=6.4Hz), 2. 
64 (2H, m), 3.42 (2H, m), 4.07 (2H, brs), 6.43 (1H, m), 6.70-7.25 (5H, m) , 7.97 
(1H, d, J=5.6Hz), 9.33 (1H, brs). 
[0 2 5 3] 

(§Sjiff!)6 3) 4- (4-7^-3-^nP7xy^y) -2- f4- (b°a'Jv> 
-\-A)V) h , ^'Jy>-l-^^^^^-^7^>'1 VfVW 

WO 02/3287 2 tt£ 2 - T S ^ - 4 - (4-7U-3-?on7i^ 

v ) fc? ') v > (236mg) fc 4 — ( tT'n U > — 1 — f fr) 'J v > tf> <b MM 5 3 i:$ 

vmiS'fb^ (137.8mg, 33%) 4-efe©*tLt#fc„ 
'H-NMR Spectrum (CDCh) £ (ppm) : 1.20-1.30 (2H, m), 1.40-1.60 (2H, m), 1.70-1.80 
(4H, m), 1.90-2.00 (2H, m), 2.21 (1H. m), 2.50-2.70 (4H, m), 2.97 (2H, m), 4.01 
(2H, brs), 6.47 (1H, dd, J=2.4, 5.6Hz), 6.78 (1H, d, J=8.8Hz), 6.85 (1H, dd, J=2 
.4, 8.8Hz), 7.04 (1H, d, J=2.4Hz). 7.57 (1H, d, J=2.4Hz), 8.00 (1H, d, J=8.8Hz). 
[0 2 5 4] 

(ggjgff86 4) 4-(4- l3-y-PP-4- \2 - ( 4 - 7 )V± P 7 x. -)ViJ JW-C^E 

g^#ffl^T, 4- (4-75/-3-^nD7xA-» -2- 1 1 - [ (t-7*b* 

^^-4-^ *;V^-;i/T? >M W*jy (196mg) fcN, N 
-y^fMJW7 5 K (2ml) N— (4-7;^n7x-)W -VU-y*? 

7vK (260mg) > h'JxW5> (0.184ml) , (1H-1, 2, 3-^>V*HJ7 
y'-jl,- 1 _^;U^-^-» [hi; ] *7*-vA ^ 7 ^ * P * 

^7x-K584mg)4r50t:H-Cinx.-cmMm#U^„ Rj£»*M*Tlfr*PL;fcfc, »H 
xf^fc 1 N^aftT- b 'JW^tt^ELfc. #«W«rft«I*»**^ b 'J ■> 

#ibtL7t%^ : Srv' , ;*y^*7A^P-7by'77'f- (Fuji Silysia NH, ?gtfi?j£ ; 

tofktn&Em+zztKtQ&Rikitm (234. lag, 85.2%) tifeMnti^ 

'H-NMR Spectrum (CDCh) d (ppm) : 1.39 (9H, s), 1.55-1.70 (2H, m). 1.75-1.85 (2H, 
m), 2.35-2.50 (1H, m), 2.60-2.75 (2H, m), 3.62 (2H, m), 4.07 (2H, m), 6.55 (1H, 
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dd. J=2.4, 5.6 Hz), 6.85-6.98 (3H. m), 7.10 (1H, a). 7.43-7.52 (2H, m), 7.78 (1H 
, m), 8.05 (1H, d, J=5.6Hz), 8.23 (1H. d. J=8.8Hz), 9.18 (1H, brs), 9.67 (1H, s) 
, 9.92 (1H. s). 
[0 2 5 5] 

(M01165) tfo'J Vy- 1 njjMj±±i y » Z_k K f4 - (4 -7 5 / - 3 - 
^□D7i^y) tf ■; v > - 2 - -f ;H 7?K 

ffi*#H^T, WO 02/3287 2 fcHSSttfc 2 -7 5 ^ - 4 - (4-7?y-3- 
?.nD7x^y) tf';^> (250mg) *m.m%-W%T, f h7fcKn77> (5ml) U» 
filS^'aMt^JWF, hyif-iU7 5> (0.185ml) , ^nnf^|7i-^ (0.184 

mi) *«5TLfc&, aat=T2.5«pwa*fLfco ae«fc****»T, m;xw^ 

> (0.074ml) , jnoftf|7x-* (0.073ml) fciiSnLfc^ gSKT40fl-W1fH$ 
Lfco KiS«ttirni;5;> (0.530ml) fciflx., -Sft«#L.fco tTn (0.530ml) £ 

j&bnu iK>ma#Lfc. $e>icRt&«*40Tc^MLT3559-w«#^ 5ort-#s£-£ 

U **itth';9A-C«»Ufc. ilif*Lt#^^g*y'J*^*7A?n 
7^57^- (i#ffi?£ ; ^**>' : SPKif^=l:l~l:3) icfcijfiMKLfco S»l 
#£^LT#kftfcaS£ME3£&-f&- y)mMt&%0 (73.2mg, 19.8%) £*ft 

X H-NMR Spectrum (CDCh) 5 (ppm) : 1. 80-2.30 (4H, m), 3.62 (2H, m), 3,84 (2H, m), 4 
.02 (2H, m), 6.14 (1H, m), 6.80 (1H, d, J=8.8Hz). 6.90 (1H, dd, J= 2.8, 8.8Hz), 
7.09 (1H, d, J=2.8Hz), 7.67 (1H, m), 8.04 (1H, m), 8.23 (1H. m). 
[0 2 5 6] 

(Mia 6 6) 1- [4- (4-7U-3-^PD7x^-» fc°'J v>- 2 
1-3 - (3-^EJl-fr'J >-4-W Jl^nfcf^) 71^7 

4 _ (4-75;-3-?nn7i^-» bf'J 2 -4 ;V7 5 > (750 mg, 3.18 m 

moD^x h 7t Vuyvy (30 mL) K»»U h'Jif^75> (0.444 mL, 4.77 mmol 
)«riJDx.^o ^dd^S7i-^ (0.399 mL, 4.77 mmol) tITL, gift 

■p4^PI|4 5fl'affU. *^TK, h'J*f*7§V (0.222 mL), *an«7x- 
)V (0.200 mL)£ML, 4 0*fflj8#lt. £ K b V xfA'T 5 > (0.111 mL), 
□ if|7x-;v (0.100 mDfciiinU 4 O^Wm^bfco J£tSl££MJETKi^tt£, » 
gCN, N-^fA-WA7 5K (10 mL), 3- (*/U*'J >-4 AO 7 , nt'^7 
? V (2.32 mL. 15.9 mmol) *UDx., M"? 2 f$W«# Ltz 0 RM^fxf* (50 m 
L) tiK (20 mL)-C$MELfco tfaWfcaMDJSMfefc**- b V *A*#*T»«:J*-U 

«U SfifJVeft^L, J: 0 , «H&»*fc LT*B-fb-61b (359 mg 

, 0.884 mmol, 27.8 %) *%tz 0 

^H-NMR Spectrum (DMSO-de ) S (ppm) : 1.59 (2H,. m), 2.28 (2H, m), 2.32 (4H, m), 3.15 
' (2H, dd, J=6.4, 6.4 Hz), 3.56 (4H, t. J=4.4 Hz), 5.36-5.39 (2H, m), 6.47 (1H, d 
d, J-2.4. 5.6 Hz), 6.82-6.89 (3H, m), 7.08 (1H, d, J=2.4 Hz), 8.02 (1H, d. J=5.6 
Hz), 8.11 (1H, brs), 9.06 (1H, s). 
ESI-MS (m/z) : 406 [M+H] + . 
[0 2 5 7] 

(MMM3JD. i - I" 4 - (4-7^-3-^pp7xM-» WJ>-2-<i )v 

1 _3_ [3- (i->f)i/^7-/>-4-f^) -fu\L^\ -71^7 
4 _ (4-7';-3-^D07xM'» MV=Jy-2-4 KTXy (750 mg, 3.18 m 
mol)t7h7tKn77> (30 mL) l:|»U b U xf-*T5>' (0.444 mL, 4.77 mmol 
)*Jbnx.fco vltL^r^L, ^nn^7i-;V (0.399 mL, 4.77 mmol) 5rfST L, MS 
T-4 R#H4 5^#L/Co h'jxf*75> (0.222 mL), *nn^7jL^;l/ (0.200 m 
L) SriEiJD L, 4 0*M«*fL7t o §?)Ch'JxW5> (0.111 mL), ?onflj7i 
(o.ioo mL)£iliDU Mr- 4 0*B*tfLfc, JRiS**«ETC»»a, 
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N, N-v^WWrn' (10 mL), 3- ( 1 -> ^^5^ >- 4 -4 ») "fu 
tf;U7 5> (2.32 mL, 15.9 mmol) £*DX., 2 Wf|BliSj$Lfco KJfc* 

(50 mL) fcjfc (20 mL)T'^@BLfc 0 b 'J i> U M 

ymWii- b >> A -eft* L fc o »JiS* L T ft <b * v U * y * * y A * n t b ^ 

57-f - (FUJI silysia nh, : **/-;v=i 0:1-20:3 

i)««Lfc 0 «ffi»fl-£$t«tU Sly'J *^A5A^dy^77^- (FUJ 
I silysia NH, > : »Kxf;l-= 1 : 1 -»*i^^-»K^f-^ : * * ^ - * = 

1 0 : 1 - 2 0 : 3) "CatS U H&itL&ltib UTSEia-fb^flfc (691 mg, 1.65 mmol, 51.9 % 
) *»fc. 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.57 (2H, m), 2.13 (3H, s), 2.24-2.45 (10H, m) 
, 3.13 (2H. m), 5.38 (2H, m), 6.47 (1H. dd, J-2.4. 6.0 Hz). 6.82-6.91 (3H, m), 7 
.08 (1H, d, J=2.4Hz), 8.01 (1H, d, J =6.0 Hz), 8.11' (1H, d. J=6.0 Hz), 9.04 (1H, 
s). 

[0 2 5 81 

(gUtflH6 8) ^'Jy^-1-^;^VI [4 - (4-7^-3-^n7x; 
± vj .t:'Jy>-2-^H 7 5 K 

4 _ (4-7';-3-?Dn7x^-» t?U y>- 2 -<f ^.7 5 > (750 mg, 3.18 m 
mol)&7" b 7t 9 > (30 mL) UML, f'Jxf^7 5'/ (0.444 mL, 4.77 mmol 

)*inx.fc 0 C^^tK^L, ^DDfl|7ii* (0.399 mL, 4.77 mmol) MITU'II 
•C3. 5B#r B m#L^„ #.<$TK b ';if*7 5 > (0.444 mL), ?nnflj7*-* (0 
.399 mD^iiJntt 1 5»W«#PL/So N, N-^f-^^AT? K (6.0 mL), fc?^ 
(1.5 mL) £ftq£, gift"? 5. 5Wj|j|Lfco RJS«*«mTK:«Mt U N, N 
-y^fW^A75 K (4.0 mL), H'^'Jv^ (1.0 mL) fcjJDx.* SfflT 3 6 

'J <* AX'f&mLtZo M*Ltf|f>«I«-> l J*^*7A^n7K77^- ( 

jSWffi ; : ffiBt*-*-^ l : l ~ l : 2 ~fi^x.f-;i/~@f^i?-;i/ : ^ * ^ 

= 10: 1) tfSLfco B»»W**»itaLTfte»^fcH'**:^f-A'^--T^»cJRfl8 
Lfc 0 mfcZZWL, M%.&m-tZZ. SMtfeBfri: LT^IB-ffc^ (462 mg, 

1.33 mmol, 41.9 K) £#£o 

^-NMR Spectrum (DMSO-de ) d (ppm) : 1.44 (4H. m). 1.54 (2H, m), 3.38 (4H, m), 5.37 
(2H; s), 6.49 (1H, dd, J=2.2, 5.6 Hz), 6.86-6.89 (2H. m), 7.07 (1H, d, J=2.0 Hz 
), 7.31 (1H, d, J=2.2 Hz), 8.06 (1H, d, J=5.6 Hz), 9.05 (1H, s). 
ESI-MS (m/z): 347 [M+H] + . 
[0 2 5 9] 

(gitg|6 9-) Tjj±V y- 1 -U r4 - (4-7^-3-^PP7x; 

* y ) tf 'J y > - 2 - "f jH 7 5 K 

4 _ (4-7S7-3-?nD7x;^y) fcTU v*>- 2 - )VT 5 > (750 mg, 3.18 m 
uol)*rh7l:Kn77> (30 mL) Ki#fl?L, h'Jxf^75> (0.444 mL. 4.77 mmol 
)*inx.fco £il**ifrU 7DD^|7x-^ (0.399 mL. 4.77 mmol) *iTL, MM. 
t 5 tWt tfco MTt: b ') xf jbj 5 > (0.222 mL), ?DDf|7x-Jk (0.200 

nL)*m.toLX 4 OfrWmWLtZo $ <b £ b U xfJl'7 5 > (0.111 mL), ^nuf»7 

(0.100 mL)£itiraLT3 0#Fb1S#L£o RJE&ifc«:«ffTfcaM6L* JSatKN, 
N-y^f^A75K (10 mL), 7*ff^«tt[ (1.49 g, 15.9 mmol) , b'Jx 
^)VT<> (2.66 mL. 19.1 mmol) SriJDx., MiST* 3 i$F«flm# Lfc„ KmmmW^^ 

(50 mL) iiTfc (20 mL), b 'J * A;jt?§?££flnx.T55-E Lfco 

tftJW^ifejt-cas^L, *7Kf«lfe± b U 7A«L^o ^I@*Lt#f)Mi$-y 
U*y;u*7^^n-7b^77^- : Mx-^-;u= l : l -fttt^f-^^-WBl 

>?/-;v=2 0 : 1-1 0 : 1) TaNKLfco Btt«Bfl-«r»«lL-C»e>ix^: 

*fc LT*fB'fb'&* (492 mg, 1.54 mmol, 48.5 X) Sr#*r 0 
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l H-NMR Spectrum (DMSO-de ) d (ppm) : 2.12 (2H, m), 3.93 (4H. t, J=7.8 Hz), 5.37 (2H 
, m), 6.50 (1H, dd, J=2.4, 5.8 Hz), 6.83-6.89 (2H, m), 7.07 (1H, d, J=2.4 Hz), 7 
.42 (1H, d, J=2.4Hz), 8.05 (1H, d, J=5.8Hz), 8.99 (1H, s). 
ESI-MS (m/z): 318 [M+H]\ 
[0 2 6 01 

(MflJ7 0) l- U- (4-7^-3-»pp7*^-» bU->'y-2- ^ ; u 

1-3- (3-yxf-»7?yynW »>7 

4 _ ( 4 _ 7 5;_3- ?D D 7l My) ifi;i?V-2-'f/UT5> (750 mg, 3.18 m 
mol) *T-h 7 fc Kn7 5> (30 mL) C«F»L, f')if^7?> (0.444 mL, 4.77 mmol 
)iiJQx.tz 0 £*i**MfrU ^nf|7i^ (0.399 mL, 4.77 mmol) fcttTU Mia. 
t?5^BiffLfc<, h'Jif*7?V (0.222 mL), ?an^|7x^ (0.200 mL)£ii 
JDL-C4 0»B«»Lfc. ?^Cf'Jif^75^ (0.111 mL), ?nn«7i-* (0 
100 mL)£iI*nLT3 0«-W«#L/io Rfi>**«ETU»ttU, SMfcfcN, N-5»* 
(10 mL), 3- (vW7 5V) ^^7?'/ (2.49 mL, 15.9 mmol 
)£Jnx., M"C3B»Bltl»Lfco BUSifc^ftK^f-^ (50mL)fc7K (20 mL), S 

ft LtilSf^l! (645 mg, 1.65 mmol, 51.8%) Sr#^o 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 0.93 (6H, t, J=7.2 Hz), 1.53 (2H, m), 2.38 (2H 
t, J=7.2 Hz), 2.43 (4H, q, J=7.2 Hz). 3.14 (2H, m), 5.39 (2H, s), 6.47 (1H, dd 
, J-2.2. 6.0Hz), 6.80 (1H, d, J=2.2Hz), 6.84-6.89 (2H, m), 7.08 (1H, d, J=2.2 
Hz), 8.00 (1H. d, J=6.0 Hz), 8.19 (1H, brs), 9.07 (1H, s). 
[0 2 6 1 ] 

iMMMUJ. 4 - (3-^f^-4-^1-P7x;^y) feT'J W- 2 -4 < > 
[0 2 6 2 ] 

2 - r ^ J - 4 - 9 n n tf U v > (2. 50 g, 19. 4 mmol) ON - ^ f->Hf n 'J K > (20 mL) 
SFflKK: 3-^f;V-4--hn7x;-)V (5.94 g, 38.8 mmol), yMVT'n^i 
^;uri> (13.5 mL, 77.5 mmol) SriJOx., tt*#BftT150'CT?*#L.fco 
ipm, RJEB*+oy-f V7*nt>xf;i/7 5 v 4r«ETtw9*Lfco Sttft* 1 ^*' ( 
150 ml) — 1 N imVCi- Y (5Qml)T$MEL;fco *J1*:»B^* (50 ml) 

^0L^;v=l/2~g^^f-;V~S^l?^^^/^ 9S-fr- 20/1) K «t ffiSSt" & - ^ K «t "J 
, Ltiiaft^* (1.64 g, 34.4 50 

'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 2.54 (3H, s), 5.98 (1H, d, J=2.4 Hz), 6.07 (2H 
, brs). 6.23 (1H, dd, J-2.4, 5.6 Hz), 7.14 (1H, dd. J=2.4, 8.8 Hz). 7.25 (1H. d. 
J=2.4 Hz), 7.89 (1H, d, J=5.6 Hz), 8.10 (1H. d, J=8.8 Hz). 
ESI-MS (m/z) : 246 [M+H] + . 
[0 2 6 3] 

(Bj||j7 2) ±fl<l£l) y- 4 -HWsW. [ 4 - ( 4 - 7 5 J - 3 - ^ f-JU7 x 7 

tfi; y>- 2->f >u] 7SK 

g3i#ffl^T, 4- (3-^f^-4--FD7xMv) kTU v>~ 2 -4 >(5 
53'mg 2.26 mmol) W h?t Kn7y> (20 mL) MKl-Uf *7 5> (0.471 mL, 
3.38mmmol) Sim*.*:. £*l£*#L, ?DD^7i-> (0.424 mL, 3.38 mmol) £ 
UP*. 2 O^HSff Lfc. RJ&«*»EETfcWMk »»tfcN, N-/V^*jU7 5 
K (8 0 mL), V (0.786 mL, 9.02 mmol) £2rax, Ififl lP#H^#L£o & 

t&*«:»»if-^(60 mL)i:7jc(60 mL) T-^SS Lfco #«W*«&*J*ffl*-?ifc»U «ft*«E 

-b u 7At«t, «BET^aMSLfco m*^* (20 bl)»c»»l, nmm 

m (505 mg, 9.04 mmol), ig-ffcT -7 A (967 mg, 18.1 mmol), * (5 mL) Wax.* 
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*/-;v = 10/l) Ki^ft^U ftfeiiMKflJfc LT*IB'fb# 

tl (283 mg, 38.1 X) 

^-NMR Spectrum (DMSO-de ) d (ppm) : 2.05 (3H, s). 3.39 (4H, m). 3.55 (4H, m), 4.85 
(2H. a), 6.48 (1H. dd. J=2.4, 5.6 Hz), 6.63-6.70 (2H, m). 6.73 (1H, s). 7.29 (1 
H, d, J=2.4Hz), 8.04 (1H, d, J=5.6 Hz), 9.13 (1H. s). 
[0 2 6 4] 

m&M7 3) fc°a'J V>- 1 -7>JW-K>e& r4 - (4 -7.3 J -3 -^-7-^7x7 

fisfe&HjftTV 4- (3->^-4--l>n7i/^'» kfVi;>-2-^>UT5>(5 
53 mg, 2.26wl)Wrh7tKn77> (20 mL) |$C r- 'J *f*7 5 > (0.471 mL, 
3.38 mmmol) itia*.tZo ZtLZMfrL, ^n«7x-;P (0.424 mL, 3.38 nnol) t 

K (8 0 mL), tftJ'J V> (0.753 mL, 9.02 ramol) £}JD;i> gfitl O&WLfco W. 
*&«ttftat^f-/K60 nL)fc*(60 i)^ELft, #OT*«^fc***"?*fe8-U 
ith'J^AfgM, «ETCiSiL/:o ym**-9;-)\' (20 mL) fcjfcJSU mffft 
ft (505 mg, 9.04 mmolK &ft7>*x*A (967 mg, 18.1 mmolk *. (5 mL) fcinix.> 
8 0tJT2B#WiJnl!Mft#Lfco I«t«f»ft, *«F«*%»IU 6ifc**ETfc*«L, 

g^j-^;v~@^^;V.* * ^ -^ = 10/1) HiOflMRU * l/vy-feft^i: LT^IS 
ft-g-ito (277 mg, 39.2 %) fcftfco 

'H-NMR Spectrum (DMSO-de) 5 (ppm) : 1.80 (4H, m). 2.05 (3H, s), 3.30 (4H, m). 4.85 
(2H, m), 6.46 (1H, dd, J=2.0, 5.6 Hz). 6.63-6.70 (2H, m), 6.73 (1H, d, J=2.4 Hz 

), 7.39 (1H, d, J=2.0 Hz), 8.02 (1H. d, J=5.6 Hz), 8.54 (1H, s) . 

[0 2 6 5] , 
(Mj£ff!l74) 4- (4-7S/-3-/Wx;^) gjj v>- 2 -4 )±T * V 

4 _ ( 3 _^fji,-4-;|<n7iMy) fc'V v >- 2 - W frT S > (1.64 g, 6.69 m 

mol) <r>*9J-fr (75 mL) $$t:i 0 96^7 v «> Afltfg (300 mg) £iDx., 7jc^#H^i 

i/'j7jr;v7J7A^n-7h^7 7-f- (fcffiift ; > : R*^^ * : 
f-;v~SfcI£x^;v : > 9 2 o : l ~ i o : D TitiJSL, utifilt 

(765 mg, 53.1 X) 

^-NMR Spectrum (CDCb) 5 (ppm) : 2.14 (3H, s), 3.45 (2H, brs), 4.47 (2H, brs), 5. 
87 (1H. d, J=2.0Hz), 6.23 (1H, dd, J=2.0, 6.0 Hz), 6.65 (1H, d. J=8.4 Hz), 6.74 
(1H, dd, J=2.8, 8.4 Hz), 6.77 (1H, d, J=2.8Hz). 7.85 (1H, d, J=6.0Hz). 
[0 2 6 6] 

(M0IJ7 5) N— T4- (2-7$ytf'Jyy-4- -f^t^y) -2-**»'7 3. 

— N' - (4-7MD7i-JH ?Pt^ K 
4 _ ( 4 _ 7 ;;_3_^f)i,7x;+v) M U 9 J > - 2 - >f JUT 5 > (765 mg, 3.55 m 
mol) <7)N, N-vVf>*M75 K (15.0 mL) N — (4-7)^Q7x-)V 

) 7d;^ 7->K (770 mg, 3.91 mmolK h'J^W?/ (0. 544 mL, 3.91 mmol) 

V;i/*n**7i- h (1.73 g, 3.91 mmol) fcillliU IStl 3B$KS#L£ 0 RlSifc 
^ftHif;i/ (200ml) fclfe^J^mTK^^ h 'J ^AtKM (80ml) T'7>lBL^o #8W*** 

*^*7A7nvh/ 7 7^- 9 20/1-10/1) 

CttLfc. ffl$mo\Z3-9 S ml), v'x^;i,x--rMl0ml) SrJnAT^SS**: 

feft^fc L-CflHHfl:** (805 mg. 57.5 X) **»fco 

^-NMR Spectrum (DMSO-de ) 8 (ppm) : 2.25 (3H. s). 3.52 (2H, s), 5.81 (1H, d. J=2.0 
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Hz) 5.94 (2H, s), 6.14 (1H. dd, J-2.0, 6.0 Hz), 6.94 (1H, dd, J=2.0, 8.8 Hz), 
7 02' (1H d, J=2.0Hz), 7.17 (2H, dd, J-9.0, 9.0 Hz), 7.54 (1H, d, J=8.8 Hz), 7. 
63 (2H, dd, J=5.0, 9.0 Hz). 7.79 (1H, d, J=6.0 Hz). 9.62 (1H, s), 10.26 (1H, s). 
ESI-MS (m/z): 395 [M+H]\ 
[0 2 6 7] 

(g»,W7 6) 4- (4--l-n-3-^ l J7J^P^ f^7xMy) t^Jv*>-2 

— yj )vt \ y 

2_r=y-4-^Dntf'Jv^ (2.0 g, 15.6 mmol)ON-^ ^;Vt?n 'J K> (16 mL) 

5 - k K n ^ y - 2 - - h n ^ > F ') 7 ;V t 'J F (4.85 g, 23.4 mmolK 
yyat>xf;V7?> (8. 15 mL, 46.8 mmol) =Sr*DX, ffl*OT$CT15D'C-e 6 2 &6Q 

tf'o SlffiSrB^Rx-?-^ :f t>7tKD77y=l : 1 (300 ml) 1 N^^k-f b U 
A7jci#^ (100ml)T?#RL.fco #WB* 1 N*H*ffc-*- b 'J f 

7 _ ;l/= 20/1) tHILfco fc^^U *r^%a(Puii Silysia NH)l=ftL 

fc, 6KIILt#f>^:^^^;n-f ^ : Mtv = 1 : lCiSS^o 
I^^^fa, ifcfc-fcO, *feH#fcLT*RflS*W (760 mg. 16.3%) 

'H-Mr" Spectrum (DMSO-de ) $ (ppm) : 6.05 (1H, s), 6.15 (2H, s), 6.30 (1H, m), 7.61 
(1H, d, J=9.2 Hz), 7.77 (1H, s), 7.93 (1H, m). 8.26 (1H, d. J=9.2 Hz). 
[0 2 6 8] 

4- (4--Fn-3-H)7Jl'tD^f*7x/^y) k? 'J v > - 2 - ^ )l>T 5 > (40 
0<mg 1.34 mmol) <D * ? J (20 mL) 1 0%^f*A|t* (146 mg) 

WtLTM-fk^* (201 mg, 55.4 %) £#/c 0 

l H-NMR Spectrum (CDCI3) 5 (ppm) : 4.27 (2H, brs). 4.56 (2H, brs), 5.85 (1H, d, J=2 
.4 Hz), 6.19 (1H, m), 6.74 (1H, d, J=8.6 Hz), 6.99 (1H, dd, J=2.4. 8.6 Hz). 7.13 
(1H, d, J=2.4 Hz). 7.85 (1H, d, J=6.0 Hz). 
[0 2 6 9] 

(MM7 8) N— T4- (2-7^b' 1 J->'>-4 -^^^y) -2-^)7^* 
BXf^7x^1 -N' ~ (4-7^P7x^ ») lEtjK 
4 _ (4 _ 7 ^_ 3 _i..j7 ) ^n^fJV7x;^y) bf v>- 2 ->f *T 5 > (20 
1 mg 0.747 mmol) (ON, N-Wf^ATS K (2.0 mL) N- (4-7* 

^-□7xx;V) tu^^^ TvK (221 mg. 1.12 mmol), h'Jif^T?^ (0.156 mL 
. 1.12 mmol), ^'/ > /h'J7V-;V-l-'fW'>h^ (**^;V75V) 
>}A ^7WD/W7i-F (496 mg. 1.12 mmol) fciJIlX-, 5 l$ISISit$ L 

/-o RCf^ii^f^ (100 mL)t7K (50 nL)-C4frRLfco JfcBW&f&ftHR**-*- b 

: ^/_,v = 10:1) H J: *>»RU Hfe?4»t L-cm2M (335 mg, 17.6 % 

l H-NMR Spectrum (CDCh) 8 (ppm) : 3.58 (2H, s), 4.71 (2H, brs), 5.95 (1H, d. J=2.0 
Hz). 6.28 (1H. dd. J-2.0, 6.0 Hz), 7.01-7.04 (2H, m). 7.25 (1H, dd, J-2.8. 8.4 
Hz), 7.36 (1H. d. J=2.8Hz). 7.50-7.54 (2H. m). 7.93 (1H, d, J=6.0Hz), 8.22 (1H 
,' d, J=8.4 Hz), 9.27 (1H. s), 9.68 (1H. s). 
[0 2 7 0] 
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(MM 7 9) l-^yy>t^ry-3-^ f^y-4--ho^>t'V 

3- 7JV^n-4--hn7xy-;v (15;71g) £N, N-^f^*^A75K (150m 
1) tc^fi??^ eO'CtCT^^'J -7 A (I6.59g) > '^Wn? K (14.27ml) SrflPx. 

35.09g) £7 (200ml) &Hfc*V7A (27.64g) SrSuX-T 1 BfP^D 

^[;yxf*i-r* (200ml) £jJDx.T» L£o «ftti Lfc£fi«r*J& U 
-f* - £ <fc «3 , &ft&iffii£|2: LT^E-ffc^* (21.10g. 81%) frWfco 
'H-NMR Spectrum (CDCI3) 5 (ppm) : 3.93 (3H, s), 5.14 (2H, s), 6.56-6.62 (2H, m), 7 
.30-7.50 (5H, m), 8.00 (1H, d, J=9.2Hz). 
[0 2 7 1 ] 

(Mff!) 80) 4-7^-3-^^'>7x;-» 

1 -^>y;u**->- 3 b*->- 4 b won > (11. Og) Srrh7kKn75 
> (100ml) ->*7-* (100ml) MMfcTKHW*? v-7 A^f 

(5.o g ) *in£, *rtt**tt«L-c-tt«#Lfco 

-tia^ bTftK-fb-fr* (5.88g, 5£;&lft) 

1 H-NMR Spectrum (CDCh) 5 (ppm) : 3.82 (3H, s), 6.27 (1H, dd, J=2.4, 8.0Hz), 6.41 
(1H, d, J=2.4Hz), 6.59 (1H, d, J=8.0Hz). 
[0 2 7 2 ] 

(«ff!)8 1) 2-757-4- (4-7^-3-n^7xM-» fcfVv> 

4- 75/-3-^+y7x;-^ (5.88g) t^mM + vV (80ml) 
TC»»?^ a*jH*Ttw60%**<l:-f b U 9 A (1.6g) *lfc*fcJn*.;fco 20frmW¥ 
Wl. 2-75 v?> (2.57g) £*n;lT160r 8 H^^t/Co JRJC& 

, b'J 7AT*^Lf:, *«**M*Lfc», ^y^^^^^D 

Tb^574- WBjtlftiif^-Wif^: *9S-*=9 : 1) ciOilL 

m^^u m%WL^-fhzt\zi.^m.mt%m d.56g, 34%) tiHM B B B tLt# 

1 H-NMR Spectrum (CDCh) S (ppm) : 3.77 (2H, br), 3.83 (3H, s), 4.34 (2H, br), 5.91 
(1H, d, J=2.0Hz), 6.28 (1H, dd, j=2.0, 5. 6Hz) , 6. 52-6. 56 (2H, m), 6.70 (1H, dd, 
J=0.4, 8.0Hz), 7.90 (1H, d, J=5.6Hz). 
[0 2 7 3] 

(fjfl8_2j 2-757-4- l3-7b*v-4- \3- (2-7x-»7W 
) ±±2J^±Jl1 7xy»y| fcf'Jv> 

a*#ffl^T, 2-7xi^7tf* ^ n 'J K (0.198ml) iT-feb-bU^ (10ml) 

60ti:Tf^-y7^3!l'J7A (292mg) fcflllx.* ro»"e3.5ll#|l1!*#Lrt:o 
JE(&**M4t?»#!fe, 2-757-4- (4-75/-3-^^y7xM-» fcf 
(231. 3mg) £fln£> $fc£2l$ma#Lfco tmMBM^ 
±Y 'j7a*WEU, l&»ft«*t?0^iJfe»L, b 'J •> 

(^d3?W ; I^x^;v~f^^x-^;i/ : jt*y-/u=9 : l) Hi •) ftS£1" & £ t \z i. <o& 
E-fb^W (158mg, 39%) «r^HM*tfC#f: 0 

1 H-NMR Spectrum (CDCh) 8 (ppm) : 3.71 (3H. s), 3.77 (2H, s). 5.13 (2H. br), 5.86 
(1H, d, J=2.4Hz), 6.25 (1H, dd, J=2.4, 6.0Hz), 6.54 (1H, d, J=2.4Hz), 6.67 (1H, 
dd, J=2.4, 8.8Hz), 7.30-7.45 (6H, m). 7.70 (1H, brs), 7.82 (1H, d, J=6.0Hz). 8.3 
5 (1H, d, J=8.8Hz). 
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[0 2 7 4] 

SlTM^T, 1, 4-/75M>^ (1.081g) J'f F5tKD77> (50ml) Ctt 
ftTKMS-^ ^KiS^PTK b ViWS > (2.01ml) % *nn=m^^" (1. 
71ml) £r&TU ^^(3^?a*-C#rat/c 0 7P#P^ KJfcflfcKf&ftl^^KlsT h 'J * A 

Hi«3ScE^* (1.093g, 45%) Sr«SSffe»*i: LT#£o 

'H-NMR Spectrum (CDCh) 8 (ppm) : 3.56 (2H, brs), 5.18 (2H, s), 6.45 (1H, bra). 6. 
60-6.70 (2H, m), 7.10-7.20 (2H, m), 7.30-7.50 (5H, m). 
[0 2 7 5] 

(Mffi)84) N- \4- (6-75 I tf'J ^v>-4--f jLZAZJ 

6 _ T 5 / - 4 nn tf >; 5 v> (259mg) ^2-ih*->i^-^ (10ml) Hi&# 
N — (4-7^7x-;l-) fj*/Ji*-Y (533mg) , 2 Ni£& (2ml) 
SrijpkT120 < C^T-%SS^L^o RlB*tSI*t^ft, tt**.f-/H:*tfnjftBfc** 

: ^ * y-;u=95 : 5 ) Sfi!iW**iSil,t#t>^ilC 

*K 3E|iMfc£* (313. lmg, 47%) fcfLe-fettfi fc t Tftfco 
^H-NMR Spectrum (CDCh) 5 (ppm) : 4.59 (2H. brs), 5.22 (2H, s), 5.72 (1H, m), 6.53 

(1H, brs), 6.69 (1H, brs), 7.20 (2H, d, J=8.8Hz), 7.30-7.50 (7H, m), 8.20 (1H, 
s). 

[0 2 7 6] 

(8011318 5) ^yjj)V N — 14- T6- (fc'P U V >- 1 -> f frii frtf-fr) 75 
y fcf U 5 y >- 4 -4 JW7 5 y 1 ftJW^-h 

N- [4- (6-75^ $y>-4--f*75;) 7x-^] * >Wfp< - 
b (3l3mg) immWm^T. t Y7KW77> (lOml) zMct&^iPTK 

hijxf;U7 5> (0.78ml) , ^na^^i-^ (0.35ml) tiTLfcft, gift 30 
ftWmWLtio Z<DKJBm~^Wy> (1.0ml) iN, N-5^f***A7?K (2ml 
) frill M-e$c,^— %ai#L^o JEt&iS«:B»^^k*t;«"KU^o 

• 5) 1:1 U«8tiifeCJ: »K mttteto (210mg, 52%) *R»fe»*kLtafc B 
'H-NMR Spectrum (CDCh) 8 (ppm) : 1.90-2.00 (4H, m), 3.40-3.50 (4H, m), 5.20 (2H, 
s), 6.73 (1H, brs), 6.75 (1H, brs), 6.95 (1H, brs), 7.28-7.47 (10H, m), 8.28 (1H 
, d, J=1.2Hz). 
[0 2 7 7] 

(MMMAAl 4 ~ (4-75 S7*-JUT$S) - 6- [ (en'Jy>-l-^W 

s<>*Jju N- 14 - [6- (tfn'jv>-i-^;i'*;wf-^) 7 5 y tf 'J 5 V>- 4 
_^;V75y] #;w<*-b (210mg) ^7F7tKn77> (5ml) 

(5ml) C»J»**fc«, gffiaTi:i0%^7V-)A^f (200mg) £Un;t> £l*3 
*7K*Smt-C5NFram^L^o ^*gftiU:t, ****iiU rYvKFuy 

'z.x&gkzvftamtKo »****u mwm-t&ztKLi*)* mtit&® (io3mg, i 
i%) ttiifc, 
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^-NMR Spectrum (CDCI3) S (ppm) : 1.90-2.00 (4H, m), 3.30-3.50 (4H, m). 3.64 (2H, 
brs), 6.55 (1H, brs), 6.68-6.71 (2H, m), 6.90 (1H, brs), 7.10 (2H, d, J=8.4Hz), 
7.33 (1H, s), 8.24 (1H, s). 
[0 2 7 8] 

*V*Jfr N— T4- (2-7;^ , 'J y^-4-^V7^) 7^- 

;v1 7j;w^ - b 

2 _ 75 ;-4-^nntf'Jy> (257mg) SZ-ib^/i^-* (10ml) 

* N- (4-7 5y7x~;v) #;WO-b (533mg) , tf'Jv^ tKD 

*n'J K (462mg) *Jn£T120T;£T-ife®# L£o M^Iili T**P«U 

4- (Fuji SilysiaNH. ; ^xf ;v~«xf ;v : ^ ; - ^=95 : 5) K«t 

«9 «» L fc„ § «iLt#?> ftfcSlffi f - ;v - ^ * -9- > * An x. f ^ B B a t 

#fffi**fc„ ifcSfrfcfcU I^at^-tCi^ *iHfc** (321. 5mg. 48%) Z&k 

'H-NMR Spectrum (CDCh) 5 (ppm) : 4.28 (2H, brs), 5.21 (2H, s), 5.76 (1H, s), 5.95 
(1H, m), 6.17 (1H, dd, J=2.0. 6.0Hz), 6.66 (1H, brs), 7.12 (2H, d, J=8.8Hz), 7. 
30-7.45 (7H, m), 7.79 (1H, d, J=6.0Hz). 
[0 2 7 91 

(§IW8 8) 4- (4-7^7x^7U) -2- [ (en'Jy> - 

N — [4- (2-7^^Jv^-4-^V75;) 7x-*] b 
(321mg) *S*#H*CT\ rf7HKn77^ (10ml) **»*fr*ITfc h 

»Jj.f-/U7 5> (0.803ml) v ?nn^7i^ (0.36ml) *»TLfc&> MH"C 1 
«f|Bia^Lfco ^Stti:^')^ (0.8ml) tN, N-^f**W75 F (2ml 

(950mg) t^Wmi'K (5.0ml) 5 N*«<fc* b "J * ( 

1.0ml) «rijn£Tl00rKT30#[«*#L;fco RJ6**M*^**P** 

W^L/t^s v"U 7 f* 7 *f - (Fuji Silysia NH, IgtUifc ; 

(116mg, 41%) £?&ftfeig B H B i: Ujjfc, 
»H-NMR Spectrum (CDCh) 8 (ppm) : 1.90-2.00 (4H, m), 3.40-3.50 (4H, m), 3.64 (2H, 
brs), 5.82 (1H, brs), 6.31 (1H, o), 6.65-6.75 (2H, a). 6.90 (1H. brs), 6.99-7.03 

(2H, m), 7.53 (1H, d, J=2.4Hz), 7.80 (1H, d, J=6.0Hz). 
[0 2 8 0] 

(MM 8 9 ) 6- (2-7;^P-4-^l-n7x^y) b: 'J ^ y >- 4 -4 

yi 7WD _4_-]<n7x;-Jl' (1.736g) i^fWM^vF (10ml) KM 

TjcSHfcT" h'J7A (400mg) Srinx.20^W«#L^o 4-7^-6-^ 
anfV$y> (648mg) £ in A.-C 100*0 KT455frl&m# bfco RIt-ifcfc 120*0 ST-Jra® LI 
B*W255MiB$Lfco f©«, RJS**rl40T:*TJP»L-*ll#tfco ISfeitiPt> 
RJiSatClN*»'fb^h , J->A*»«[ (10ml) fciDx-^U IM*-***t?fflttbfco W 
M £ 1 NjJcflHt-*- h'Jf AtK^^. tK> fefl**fcJt-eJOUfcifci*U AStM*!** b 'J * A 

|Cyxfjl/x-f^ (7ml) (3.5ml) *ijqx.Jg«3*rt:o Hfl&**fl*U 9 

5M6*-t*ikCJ: *)Hmt&® (201mg, 16.0%) t»»fe»*tLTfffc. 
'H-NMR Spectrum (DMSO-de ) a (ppm) : 6.02 (1H, m), 7.06 (2H, brs), 7.60 (1H. dd, J= 
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8.0, 8.8Hz), 8.04 (1H, m), 8.10-8.19 (1H, m), 8.30 (1H. dd, J=2, 10Hz). 
[0 2 8 1 1 

(1W1I90) bfn'J ?y- 'J y» 7-> K T6- (2-7;v^-n-4 
-^^a7x;^y) tf 'J 5 v V - 4 - 4 JUl 7 5 K 

4 _ 75 y_6- (2-7^D-4--fD7iM'» (lOOmg) £MSf 

#H*C"r\ ff>7fcFD77> (3ml) h'Jxf^T^ (0.112ml) > *n 

n^ffc7xx;i, (0.100ml) **TLfctfc, 1.5H#F«3»L7to R£>TfcKfc?n t; y*> (0.31 
3ml) 4:JD^> 30«-B«#Lfe- t&m&ttT >*-*7 A 

7 7 (Fuji SilysiaNH, fcffiifc;^*-^ : ft«x?-/u = 2:l) .fc J: »> tt*Lfco * 

fi&jffi^TKT'jii^^-t, is**** b y ^A-e^t^o 

U «BE<e*i"« -tCi 1 ) *ftHfrfr* (96. 6mg, 69. 5%) **feffl# k Uj»fc, 
^-NMR Spectrum (CDCls) 5 (ppm) : 2.02 (4H. m), 3.51 (4H, m). 7.22 (1H, m), 7.41 ( 
1H, m), 7.81 (1H. d, J=1.2Hz), 8.07-8.15 (2H, m), 8.32 (1H, m). 
[0 2 8 2] 

(gj|{]|9li fcfp 'J 2 >~ 1 ~ * jMjjLkJJ ,;/ 2 TV-K f6- (4-T^/-2- 
7HH7x^'» tf'J 5 y*y- 4 --OH T3K~ 

en>J yy- 1 -*/HJ?*3/'J 7 ? 7vK [6- (2-7^d-4--Fo7xM 
y) tf; 5 5»- 4 --f >H 7$ K (610mg) \Z*-9J-)\s (15ml) (3ml) **Px.T 

mmzttgt, mmmm ieiom) ^ ift7^-7A u.20g) *sgx.i:30fl-raMfc«aE 

Lfco JRfcifcfcMx-efr*PU Sfif^-fF7tFD7 7> (i:D *mz.rMW 

illlL, fcfe;fcfc»fc*y-y:&$*/l'*?A*nvb*'?7-f- (Fuji SilysiaNH. 
ifcffifc; 'n**:' :ftHfcxf-/i/=i:l~l:5) «fc 9*11*1 Lfco BWtoi10-fcWEift*l&U 
«Ete»+*itCJ:0, MRffrfr* (495mg. 88.6%) fc**feH#fc LT#fco 
'H-NMR Spectrum (CDCh) 5 (ppm) : 1.99 (4H, m), 3.48 (4H, m), 3.74 (2H, m), 6.43 ( 
1H. m), 6.44-6.53 (1H. m), 6.94 (1H, m). 7.17 (1H, m), 7.63 (1H. s), 8.37 (1H, s 
). 

[ 0 2 8 3 ] 

• _(l!M-9_2) 7vK [6- (2--7;v^-p-4 

-_bn7x;^y) 'J ^ y > — 4 — -OH 71_K 

4_ T 5y-6- (2-7WD-4--l«n7x;*-» tf 'J 5 S J > (89mg) 
BMTFV-r b 7t Kn77> (3ml) 7k*^*PTK b U xf^7 5 > (0.0 

99ml) , ?DD«7x-^ (0.089ml) tiTLfcft, M^45«-W*#bfco KJSifc 
(0.249ml) * Ira it, Lfco RJ£***»x?-/i/ fcte^pa^k 

*A*»«T#ELfco *«W*fa*ltt'ffcT A Tfcjgfgu Tic, ft#nA&* 

b ^77-f - (Fuji Silysia NH, jfrttt% J : B» i ^/l' = l 

:l) ciOMU. l«j!»afl-*«ffiailtL, «E«*t4ii:t:J:DliK^ (80 
.2mg, 62 . 056) ^IfelftUTf^ 

*H-NMR Spectrum (CDCh) 8 (ppm) : 3.55 (4H, m), 3.77 (4H, m). 7.36-7.44 (2H, m). 7 
.74 (1H, d, J=0.8Hz), 8.06-8.16 (2H, m), 8.33 (1H, m). 
[0 2 8 4] 

(MilflJ93) ^»»n-4-a»»K#V 1 J9» 7'>F T6- (4-7^^-2- 
7;utP7x;^-» bf' j 5y>-4-^;H 7 3 K 

^;v*'J >- 4 v'J 7-/F [6- (2-7)^n-4--Fn7xM 
y) fcf'J 3 y >-4 --OV] 73 K (107mg) VLX.9J-fr (5ml) -tK (1ml) £2)0 X.T 
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mftftft (llOmg) , W/^-fA (220mg) * Up x. X 30fl- WJ *n«t»«IE 
Lfco JKlS«*M4T?friPU ||i^-n7tKn77^ (1:1) ^rin^TM^ 

t#t 3 tL/i^it : £:->';7Jy^*7^^nvh^77^- (Fuji Silysia NH, 

icfcfcJ: IK *IB'fb'&!» (82.4mg, 85.2%) £3tfe@#fc LXfttz* 
'H-NMR Spectrum (CDCh) 8 (ppm) : 3.52 (4H, m), 3.74 (6H, m), 6.42-6.48 (1H, m), 6 
.50 (1H, m), 6.97 (1H. m). 7.52 (1H, m), 7.66 (1H, m). 8.37 (1H, m). 

1° 2 8 51 r 

.(gjtfl9 4) ^iJ->-/-l-^m->'Jy? 7vK f6- (2-7fr*P-4 

-xhP7xMy) g_U j 3? > - 4 - 4 frl 7? K 

4 _ 7 =y_ 6 _ (2-7^n-4-ihD7x^-» ^V5v> (300mg) 
&m%T, fF7bKn77V (5ml) ^Mcj&WCF'J^^T?^ (0 

335ml) \ ?dd#7x^ (0.301ml) t*TLfc«, gi&{CT457>F4$fc# Lfc 0 R 
n&ffiHe^UvV (0.446ml) fcjn*, M-C45^M*#Lfc 0 KJSifcfclHftxf-Ji'fcft 

«ttft7>*-*A***-c««Lfc. *M*^*ftT>*-*A**iju intki* 

iti- Y 'J 7A**F»U Tic, t&jfD***-CJIUfcifc»U l!S7K*m^ h 'J "JAUKJILfc. » 

• J: •) fEfB-ffc-fr* (275. 4mg, 63.5%) «r*Jt'fe«ltt*fc L*C#^o 
'H-NMR Spectrum (CDCh) 5 (ppm) : 1.54-1.76 (4H, m), 3.50 (6H, m), 7.38-7.48 (2H, 
m), 7.74 (1H, s), 8.06-8.16 (2H, m), 8.32 (1H, s). 
[0 2 8 6] 

(MfflJ 9 5 ) t^'J v>~ 1 zL*JkJ£*Jk2l 2 2. TvK r6-( 4-7^y-2- 
7)VtQ7xy»-» e'J^V>-4-^^l 7? K 

^'J';^-!-**^/';?? T v K [6- (2-7>*n-4--bn7x^ 
-» tfy 5 v y- 4 ->f ;V] 75 K (273mg) icx^;-^ (15ml) (3ml) ^iQx.T 

(275mg) , :BMt7 A (550mg) «rJnx.-r30^IWDn«t««E 

L£o EJ6**Mt-CJfr*PU B»if^-f h5tKn7 7> (1:1) £*nx.-cm# 
Ltzo ^mmZ^yJ h*flLT6BUU *ft*ftlft^*->K *T?*»Lfco 

ftSgU #£ftfc^£vU ft^fc^A^n-vh^v?*- (Fuji Silysia NH, »tti 
$ ;/n^-9-> : ftS|xf^=i:i-l:5) fcJtHMttLfco BiftM^MEMU «E 

tc J: 0, ^Ifi'fb^ (235.8mg. 94.1%) feSftt Lt#f;» 

'H-NMR Spectrum (CDCh) £ (ppm) : 1.63 (6H, m), 3.47 (4H, m), 3.74 (2H, brs), 6.45 
(1H, m), 6.50 (1H, dd. J=2, 12Hz), 6.97 (1H, t, J=8.4Hz), 7.36 (1H, brs), 7.56 
(1H, m), 8.36 (1H, m). 
[0 2 8 7] 

(8£M9 6) 3- [6- (2-7»tP-4- -fP7jM-» ev^y>-4- 
4JH-1. l-7^Wl/7 

4_ 75 V-6- (2-7^n-4--fn7x^y) tf';5v> (500mg) £M^i 
#H*T, fVvtVu-yyy (10ml) **i&fc*PT\ h'JiW?> ( 

0.418ml) , ?onif»7i-* (0.376ml) t«TLfc«, S»-eH$ni0#*#Lfco 
7JctM§?p*PT> MJxf^7 5> (0.139ml) , 9 n n x. - ;V (0.125ml) 4riE*nt 

T30«-^a^b7t o MJ.x*-*7$> (0.139ml) , 7 nn^|7x^ (0.125ml) £M 
Hi&lHlL-C30«-ma#tfco Elt*:2M^f^7 5 > (> (5.0ml) 
SrUDx., Lfco RJS^^^^^^t^^b7^^--7A7jCT#^-e7>@c 

Cfz 0 G&mima&itT mmsm&mi- v v*a**»u *, 
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%m (378. 9mg, 59.0%) £i&3tfe&*J: LTfffco 

^-NMR Spectrum (CDCls) * (ppm): 3.08 (6H. s), 7.41 (2H, m), 7.77 (1H, brs), 8.11 
(2H, m), 8.32 (1H, brs). 
[0 2 8 8] 

(§gjgff!)97) 3- f6- (4-7^-2-7JVtn 7xA-» 

3 _ [6 _ (2-7^n-4--FD7xM-» t!'J?j;>-4-'fA'] -1, 1- 
*^WV7 (227mg) (15ml) (3ml) *» 

#c)& (230mg) , ffiftT (460mg) £jbn*T30#HMfcm»KLfco RJSrfctM. 

£ T'fciPU ftiifA'-f h5k Kn7?> (1:1) fclHlx.T«#Lfco ^CT^^7. 

u **it*^-by ^A-ettjftLfc. tefltfcWEiSMiu #e»tLfc»aE*'> 

Ltz 0 S»»^Sffilil> »iC->*if^-f* (4ml) (4ml) SrUn 

itSHft. H#*%ttU i«R«t4iJ:i:J:D«^* (172mg. 83.4%) * 

'H-NMR Spectrum (CDCh) 8 (ppm) : 3.05 (6H. m), 3.74 (2H, brs), 6.45 (1H, m), 6.50 
(1H, m), 6.97 (1H, m). 7.32 (1H, brs), 7.60 (1H, d, J=1.2Hz), 8.37 (1H, d, J=l. 
2Hz) . 

[0 2 8 9] 

(MW9 8) n — 14— re— r 3 . 1=VJ^V± J_£1 )dV3JlZ^4—JJk 

mmxmXTF. 3- [6- (4-7?^-2-7;vtn7x^y) \£V$V>-A-4 
_ 1( j }*f.fr*j 1^7 (92.0mg) £N, N-f>f **^7? K (2ml) 

-rn-y* 7v K t^'O'yA'i^fil' (184. Omg) > b'Jxf^7r/ (0.1 
32ml) * (1H-1, 2, 3-^V'/h')7'/-^-l-'f^tJfy) [YV {Vf+fr 
T5>) ^^r^7)U*n*^7 x- h (419mg) SrSO'CiCTirax.T, RitC 

»ft-C*BELfco #m**^iifc^**hy ****** IMD*ftTV* = f AzR&ifc 

5»*LfcM*S"J 7A?n? f/77^- (?§&?£ ; : ftBI*f-»'-i: 

1-1:5) izZVmWkLtzo i»M»*«E»»-t-*ifcK:J:»)*efl:** (119. 4mg, 8 
0.8%) **«H&fi&W»J: LtHfc, 

l H-NMR Spectrum (CDCh) <5 (ppm) : 3.06 (6H, s), 3.53 (2H, s), 5.24 (2H, s), 7.12-7 
.25 (2H, m), 7.35-7.46 (6H, m), 7.65 (1H, s), 7.68 (1H, dd, J=2, 12Hz), 8.34 (1H 
, s), 9.32 (1H, brs). 
[0 2 9 0] 

(M01J9 9) N— 14- T6- (3. 3-y>W WK) fc-'J 3- v>;/-4,-^ 
^-jrvl -3-7^tn7x-Ji/l vn--^ 7vK 

N _ j 4 _ [ 6 _ [ 3> 3-y'^f;i/7MK] kf U 5 4 -W - 3 -J7 

)Kn7x-jH 7nz 7 ? 7~>K '<y> f ;i'iXfJi' (119mg) tfl>?l:Ko77 
> (3ml) (3ml) |C»J***fc«, ttfi^TK10%^7v^A^t (54 

mg) *Unic. 3Rfl**t»Ul^lljWLfc. *rt«rfi*1HftLfc^ tt**%jfiL, 
% ttS-fr-efo&Ltzo %«*ttEE»»U yxf^x-r)WA^fty (i:i) 
TJB»**fco B#**JRU a*«a»-r4CfclcJ: O^fB^© (76.8mg, 79.8%) £ 

X H-NMR Spectrum (DMSO-de ) 5 (ppm) : 2.94 (6H, s), 3.17 (1H, brs), 3.18-3.54 (2H, m 
), 7.44-7.48 (2H, m), 7.36 (1H. d, J=1.2Hz), 7.74 (1H, m), 8.39 (1H, d, J=1.2Hz) 
, 9.56 (1H, brs), 10.6 (1H, brs). 
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[0 2 9 1 ] 

OttifrgllOO) N— (3-7;U^-P-4- 16- [ (tfn 'J v >~ 1 - * jkjj£JW. 

a3S&Hfc"r\ t^n V 1 -*A"K*i/U y * 73/ H [6 - (4 -7 ? /* - 2 -7 
jVtn7iMi/) kf'J 5 y"/-4-^^] 75 K (290mg) *N, N-^**-*/*** . 
75 K (3ml) vn-y^ 7~> K ^;^>"»x^r^ (534mg) „ b U -x 

f;P7 5'/ (0.383ml) , (1H-1, 2, 3 -"O V h U TV-*- 1 - 4 L 

1- U (v;< f-;U7 5 7 ) — 7 A ^^^n*;*-?- Ml.22g) ; £:5o < c^"'t 
j!ra;i3o#ffl^&#Lfco jBus«*Mfc**PLfcik mm.^*tmm^m<mi-vv^^ 

n&ttfcjsaE&s/y *y**?A?n? h^?7*- (ism* ; 'v*** : ss^f^= 

1:1-1:2) fcJ:&««Lfco iMfcHfrfcttffiWtl"*^*^ 0*BMfc*» (523.7mg. 

'H-NMR Spectrum (CDC Is) 8 (ppm) : 2.00 (4H, m), 3.49 (4H, m), 3.53 (2H. s), 5.24 ( 
2H, s), 7.10-7.25 (3H, m), 7.39 (4H, m). 7.68 (2H, m), 8.02 (1H. brs), 8.34 (1H. 
m), 9.33 (1H, brs). 
[0 2 9 2J 

(giSWlOl) N- (3-7;l^n-4- 16- \ (\i WJy-l 
75/1 e'J5y^-4--fJVt^->l 7x-;v) -yp-y» 7vK 
N _ (3- 7 fl/^o-4- 16- [ (fcfny f^- 1 - 75 >] try5_v> 

- 4 --f ;v^-^v| 7i-Jl/) vn^-^^ 7~>K 'O^iXf* (430mg) trh 
7tKn77^ (13ml) -*9J~* (13ml) fi*#H*Tfcl0%/<7 
v* 7 AM (191mg) fctnx^ &rt***1«feLT30frW*#L-fco Irt^lIffiU: 

>> (i:i) *in;UK3B**fco @#*%3tU ®$ti£&1-&£ fci OTOflte* (361 

.5mg, 5eSW) ^Mfel^tUf/:, 

»H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.83 (4H. brs), 3.10-3.50 (7H, m), 7.32 (2H, m 
).' 7.45 (1H, s), 7.74 (1H, m), 8.39 (1H, m), 9.40 (1H, brs), 10.50 (1H, brs). 
[ 02 9 3 ] 

(«fl]iQ2) n. 4_u e tf^y *j-*- i : -»;»/** •:/ y 7vK [6 

-(4--ba-2-7;i^P7^y'*y)^'J5> ? >'-4-^1 75 K 
4-757-6 - (2-7 ;l/^-n- 4--fn7x;^y) t'V 5v> (40mg) fcMMW- 
H^T> ff?KKn.7?> (2ml) h'Jxf;V7$^ (0.045ml) , *nn 

ifS7i^ (0.040ml) fcflSTLfclfe. mz&T-lB#W3f # LfCo RJEEftSr^ffiaJS Lfcffe 
, »aE*N, N-^fWA75 K (2ml) 4- 

;0 tf^uv^ (io8m g ) «• jjpxTio^» u/t. Kmrnzmm^r* hummer y 
^ft»u ****** i-y vA-c^iu. u »e>*t3t»a*i/y*y 

ji/*5A^D7>^7-f- (Fuji Silysia Nh\ mftfc ; ■ ftiif* = l:l~ 

1:2) CiOlILfco B»f»Hfl-*«E««U «ffifc»1- ZZkizX*) miit^tm (4 
3.9mg, 61.7%) Zm&mfot LT#£ 0 

^H-NMR Spectrum (CDCls) 5 (ppm) : 1.36-1.82 (8H, m), 1.92 (2H, m). 2.52 (5H, m), 2 
.94 (2H, m), 4.15 (2H. m), 7.41 (1H, m), 7.46 (1H. m). 7-73 (1H, m). 8.11 (2H, m 
),-8.32 (1H, m). 
[0 2 9 4] 

(gjftflO 10 3) 4- (^o v>~ 1 zuiM ^'J'/^- l-i^/'J^ 
7J/_K [ 6 - (4-7<7-2-7^ta7x7jry) tf 'J 5 V > - 4 - ± jV] 7 5 K 
• 4 _ 7 =y-6- (2-7J^o-4--lP7xMy) tfV^^V (50mg) 
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B*0\ fb9KKn7?*/ (3ml) Ki£M£-£> h'Jxf-^7§> (0.056ml) , *nn 
^H7xi* (0.050ml) *»STtfc^ »-C305-W«fftfco RiS«**E»«U 
«a£*N, N-y^f^H75K (3ml) 4- 1-4 * 

) fcf*ys» (123mg) tin*., M*C2«FW«^tfco 

h y *A*#»rc4HELfc. *«j»*<&ft^lfcjt*f- b v Tic, mn-kte 

>J*^#?A?n7f^7-f- (Fuji Silysia NH> : ftflt**-*' 

= 1:5) CiWSUo U - * 0 4 - (fcfnyy> 

-A 1 — ;P) \Z'<Wy-l-lJ)\'X*i' x )v9 T'sY [6 - (2-7;W^n-4-- 
K. 7 x^y) try 5 4-^ A'] 7?K4;fi««»at^, ( 

86mg) t>fnKD7?> (2ml) -*9J-fr (2ml) M«#B^T 
l£i.0%^7v ? 'f Ajfc* (43mg) #rt*7K*S&LT--l!ft«#Lfco ^l*j£Mi?S 

W^7)7i^7^77^- (Fuji Silysia NH, ?#ffitl£ ; : Mfcx*-* 

(53.5mg> 66.8%) £#fc 0 
^-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.31 (2H, m). 1.66 (4H, ■). 1.81 (2H. m), 2.14 

(1H, m), 2.47 (4H, m), 2.92 (2H, m). 3.97 (2H, m), 5.30-5.42 (2H. m), 6.37 (1H, 

dd. j-2.0. 8.8Hz). 6.46 (1H, m). 6.94 (1H, dd, J=8.8Hz). 7.23 (1H, m), 8.37 (1H 
, m). 9.75 (1H, brs). 

,10 2 9 51 

(ilflHjj 3- T4- (4-7^-2-7JVtD 7x^y) fcyy*>-2- 
_ 1 _^^;u-i- T3- (4 -^f-;vbf^7v>-- 1 7ng;H frl-7 

4 _ (2-7)^n-4--I-D7xMy) tf y v >- 2 ->f frT 3 > (200mg) £M 
*£H*T\ xbvbKn77> (8ml) h-jxf;V75^ (0.336ml) , 9 

nn«7x-)V (0.302ml) tIl"C*TLfct, 30fl-|W«*PUA:o EE* 
U aatSrN, N-y^fHW7SK (5ml) N-^f-^-N- [3- 

( 4 - >f;ve^5v*V- 1 -4 7nt?;v] 75 s / (0.300ml) SrUDx.> SST?— 
jt#Lfco N-^f-^-N- [3- (4 -^^;vt°^7^>-- 1 -4*) 7"n^] 7 3 

> (0. 200ml) *r it Jnt«> Ifit'l B«#Lfco RlE*t»Bfc^^^fctt«HWl;7 

ft&U 4**^7 b y ^A-Ctt*Lfco U ~> 'J * 

A7A^7f^7^ (FUji Silysia NH, ^7* >:ft»^* = 1:1) ^ 

J; t9limL/c 0 »j»t«flE*lt-r*-i:^J: "3 3- [4-(2-7W.n-4 — >n7 
i/^v)tf'J v>-2--f /U] -1-^f-^-l- [3-(4-^f^^7v>-l- 
^•;v)7nbf;i/] 7V7W»tLt#/:o - (357mg) * 7 h y K n 7 7 

> (8ml) -*9J-fr (8ml) fc*3MMlTfcl0%/*? 3>9 A#t£ (17 
Omg) £*Qx.> ^rt**3R*«IL-C2P*Ma^L*:o 3&rt*««fcLfcfc» t 

79 7 4- (Fuji Silysia NH, ; ^7* v :SHxf ^=l:l~SB6xf jv) 

•}«f*Lfco SWM^*itSILT^ibn^S^y^;Vi-x;v-^^^>(2:i)^ 
lmit!B»$*fco @#£*JfcU fifcEfc-tSifcfcJ:*)*®^* (91. Omg, 27.3%) 

!H-NMR Spectrum (CDCI3) <5 (ppm) : 1.65 (2H, m), 1.77 (2H, m). 2.33 (3H, s), 2.39 ( 
2H t J=6.0Hz), 2.50 (2H. brs). 2.66 (4H, m). 2.90 (3H, s), 3.38 (2H. t. J=6.0H 
z), 3.64-3.80 (2H, m), 6.39-6.53 (3H, m), 6.95 (1H, m), 7.56 (1H. s), 8.00 (1H, 
d, J=1.2, 5.6Hz), 9.30 (1H, brs). 
[0 2 9 6] 

(»flfll0 5) [6- (2-7^tn-4--hQ 7xMy) b'J?V>-4-i 
;H j])Vs*3.v9 7->K 7x-;ux^f ;u 
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V- (400mg) tfh?tKn7?'> (16ml) WftSTK h V 

5 > (0 669ml) , ^nn^BE7x-^ (0.602ml) fcirafcfcflL RtSfc4:gi&*t?M$ 
«lM»L/;o EJ6«K:ftBI*f-^(30 ml) b U 9A*»«(20 m 

OfctnA-Cfl-KLfco *«W*»ftltBte*C*^ b 'J (20ml) , tK (20ml) > tt 

^Q&^Tlc (20ml) TI*«»L, «l*««^>y^A-ce*Lfc. »*tt*L-C#&*Lfc 
^'> , J*^V*7A^n-7^77>(- (Fuji Silysia NH N $#ttifj£ ; IM&z-f"*') 

^•9->(4ml)SriPx.TM$*7to 0#*£JRU - 1 J: "5 > ««<t^* 

(396mg, 66.8%) fci^STfelfr**: LT#fc 0 
l H-NMR Spectrum (CDCb) 5 (ppm) :7. 14-7. 25 (2H. m), 7.26-7.35 (1H, m). 7.38-7.48 ( 
3H, m), 7.72 (1H, d. J=1.2Hz), 8.06-8.18 (2H, m). 8.49 (1H, d, J=0.8Hz), 8.93 (1 
H, brs). 

ESI-MS (m/z) (neg. ) : 369 [M-H]" . 
10 2 9 7] 

mm.mioz) 3 - r 6 - (4-7^-2-7^tP7x^-» £± 3Jlz=A 

[ 6 _ (2-7JVtD-4--hn7x;#y) fcf>; 5 5»- 4 -<t 
7 v K 7i-*xAf* (200mg) if F5kKn75> (16ml) lCi#fi?£-££ 0 
(:1 _^t f-;v_ 4 _ (^^;v 7 = /) kf^ijv> (0.236ml) £flP;ix 20^^^L^ o 
BUS**!!***-* (30ml) tmm^m^mi- b U "7A**«l (20ml) t*EL/:, « 
**IMDft»**^>V (20ml) , Tjc (20ml) , S&ft&it* (20ml) T*WI^?5fe 

»U ^aaf-hU^ATKJftLfc. ****M*fk 3- [6- (2-7***- 

4--FD7x^y) tf; 5r/-4->f ;H - 1- (l-^f-jn^'J 

j; > _4_^ ;J/ ) ^rfttUi (218mg) &#fco COJfl^flS* (218mg) Sr^^y-^ 
(5ml) .-f h7b K07?> (5ml) £5g#H&TK10%^7 A* 

X (H5mg) SrJax., *rt****»LT 31$W*#L.;fco ftM&fc^i&L, 
»L£o %»*«E«»L-C#?>tL*:5S|*Kyx^A/J.— (2ml) (4ml 
) ftUnx.-C*»**fc 0 @#&6mU l*«j|t4iti:i^ Wlft'fr* (91.0mg, 
45%) **fe»*fc Lr^Co 

»H-NMR Spectrum (CDCh) 5 (ppm) :l. 56-1. 74 (2H, m), 1.80 (2H, ddd, J=3.6. 12, 12.4 
Hz). 2.07 (2H, m), 2.30 (3H. s), 2.86-3.00 (5H, m), 3.74 (2H, brs), 4.18 (1H, m) 
, 6.45 (1H, m), 6.51 (1H, m), 6.98 (1H, m), 7.29 (1H, brs), 7.61 (1H, m), 8.34 ( 
1H, m). 

ESI-MS (m/z) : 375 [M+H] + . 
[0.2 9 8] 

(»j&gjl0 7) 4-7U-3-7MP7x;-JV 
. 3 _ 7;1/to -4--hn7iy-;l' (20 g)Oi^;-* (200 mL) - t b 7 Kn 7 7 
•> (125 mL) 0%^y-)Alf (6.0 g) Srflnx, *ffl^TSSt-4. 5 

'£-LT*ffiM (16.1 g, 100 %) fcfcfco 

^-NMR Spectrum (DMSO-de ) (ppm) : 4.38 (2H, m), 6.34 (1H, m). 6.43 (1H, m), 6.59 
(1H, dd, J=8.4, 10.4 Hz), 8.78 (1.H, s). 
: .[ 0 2 9 9] 

"(MM108) 4- (4-7^-3-7»tP7 xMv) feT»j 2 - 4 JUT 



If^ST, **fb*b';*A (1.1 g) tyVfW;^*yK (60 mL) Cfi*?*, 
■Ifii^TC, mm&mmo 2/3 2 8 7 2f^>7V»; HBtt0 4 -*nn- 2 
v^S y (2 9 g), C»V>-C4 -75/-3 -7Hn7x;-^ (3.6 g, 28 mmol) Srflll 
x., fi**WT\ 1 5 0tt9M»U. iiif^i 0%7>*- 
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7?X (150 «L) tftSU-f-A' (350 mL) *rJ|Jx.T#S5 Lfco 0%7>*-7tK 
(150 mL) T"2|a]^L^o * t>-££7KJf * ft»J-f"^ (150 mL) tSttfflL^ 
^fc£«JBfcfefll&»**7- b V 7^tK (100 mL) X'2 IBIttlMfc* MTKmm^ HJ^At 

l fc„ t x® h ixtzmmz i/>j*W7^D7h/77^- o#ffii£ ; 

HixfjV~S^xf;v: ^^y-;v=l 0 : l) xffiMLtz 0 IllI^^SiL, S 
jgv';77y;u7j5A^uvh^57^- (riffiifc;^*-^ : 1 

ifA,^S8if^: ^^y-;v=i o : l) -e*»Lfc 0 BWWlB^tiftWU 

^atsiMft a.3g, 26%) 

»H-NMR Spectrum (DMSO-de) 5 (ppm) : 5.11 (2H, s), 5.76 (1H, d, J=2.0 Hz). 5.87 (2H 
, s), 6.09 (1H, dd, J=2.0, 5.6 Hz). 6.69 (1H. m). 6.80 (1H, dd, J-8.8. 10.0 Hz). 
6.88 (1H. dd. J=4.4, 11.8 Hz). 7.75 (1H, d. J=5.6 Hz). 
ESI-MS (m/z) : 220 [M+H]\ 
10 3 0 0] 

(jj|«l0 9) >-4-ftjHK>gt f4- (4-7^-3-7)^n7 

j.y^r->) fcf u vy- 2 -4 jk] 7^~F 

4 _ (4_ 7 *;_3- 7 ^n7x/*y) tf V v > - 2 - 4 )V7 5 > (500 mg) <Dt 
Y7tW7 7> (23 mL) b V ? > (0.318 mL) 4rl0x.fco zfc^WF* 

nn?|7x^ (0.357 mL, 2.28 mmol) &iPx.> M^ffl^T 1 M 2 0 T^tf 5 Lfc 
o KJfc**WET«ltLfc. »ttfcN, N-^^*^7 5 K (20 mL), > 
(0 994 mL) fcillx.* AMrC &mf®m&LtZo RCi^lxf^ (100 mL)i:7K(100 mL 
JUflfLft. b 'J^*»l^ #*«E»^ b 'i^^ 

*-9-> : wm^^= i : i -ftfi^i'-SS 1 ^^ l 0 : i)t*S 

Lfc-o ft^tt^HflE^ft*-^^-^ : Vx-f- (l : l o) *ijnx.T»i*S-£fco 

gfe^tLTSieMI (48 mg. 6.3%) 

J H-NMR Spectrum (DMSO-de ) 5 (ppm) : 3.40 (4H, m), 3.55 (4H. m), 5.16 (2H. m), 6.53 
(1H. dd. J-2.4, 5.8 Hz). 6.74 (1H. ddd. J=2.4, 9.4, 9.4 Hz). 6.82 (1H. dd, J=9. 
4, 9.4 Hz). 6.93 (1H, dd, J=2.4, 12.0 Hz), 7.32 (1H, d. J=2.4Hz). 8.07 (1H. d, 
J=5.8 Hz), 9.19 (1H, s). 
[0 3 0 1 ] 

^y^rv) bf'j-7>-2--f JH 7U' 

4 _ (4 _ 7; ;-3-7,^n7xMy) tf'J -7>--2 > (500 mg) <Dt 
b 7 t: Kn 7 7 > (10 mL) ^fSt" b 'J if^75 > (0.223 mL) £*nx> 7K?£ n 
D fl|7ii* (0.200 mL) tin*., ft*#iMR;T2B*WilH$Lfc. JfcJ&fcfc^ffiTKfe 
MbTto £iltfc£ffi"CN, N->^W^7U' (10 mL). tfniJ-7> (0.667 mL) 
Srjnx, .lia-C-2 HSWJMSLfco RlS****-*** (100 mL)i:7jc(100 bL)T?#HEL 

• fco *«i*iMn*ft*^*»- te*«»7- b >; 7 A-c«e*L^ 0 ■#*«*L-c»&*tfc 
^g*v- i ;77-7 J ^7VvA^n-vbi7-77'f-(^mflK;^^-9-^ :»K^f-^=i : 2~ 

fei»ttt:iiajt^ (94 mg. 13%) ZWzo 

1 H-NMR Spectrum (DMSO-de ) S (ppm) : 1.80 (4H, m). 3.31 (4H. m). 5.15 (2H. m). 6.51 

(1H, dd. J=2.4. 5.8 Hz), 6.72 (1H, dd. J=2.2, 8.8 Hz). 6.81 (1H. m). 6.92 (1H. 
dd, J=2.2. 12.0 Hz), 7.42 (1H, d, J=2.4 Hz). 8.05 (1H, d, J=5.8 Hz), 8.61 (1H, s 
).' 

[0 3 0 2] 

A-ftf 2 *-* (500 mL) *MT«#U t'="J>i? (200 g) KUDx-fco S8*£ . • 
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JS**M*t?*ai|ft* ttffc*-*-**«M*Lfc. *#T\ (500 
mL) **9>o< »9 fcUPxfco *W1^IWL^ Sm-Cl 7. 50#F3»L£o R 
£ft**EftM*« Si«^:rb?tKo75>=2 : l (l.oDt 1N*» 

iti- b U (500 mL) HfrSELfco * (500 mL) T* 2 EHfiffiLfc 

o **>*/s#«WI*<Mfl*** (500 mL) TrftfrU fc^WtthyJATWHife. it 
IftS^LTftfeft/SjaflSK"'^-**' (200 mL), y •x^/l/.x.-rfl' (40 mL) =SrJnx."C, M 
a-ei 3B#W«#L.fc« *rffiLfc@#:**fl5U (100 mL)-^^^- 

(20 nL)fi#**»-C2|iItt^Lfco - ^ K J: 0 > ifW^ 

TSc«ft^» (182 mg. 65.2%) £«#fco 

^-NMR Spectrum (DMSO-de) d (ppm) : 3.99 (3H, s), 7.83 (1H, dd, J=2.0. 5.2 Hz), 8 
.09 (1H, d. J=2.0Hz), 8.70 (1H, d, J=5.2Hz). 
[0 3 0 3 ] 

(HtWin) *±± 4- (3-7JHn-4--hP7x y#v) fc'jy>-2 

4 -^nnfcfij v>- 2 I/- b (200 mg), 3-7^*n-4-- 
l.D7x;-^ (202 mg), ?an^^ (0.6 mDOii'fr**, SH#B^T 1 2 0 "C • 

% ; : i : 2 A'-***-*-*' : * 2 o : l - 

1 0 : l)fcttLfc« B»«l!i#*aM8U **feH#fc LTMBft-frfc (94 mg. 27.5 % 
) 

J H-NMR Spectrum (DMSO-de ) 8 (ppm) : 3.89 (3H, s), 7.25 (1H, m), 7.45 (1H, dd, J=l. 
6, 5.6 Hz). 7.58 (1H, m), 7.71 (1H. d. J-1.6 Hz). 8.29 (1H, m). 8.72 (1H, d, J=5 
.6 Hz). 

[0 3 0 4] 

(»W113) 4 - (4-7^-3-7;i/t P7x/^y) b''Jy>-2 

4 _ (3-7)Vto-4--fD7x^v) tf U V>- 2 - * ;l"K*-> b 
(200mg) <7)>^y-;v (40 mL) 1 0 v 7 £ A#tft£ iDx., **#H«"r\ £ 

fl-*«»U ifei^fttttSll^iOt* (181 mg) Zntzo 
'H-NMR Spectrum (CDCb) 5 (ppm) : 3.98 (3H, s), 6.71 (1H, m), 6.78-6.85 (2H, m), 6 
.98 (1H, dd, J-2.4. 5.6 Hz), 7.61 (1H. d, J=2.4 Hz). 8.56 (1H. d, J=5.6Hz). 
[0 3 0 5] ^ 
(»JH4) jLtik 4- |3-7fr*P-4- T2 -(4 

4 _ (4-7 = 7-3-7;VtD7xy^y) fcf'J v>>- 2 -*)HK*5/1/- b 
(179 mg) ©N, N-'^WA'ATSK (2.0 mL) lili:N-(4-7JVtn7i-. 
/lOvn^?* TvK (202 mg, 1.02 mmol), Vb U TV-JV- 1 -4 fr***' b 
ijX (y>f A-7 5y) A^f7;Vtn*X7x-F (453 mg, 1.02 mmo 

1) SrinA, SMKMAT. Iiat2 H$H«#Lfc, EJ&tiLZWm*-**' (100 ml) 
ft*** (50 mDT^ELfc. *Wi Srl&ftSt®?*^ b U *A*»»U 

07 F 7? 7 -f - (»»* ; »»if ^ = 2 0 : 1>T*M* 

o U «8»fe»3fcfcLT3aMfc'fr* (96.3 mg, 31.9%) frftfco 

*H-NMR Spectrum (DMSO-de ) 5 (ppm) : 3.59 (2H, s). 3.86 (3H. s), 7.10 (1H, d. J=8.8 
Hz) 7.17 (2H, m). 7.25 (1H. dd. J=2.4. 5.6 Hz). 7.36 (1H. m), 7.49 (1H. d. J=2 
.4 Hz), 7.63 (1H. d. J=5.0, 8.8 Hz). 8.09 (1H. m). 8.61 (1H. d. J=5.6 Hz), 10.14 
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(1H, s), 10.26 (1H, s). 
[0 3 0 6] 

mmmiis) 4- 13-7^^-4- r2-(4-7jvtn 7x-j^jw^^ 

5;] 7 X y^rv| kf U 2 h (96.3 mg) 9)3-9 J —fr (2.0 mL) 

j&ifcfc, *(0.50mLK *'«E'fb'Jf>A-7Kffl» (15.7 mg) IST4 8|FI» 

Lfc, SMi:iNl| (30 mL) *Jll*.fcfk lETCiiL/cc ££z£K@£m^MlO 
0 DiL)-f>7t: KD79> (100 mUfcinx.*:^ &ELfc. 4MM *IMtoAiI*Ttt» 

"CfcJfcLfco U »feffl#fc LT*|Bfl:*1to©*i# (99.5 mg) 

^-NMR Spectrum (DMSO-de ) 8 (ppm) : 3.60 (2H. s), 7.08-7.11 (1H, m). 7.17 (2H, m), 
7.25 (1H, dd, J=2.4, 5.6Hz), 7.37(2H, dd, J=2.4, 11.4 Hz), 7.50 (1H, d, J=2.4 
Hz), 7.63 (2H, dd, J=5.2, 9.2 Hz), 8.09 (1H, m), 8.60 (1H, d, J=5.6 Hz), 10.15 ( 
1H, s), 10.27 (1H, s). 
[0 3 0 7] 

(gjIWl 16-1) 2- (b'J>f^y'JJV) xf;i/ (4- |3-7JU*p-4- 
[ 2 -(4-7^tP7x-;V^;M ; &^l/)7-faf»7^1 V^-J^r'A g 'J V > - 2 

JMMM2 16-2) N- r4-(2-7^y^ 1 Jv ? >-4-^^^^v)-2-7;U^- 
D7x-^1 — N ' - (4 -7»tP7x^) VD-j-^K 

4 _ |3-7;i/^-n-4- [2-(4-7;ViD7x-Jl/*)W^-f*)7tF7^] 7 
x.)* 9 A e 2 -Sr/HlfVBfc (93.2 mg, 0.218 mmol) <7)N, N - 5» f- fl' * ^ 

(1.0 mL) V ijxf*7 5 V (0.0759 mL, 0.545 mmol) % 2- ( b 'J ^ f- 

)1/v';ju) 3-9 J -fr (0.0344 mL, 0.240 mmol) fcflnifco IIty7i = *'*^*y 
*7fK (0.0517 mL, 0.240 mmol) *lniLfclfe> M##B^T\ 3 O^Wk 1 1 

0tt'2H»Lfc, RiB«t*MfC**P», ftlifA- (100 mL) fc&ttftBfc** 
?• b'J (100 mL) t&EL/;. *ft*«EI*-J- b 

ATgfLf:. ^^*LT#«btL7t^ *y**?'A^ov F^77^ - (Fuji 

Silysia NH, »W« ! ftfxf ^-ffRxf-* :^/-^=10 : 1 ) - 
itil), 2- ( r- 'J 3^-)V (4- |3-7;U*n-4- [2 -(4 -7 

;i>tn7x^jv*;Mf>f ;i/)7-fef;V7? /] 7x;*->| f>Jy^-2-^v)A)Wt 
h ( gjfrWl 16.-1) (24.0 mg, 20.3 DtN- [4-(2-75^''Jy"/-4- 
0^y)-2-7Hn7x-^] -N' - (4-7HD7xi*) 7D t' K ( 
mtm 116-2 ) (31.2 mg, 35.9%) tttl-ffttotio 

m&tit 1 16-1 ) ^-NMR Spectrum (CDCb) S (ppm) : 0.02 (9H, s), 0.99-1.03 (2H, 

m), 3.59 (2H, s), 4.18-4.23 (2H. m), 6.53 (1H, dd, J=1.6, 6.0 Hz), 6.86-6.90 (2 
H, m), 6.98 (2H, dd, J=4.4, 4.8 Hz), 7.51 (2H, dd, J=4.8, 8.8 Hz), 7.58 (1H, d, 
J=1.6Hz), 8-14 (1H, d, J=6.0Hz), 8.20 (1H, m), 9.07 (1H, brs), 9.25 (1H, brs), 

9.43 (1H, brs). 

m&M 116-2) ^-NMR Spectrum (CDCb) S (ppm) : 3.61 (2H, s). 4,65 (2H, brs) 
•; 5.95 (1H. d, J=2.2 Hz), 6.26 (1H, dd, J=2.2, 6.0 Hz), 6.29-6.88 (2H, m), 6.97- 
7,02 (2H, m), 7.49 (2H. m), 7.90 (1H. d, J=6.0 Hz), 8.12 (1H, d, J-9.0. 9.0 Hz), 
9.34 (1H, sK 9. 49 (1H. s). 
[0 3 0 8] 

m&m ii6-2) o %m&j&& * jjit tciami- * » 

4 _ (4_ 75 y_ 3 _ 7 ;i,^n-7iy i lrv) M V 2 -<i ^7 5 > (100 mg) «N 

, N-y>W^A7SK (2.0 mL) **i:N-(4-7^D7xr*)Tni?? 
7vK(189mg), "OV h 'J 7V-)V- 1 -4 v h 'J * (-^f^75^) 

..^^A ^f7*tn*X7x-> (424 mg) Sriflx., SltWLfc. RIB**** 
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xfA. (100 mDtfiftAtt* (80 Bl)K»BLfc. *|t*tif-A' (50 ml)-C«ltt* 

V V A -vim L fc, t T# itfcM* y'jm*7A^v^77^-( 

liUf ; SSif ^-SS^f ^: ^ ^ ; - jv= l 0 : l)"C»«Lfc. Btt&lfflfl-fcifcS 
U »4ttHk LT&fiUfr&ft (182 mg, 66.1 %) 
[0 3 0 9] 

1 7) ^L±jk 4 - (4 -^yyjI/t^fV^^H 5 ;/ - 3 -7;v^-p 

(851 mg)<DT Y 9 t (200 mL) j#TSlC7Xm^^ v ■> A (309 mg, ^5^9 

fl>7tKD7 7n-®L/;. 2 0m 1 i "CiltJETfcSMt Lfco 

(15 mL), 7-t h > (30 mL), h 'J *> A (771 mg) £*nx., Lfc 

;i3tl&4b^>>"^**->#> l '**-- n/ (0.449 ml) S-fSTL, Ml&T 4 B#K^^L^ 0 
k(S«**ETfc*»Lfcffe; »ati:ft»aff (200 mL) fcS&ftfcft* (100 mL) jtM 
Z.XfrW.Ltz 0 (50 mLX2) "CM IB LA: «, ^M^^TWI *S&#nA®7K. 

(50 mL) -Cft#U iMtb^At^L/.io ItHfeilfcRlltV U 

)T?««Lfco IWWWfl-fciftWU LT*E-ffrfr*(738 mg, 64%) 

°H-NMR Spectrum (CDCb) 5 (ppm) : 3.98 (3H, s), 5.24 (2H, s), 6.87-6.93 (2H, m), 6 

.99 (1H, m). 7.01 (1H, dd, J =2. 4, 5.4 Hz), 7.36-7.44 (5H, m), 6.40 (1H, d, J=2.4 
Hz), 8.20 (1H, m), 8.59 (1H, d, J=5.4 Hz). ( 
ESI-MS (m/z) :397 [M+H] + , 419 [M+Na] + . 

[0 3 101 ^ 

(tta«H8)' 4- (4-^/'/W^»»K^7^-3-7»tP7x^ 

) bf M y > - 2 - >^ 

^ ;V , 4 _ ( 4 _^yy,vt^-v*;i/^)l'75/-3-7J^n7x-;i') fc'Jy> 

(1.02 g) £^*/-M25 mL) * (50 mL) — N, N 
-v^fWA75 K (7.5 nL)a^»«E^»»§*, tR (7.5 mL) *Mttz 0 
mWT, ££Kl3icSKty f 7A- tMD% (-185 mg) SriPx., 1^1- 5B#W$#L<7to 
K,||:iNSf (30 mL) fcin&fcfk «EET»-ift«b/t. »»fc»K^Ml00 mL) 
_rf7tKn77V (100 mL) jS^&fciJnx-T^ELfco (50 m 

LX3) TfcifrU jfc*««7-f'J7A-elOILfc. iI®*Lt#f»ltfc@#S-yxfJV 
(20mL)-^*^> (20 mL) »#»«fc!K»S-£fco H#**#U **»*i§ 
fctfcfc J: 0, »IMSH#i: UT«iaft-fr« (846 mg, 86.1 X) *»fco 
• *H-NMR Spectrum (DMSO-de ) 5 (ppm) : 5.18 (2H, s), 7.08 (1H, m), 7.23 (1H, m). 7.24 
-7.46 (8H, m), 7.75 (1H, m), 8.59 (1H, d, J=5.6 Hz). 9.59 (1H, s). 

10 3 11] ^ . 

•(aftWH9-l) so?* f4 - (2-7^E , ')y>-4-^jVt^v) - 2 

- 7 ;l/ p 7 ^ ~ ;H flJW^-b 
(gftWl 19-2) 2- (HJ ^JWyUflO xfJl^ [4- (4-^>v^ **-> 
i,M^7^-3-7J^P7x^y) \£')*J>-2-4fl>'\ *jWl* zi± 

£#>»(2.85 g) (ON-^f^^')K> (30 ml)T#fcK h U JC.*-*T3 > (2.59 ml), 
2 _ (h.j^WJ^) (1.28 ml) S: IJP x., SfeC^x-W^'J* 

7->'K (2.59 mDfclnixfco MH#ffi^T, liStlW, 9 0 TCT 2 P$W«#Lfco E 
•(&*'**** T*iJLfc«, ft»i^/Kl00 ml) tl&W^m7lc^7" b U •> A*»*(100 m 

iiliE# 2005-3029062 



mm. 2004-370801 



**- s J: 93/ 



)v= i : i ~ i : 2 -#lif*-ft»xf* : * 9 J 2 o : l ~ l o : l ) x~ffi 

) xf;|/ [4- (4-^>y^t^->i^*-^T5^-3-7;Kn7i;^y) tf 
y y _ 2 - 4 ;v] * /w<* - f ( «».gl 119-2 ; 747 mg, 20. 2 X) , ft&Btt t L 
■COS** [4- (2 -75 -/ kT'J v>- 4 -4)\s**~y) - 2 -7^071-*] 
( MM 119-1 ; 618 mg, 23.5 X) *fffc 0 

(jig 119-2) ; 

'H-NMR Spectrum (CDCI3) 8 (ppm) : 0.06 (9H, m), 1.03 (2H, m), 4.24 (2H, m), 5.23 ( 
2H, s), 6.54 (1H, dd, J=2.0, 5.6 Hz). 6.59-6.64 (1H, m), 6.66-6.93 (3H, m), 7.34 
-7.42 (5H. m), 7.61 (1H, m). 8.10 (1H, d, J=5.6 Hz), 8.15 (1H, m). 
ESI-MS : 520 [M+Na]\ 
(«j6W 119-1) ; 

J H-NMR Spectrum (CDCI3) 5 (ppm) : 4.49 (2H, a), 5.23 (2H, s), 5.95 (1H, d. J=2.0 H 
z), 6.26 (1H, dd, J=2.0, 6.0 Hz), 6.84-6.90 (2H, m). 7.00 (1H, m), 7.34-7.42 (5H 
, m), 7.94 (1H, d, J=6.0 Hz), 8.10 (1H, m>. 
ESI-MS : 354 [M+H] + . 
[0 3 12] 

(145100 1-2 0) 'OV* 14- [2- (3, 3-y>f<")WK) tfUv>-4 

->f ;i/5i-4r->] - 2 -7**071- ;H #;w<c*-h 

[4- (2-7^y tT VV>-4 -^;w*^r'» - 2 -7;v*n 7x-;v] * 
- b (163 mg, 0.461 mrool) ©f h?tKD7?> (4.50 mL) SijtCh'Jif *7 
5> (0.128 mL, 0.918 mmol) ^r*n^-> ?nnfl|7i-* (0.0872 mL, 0.695 mmol) 

^A7S K (2.0 mL), v^f;l'7SVMI (188 mg, 2.31 mmolh h V ■x-f-A'T 5 
y (0.386 mL) fcUnx., Iiaf8W»L^o (50ml)i:7jC (30 m 

o'tjoiT^ELfc, #wi**tfD*tt* (30 mL x 3) -c^u ^imw-f \- «; 7 a 

; ^ifji/~Sfif)v :^^;-^=20 : 1 ) fiiU 2feJtfe»*t LTB W» 

(165 mg, 47.5 *) 

'H-NMR Spectrum (CDCh) 5 (ppm) : 3.02 (6H, s), 5.22 (2H, s), 6.51 (1H, dd, J-2.0, 
6.0 Hz), 6.87-6.90 (3H, m), 7.20 (1H, m). 7.25-7.42 (5H, m), 7.66 (1H, d, J=2.0 
Hz), 8.03 (1H, d, J=6.0Hz), 8.12 (1H, brs). 

ESI-MS (m/z): 425 [M+H] + , 447 [M+Na] + . 
10 3 13] 

OKiSflll 2 1) l — T 4 — (2-7;^ , 'Jy>-4-'()^^-» -2-7**0 
7 jl^jH -3- f 2 - (4-7;l/tn7x^^) 7-fc^*l ft»l/7 
2- ( j. ij -> »J ;l/) xf;l/ [4- ( 4 - ^ ^ t ^ y * ***-^7 5 ^ - 3 - 

7;i/tn7i^-» tf'J 2 -W*] b (222 mg) Of>7kKn7? 

> (7.0 mL) mm~ 1 0%^7y*9A^| (71.2 mg) i\tl, 7fcSt#ffi^T> 
m^mWLtZo mt*ZML, Wk*9J-fr (5.0 mL) •Ctfe^-L^o SU#S*K> 4- 
7*tD7i-)« (103 mg) > ^Mbf-*-* (0.448 mL) £2rax., 9 0tT3 0*^ 
*#U £*L**ET*»Lfco »£*7-feb-HJ* (5.0 mL) ^*v7 
y^*')^^ (130 mg, 1.34 mmol) SrinA, 5 0 *CT' 1 B#^m# Ltz 0 

ai-e, 5fco6?£icSDA, a-ciwwifc. aaaae* (so mDtfi 

fn^m7fc(30 ml)**ax.T7>S£L^o mV^IMDAtt* (30 mL X 3) "CifcifrU «S* 
mmi- b U^A-efgjSL/co ill§iLt#f>ft^S«:rh7t Ko77>(5.0 mL)fc 
i&JBS-frfcffc* 1 Mr h 77f;V7 -7 A 7P'J K-fh7t Ko77VSt(0.8 

91 nUfcilD*., lST-3 0^m^L^c RJ&ifc**» U 1 Mr h 7 7*^*7 7 
A 7D>; K-x h7t KD7 7VS«(0.1 mDfciiJoU M^-C3 OfrmtkWLtz Q £ 
lMflvyf^Ji't-^^ 7D'J K-r b7t Kn7 7>iiSi(0.5 mL)S-iitn 
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l> m^-mmwLtzo Bu&mzvm***' (50 ml)fc&^:i£&7M30 ml)&3)^x.-C# 
gGL*:o ^JPSrl^lWlTK (30 mL X 3) "Cft^U MtMIS^ b x ) *) AT?l£»Lfc« 
»*«*LT»&tifcSMlE*:3' , J ^;v*5A?n7 h^77^ - (FUJI Silysia NH, 

?#ffii£;^7 s *> :SSix^=i : 2 -ft»if^~ff»if/i' : 20 : 

1-1 0 : 1) T-«L, **ft»«ftttt|»* (75.4 mg, 43.5 I) 
'H-NMR Spectrum (CDCh) 5 (ppm) : 3.73 (2H, s), 4.52 (2H, m), 6.02 (1H, dd, J=0.4 
, 2.0 Hz), 6.31 (1H. dd. J-2.0. 5.8 Hz), 6.88-6.92 (2H, m), 7.08-7.13 (2H, m), 7 
.27-7.31 (2H, m), 7.98 (1H, dd, J-0.4. 5.8 Hz), 8.26 (1H, m), 8.98 (1H, brs). 12 
.30 (1H, s). 

ESI-MS (m/z): 415 [M+H]\ 
[0 3 14] 

m&m i2i) osojfe^a * jar k e*-t & . 

4-7^tD7i-;HI (482 mg) iVLit?-* -fr (1.09 mL) KfllFfBU 60*0 1 B# 
IW«#Lfco *il4-C>fr*Plfe, tt-fbf"*-^ (1-09 mL) *«ETaM«U SMfcfcb/l'X 
•>-C&»L.fco 5HSfc7-t b-b 'J* (34.2mL) H»*U WT^'^A (607 
mg) fcim*., 5 OVX-lVZmmWLtZo R(&**M*T*iPlk 4- (4-75/- 
3-7;vtn7x7^vlf , Jy>'-2-^l'7?^ (500 mg) fcinx., £jft*C18B#WSI 
#Lfco JRJB***(50«l)i:ft«*^/Kl00Bl)-C«-ELfco *«W **#PAtt*T?*# 

v b 7 4 -(Fuji Silysia NH, ^UifSt ; > : 1 : 2~ifif^ 

~g^^^;u: >*y-^=i 0 : l)xffi$kLtz 0 Bttttlif5-*iI»U 

L.-cata-ft-frlfcOfiflt (945 mg, fiJRs(£42. 9 %) *4*fco (220 mg) Kx^/- 

>U (0 5 Bl)-yxf;H-f^ (2.5 ml)*imx., IS a B ^*ffflH/:, CltlSr^J&U v 
xf^x-f^t^L, a««*1-*-tCJ:^. WfefeaU LX&IRM&m (42 m 
g) £#fco 
[0 3 15] 

mmUl 2 2) 1- [4- (2-7^ye'jy>-4->fJU»^'» -2-7;V*P 

.. 2 - ( b i; ^^;v->'; ;w) x.-^;v [4- ( 4 -^yy';i't J Pv'*^'J ? -^7 5 / - 3 - 
,7jvtn7x7*y) tTV 2 ->f ^] * /w<* - b(200 mg) Oth5liKn7? 

•> (20 mL) Sifcfcl 0%^7y'7A^I (85.6 mg) =£r*DA, 7kSf#B^T\ 2 5 

MLTto 8US#»^ 2-7xx^.7W '^ny K (0.0862 nL)OT4r b- b V * (1 
0 mL)it?Gu ftyT^A'^i (117 mg) *JPA, S**HSC"r\ 6 0 < C-C28#H3i 

#Lfcm, a»*T*«Lfc. --i'. aat?2^ma»L.fe 
o (50 mi) (30 mi)*Dnx.T$5-ELfco ^r«w*<&«A 

d^TK (30 mL X 3) -CftifrU h U ^ A"C|6JiLfc. **tt*LT»e»*Lfc« 

|^y'JA^A7A?nv b - (?#£&?£ ; ■ r -*~f9 > '. VeWLX-*»= 1 • 1 ~ 1 

: 2 ~St^x^;u) T»|&U ^fefi»(250 mg)4r#/co I©^ffeM«-rh7 
k b*P79^(0.80 mL)Hj#J»U lMfh57Wy*-f A 7n'JK-rh7^ 

l*n7 9^»*(0.804 mDOPx, ifit3 0^SffLfco lMf h?W7^- 
V;A '7D V K-T- b 7t K0 7 5 (0.804 mL) SritflU LT\ Ifit$6C3 0 55-H9 

S&^Lfco JRJSfcfclH*-*-*-*' (50 ml)fc^^7lc(30 ml) £inx-T53-@£L/io 

(30 mL X 3) -CftfrU b 'J -7 A Xftte L1z 0 »«t«*L-C» 

<b ft £$!S^£-> 'J iJY^iJy J*? b ^77^ - (&ffii£ ; ^"7*? > : »K^f-^= 1 

: l - 1 : 2 HSS^f-zi'-lWt*-*-* : * *y-;i/= l o : l) -ettSU 

LTfEEfl:^* (58.9 mg, 37 

•H-NMR Spectrum (CDCb) 5 (ppm) : 3.75 (2H, s). 4.83 (2H, brs), 6.00 (1H, d. J=2.4 
Hz), 6.32 (1H, dd, J-2.4. 6.0 Hz), 6.88-6.93 (2H, m), 7.26-7.45 (5H, m), 7.93 ( 
1H, d. J=6.0 Hz), 8.25-8.29 (1H, m), 8.87 (1H, brs), 12.34 (1H, s). 

HiSE# 2005-3029062 
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ESI-MS (m/z): 397 [M+H] + . 
[0 3 16] 

(»0!l 12 2) cogQjj^fe * BIT Kfefcl" & o 

2-7i-^7^f;V ^ c ij K (0.378 raL, 3.00 mmol) OT-fe b - b V ;V (30 mL) ^ 
^H^^v7>'®?* U 7A (583 mg, 6.00 mmol) Srinx., M^#H^CT\ 5 0TCT1. 

5mmmnttz 0 kjs^*m*t-^*p^ 4 - (4-7u-3-7jku7x/^v 

) fef'J v 2 - -f;UT 5 > (438 mg, 2.00 mmol) fciJIlx.* iStl 3^1iff L/: 0 
Kfi$ift**(50 mL) tftK^f-^dOO mL)T?#RL.fco #<MI*ftftlftHI**^ h'^A 

^:5iaE**> , J*'>*n'*9A^D'vb* r 9 7'f — (FUJI Silysia NH, iSttiiK ; •^■^ : S£ 
ixfji/B : i : 1 -WML*-*-* : * 9S-fr= i o : i)"?«MRLrt:o gft 
M7>£ji*iiL, lifeyi^t LTM-fb^ (271 mg, 34.2 X)*»fco 
[03 1 7 ] 

(gj§Wl2 3) (2 -7;i/*P-4- | 2 ± [3-^^-3- (l-> 

fjv^'jy>-4-f;v) 7WK1 tfU v^- 4 -4 iu^v'I 7x-») a;w<> 
- h 

^>v;V [4- (2 -75 ^ Vf U -y>-4 - 2-7)^07x^^1 7J 
;Wsy- b (200 mg) Wf l7tKn77'/ (5.0 mL) ttCMJ^f ^7<> (0.197 m 
L) £tjnx, ^nnf|7xi;v (0.107 mL) £?&TL, Mt? 1 0^B»L/:o 
«fr*EET8UtflL SSSKN, N-^fWA7?K (2.0 mL), 1 - jt-f-ZU- 4 - 
(^f^7?y) e^yy> (0.329 mL) *Sn;U 1 8l$HJ»#Lfco EJ4l*S 

(50 ml)i:7jc (30 ml) fcJnitTfl-ELfco *i&*A&7lc (30 mL X 3) T 

m^57^ - (FUJI Silysia NH. ^7** > : ^x.^;i/= l : 2 ~Siif 

ftRxf;u : * ^y-ji/= 20:1-10:1) tiSL, LTieis-fb^ 

(117 mg, 40.7 X) £#fco 
^-NMR Spectrum (CDCb) 5 (ppm) : 1.63-1.67 (2H, m), 1.72-1.82 (2H, m), 2.04-2.11 
(2H, m), 2.28 (3H, s), 2.88-2.92 (5H, m), 4.17 (1H, m), 5.23 (2H, s), 6.52 (1H, 
dd, J=2.4, 6.0Hz), 6.85-6.92 (3H, m), 7.22 (1H, m), 7.34-7.44 (5H, m), 7.68 (1H 
, d,.J=2.4Hz), 8.05 (1H, d, J=6-0 Hz), 8.12 (1H, m). 
ESI-MS (m/z) : 508 [M+H]\ 530 [M+Na] + . 
[0 3 18] 

(MflJl2 4) 3- T4- (4-7<;-3-7»ta7xMy) fc°'Jy>-2- 
- i - ^ 1 - {l-*m/\Z*<y*J>- 4-4 fr) 71^7 

so¥)V ( 2 -7;l/*n- 4 - 12- [3 3 - ( 1 -> ^-/UkM'J S^- 4 
-^;W) ^H" K] A-4 fr** a A 7x-JV) #;W**-h (110 mg) C0x 

hv^Kn7v> (10 mL) ^II: 1 0%^7v7 A^f (46.2 mg) fciJDx., 7K*#H^, 

b 'J 7AtgM, 40 DLH44f -caM8L, WiiltLT|»©rl 
9 Ka 79 >»*(40 mL) «r#fc 0 RlSttJfeiW^Jifi L£ O t LT, &RJ&£ffiv» 

ESI-MS (m/z): 374 [M+H] + , 396 [M+Na] 4 . 
[0 3 19] 

(gjjfefflj 1 2 5 ) 2-75Z-4- (4--bn7^y^rv) QL2> 
2.^7 5 y- 4 nn tf'J y> (2.00g) *N-^ ^/Vfcfn U K> (31.8ml) 

SSt^B^T, 4-^hn7^y-Ji/ (6.51g) . N, N-'^V^n^xf *7 
5> (15.9ml) *JP-x.T150'CCT3 BIMWLfc. f#£P&, 

1 NjjcBMb-J- h U (32ml) t»SL*. t&ftfti&fc-C-flg&ifc 

7A?dyF ^7^ - mmWL ; ^*-9-> : Blxf*=i:2-l:5) *)««bfc 0 

ffiliE# 2005-302 9 062 
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IW»«EIIU a$*^JE^i-^>C«5:^J: O^Ett^ (764rag, 21.2%) £ 

'H-NMR Spectrum (CDCh) $ (ppm) : 4.54 (2H, brs), 6.11 (1H, s), 6.35 (1H. m). 7.17 
(2H, m), 8.05 (1H. d, J=5.6Hz), 8.27 (2H, m). 
[0 3 2 01 

(M^oi26) tfpu yy- 1 zLkJkM?LkV Ti/ £ [4-(4-^fn7x 

y 3- ->) u v > - 2 - -f ;H Tj_K 

2-757-4- (4-zFD7x;Jfy) t?Dv> (490mg) *a*£H5KT\ fF5 
EKn77> (10ml) HJif^TT/ (0.886ml) , ?dd^|7i-* 

(0.798ml) *«iTLfc&, 205MW*Lfc o RJSi&K^cnj v> (1.42ml) SriJQA, 40t> 

A7nvF777^- (?#&$: ; : ^1x^^=1 : i~i:3) ciOftSU, 

S 69^1153- **ffi«l6U ajt«rjME*£j»i-*ifc»=J:0*Cfl;'fi* (639mg, 91.8%) * 

l H-NMR Spectrum (CDCh) 8 (ppm) : 1.98 (4H, m), 3.46 (4H. m), 6.65 (1H, dd, J=2.4, 
5.6Hz), 7.08 (1H, brs), 7.19 (2H, m), 7.84 (1H. d, J=2.4Hz). 8.16 (1H, d, J=5.6 
Hz), 8.28 (2H, m). 
. 10 3 2 1] 

(MMMU-H ti'pV^v-i-^^^^y'J'^ 7vK r4 -(4 -r; j 7x 

I * v) tf 'J v > - 2 - ± 7j_K 

Ifnijyv-l-AW/'J?? 7vK [4-(4-- bn^W^v)^; v>-2 
75 K (636mg) h5HKt?7?> (18ml) -*9J-to (18ml) J-?#fifS 
S*£BS&TK10%>'t9y*A&* (412mg) *Jnx.» #rt***1t»L-C— life 

JffiU yif^x-f)P (10ml) (10ml) fcira&TSKiSS-ttfco H#£^3XL 

, m\&M-tZ>Ztlz£Y)mHk&y!J (524. 9mg^ 90.7%) *W*r 0 

'H-NMR Spectrum (CDCh) 5 (ppm) : 1.95 (4H, m). 3.44 (4H, m), 3.64 (2H, brs), 6.48 
■ (1H, dd, J=2.4, 5.6Hz), 6.69 (2H, m), 6.90 (2H, m), 6.95 (1H, m), 7.66 (1H, m), 
7.99 (1H, m). 
[0 3 2 2] 

"(«j§^D12-8) 3- f 4 — (4 — — bn7xyjrv)e'jy>-2-^;H -1, 1- 

2- 75^-4 - (-fn7x^y) f')y> (761mg) fcSS&OTfcT, T Y v k K 
U77> (14ml) 7K*?S<£*PT\ FVi.W?^ (1.16ml) , ?onfS 
7* = * (1.05ml) *»iTLfc&30$M»#Lfco BOfciSfc 2 NvV 5 > (^^^~ 
^tK) (6.95ml) Srimx., -0&«#L.fco RJ£?££If^^A't&TOtt7>'- ; &-'7 A 

•y;*7';v*7A^nvh^77^- ; ^*V-> : ^$^^=1:1-1:5) \z£ 

t)m$LLtz 0 U SS^tSStt^^ci: «fc l)3ESB<frfr» (609mg, 72. 

5%) zm&mfct Ltftfc. 

^H-NMR Spectrum (CDCh) 5 (ppm) : 3.03 (6H, s), 6.65 (1H. dd, J=2.4, 5.6Hz), 7.19 
(2H, m), 7.21 (1H, m), 7.80 (1H, d, J=2.4Hz), 8.16 (1H, d, J=5.6Hz), 8.28 (2H, m 
). 

[0 3 2 3] 

2 9) 3- [4-(4-T<S -7*J**s)WJy-2-4 - 1. 1 - 
S J 1/7 

3- [4-(4--fn7x;Jf»f')y>-2-^V] -1, l-yVf;V7^7 (60 

ffiSE#2 0 0 5-3 0 2 9 0 6 2 
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7rag) *fh?kKD7!?> (20ml) -*9J-» (20ml) mMW&% 
Ti:i0%^7yH^I (236mg) *JPx.> »flt*3l(llltT-!fei^Lfc. 

ifcfcJ: »)*IBffrfr* (529. 5mg, 96.7%) 

l H-NMR Spectrum (CDC Is) 5 (ppm) : 3.01 (6H, m), 3.64 (2H, V brs), 6.48 (1H, dd, J=2. 
0. 6.0Hz), 6.70 (2H, m), 6.90 (2H, m). 7.11 (1H, brs). 7.61 (1H, d, J=2.0Hz). 7. 
99 (1H, d, J=6.0Hz). 
[0 3 2 4] 

iMMMI 3 0) r4-(4--hP7xy*'»fcT'jy>-2-'f >±1 *JW<5 
7-/K 7 x. =■ )V r ;i/ 

2-y^/-4- (4--hD7x;+y) H°'Jv> (600mg) Srga&OT&'K 7" b 7 
KYvyyy (12ml) fciMffS*, h'Jxf;V7 5> (1.09ml) > ?BD^7i^ ( 
0.979ml) tiTLfctl, 20t>«L£o KJ&ifcfc**'* V * (1.81ml) £*lU> 25^W 

*lDit»a**fco B#**JRU l««»n£i:eJ:0*IHt^ll (854mg, 93.8%) 

'H-NMR Spectrum (CDCh) 5 (ppm) : 6.73 (1H, dd. J=2.4, 5.6Hz). 7.14-7.24 (4H. m), 
7.32-7.46 (3H, m). 7.71 (1H, d. J=2.0Hz). 8.27 (2H. m). 8.32 (1H. d. J=5.6Hz), 9 
.07 (1H, brs). 
[0 3 2 5] 

' (§£j£ff)] 1 3 1 ) J6Jl/*iJ >-4 -ftfrsff^'J y » 7"> K [4-(4--hn7x 
7 3- v) tf 'J v > - 2 - >f ;H 7 3 K 

r 4 _( 4 _- D7l ; ^rv)tfV v>- 2 -4 >U] 7vK 7 i-;^* 

r;W (250mg) *SE3R#ffl«T\ f h5tKn77> (7ml) *^*«;>.(0. 
187ml) *JWx./;*, aCi|[*ail»cRL-lft«»Lfco EJfcitfc*** U > (0.187ml) 
fci&iJDU 2^K15^«#t^o RlB*t50t;*TMU lB*M«#Lfco RlSift*:* 
Rxffl/ t&jfn&ft 7 > * ~ *) A*»*T*BLfc, %*£S «riMDtt'fk7 
i8u 7tc> f&^&TKT-ffi^Sfc^U b 'J^A-e«J»Ufco »*£»E»«U 

1:1-1:5) £ J: OttSLfco l»lt«Eil, MEES£&1- * - £ «t 0 MBffrfr» 
" (152mg, 61.9%) mBfftL-Cftfc. 

»H-NMR Spectrum (CDCh) 5 (ppm) : 3.49 (4H, m), 3.73 (4H. m), 6.66 (1H. dd. J=2.4, 
•5.6Hz), 7.19 (1H, m), 7.21 (1H. m). 7.29 (1H, brs), 7.75 (1H, m). 8.17 (1H, d, 
J=5.6Hz), 8.28 (1H, m). 8.30 (1H. m). 
[0 3 2 6 ] 

(MjafflJ 1 3 2 ) ^Jl/frQ y- 4 -a»^y') 2 2. Z_k b* \4- (4-T<S7x. 
Vjr -» fc: 'J y y - 2 - )V\ 7g_K 

^**>j >-4 -*>HJf*^U ? * 7vK [4-(4--h07iy^y)K° , )v ? >'-2 
. 75 K (227mg) (10ml) (2ml) «rftI^"C»»$**:^ 

(150mg) > &fl:7 (300mg) fcinATlBtBifl&iiM Lfco RJfcifcfcM 

£T??fc£PU ffiif-Jl'-f b 9 K > (1:1) ZMz."C%kWLtz 0 £ -t 9 

-f b£3tT;Si§U ftBtJ-f-^, jfc-PifcifrLfco *>}&o;£$Uf Sr^SXU tK. MM 

tkt-^l. i^ttstb'jfA-eiaiufc. »&£mEit«u ftt>ti-tzntiti'>*)* 
iottsifc. Bttflwa-trjfcffawu s^*-*.*—^* (6mi) 

*-9"> (12ml) Srfin^TjRiS^-frfco B#**S*U 4 i t C i 0 M-ffc** 

(81.3mg, 59.3*) £*&3|-feB'ffc2: LT^f/io 
»H-NMR Spectrum (CDCh) 8 (ppm) : 3.48 (4H, m). 3.65 (2H, brs), 3.71 (4H. m). 6.44 
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-6.56 (1H. m), 6.71 (2H, d, J=8.8Hz), 6.90 (2H, d. J=8.8Hz), 7.21 (1H, brs).. 7. 5 
7 (1H, brs), 7.99 (1H, m). 
[0 3 2 7] 

(gjjW!3 3) 4- (bfo 'j Vy- 1 -4)V) ^'JyV-l-^^»^y'Jy^ 
7->K f4-(4-73y 7x/V>)b:'Jy>-2--ni/l 73 K 

[4 -(4 y vy^y M V V>- 2 -<f JW] A;W\'5^ 7vK 7x-JH^ 
(lOOmg) fcS3fc*H&T\ t>'?KKn7?> (2ml) H»ffFSit\ 4- (tfnW 
>-i--f;W \£^)*jy (i48m g ) *ijn*.fcfc, 50*W*#Lfc o RJ6***»J.f-^ 

ASEtr^U *y**7A^av h^97-f- (Fuji Silysia NH, I ^-^V : ft 

Bfci^^ = l:2~l:8) KiOffiMLTCo U «tt«rifcE«i»t-* £ ^ £ 

15 4 _ (tf D y 1 -4 tT^'J v>-- l y * 7vK [4 -(4 

4- (k*ntjy>-i-^;u) e^'Jy^-l-AJV^y'J'y? 7vK [4 - (4 - 
-)-D7xMy)^ l J->*>-2-^l'] 75 K (117mg) f7tKn77> (3ml) 
-*9S-fr (3ml) Sf f liTCM^yy^A^i (61mg) Srin 

*Tfti£Lfco %flfc«:*E«fliU #^>tt^SSH^^^^^-r;v (2ml) ( 
2ml) rtx.tiS?*/: 0 B#**ttU ajRK*-t * i t Hi D ftE'fb'&W (59.5mg 
, 54.7%) £#£ e 

J H-NMR Spectrum (DMSO-de ) <5 (ppm) : 1.27 (2H, m), 1.66 (4H, m), 1.78 (2H, m). 2.11 
(1H, m), 2.46 (4H, m), 2.85 (2H, ■), 3.96 (2H, m), 5.04-5.15 (2H, m), 6.46 (1H. 
dd, J=2.0. 5.6Hz), 6.60 (2H, d, J=8.8Hz), 6.80 (2H, d, J=8.8Hz), 7.29 (1H, d, J 

=2.0Hz), 8.03 (1H, d, J=5.6Hz), 9.06 (1H, brs). 
[0 3 2 8] 

'0Bi6flll3 4) 4- tf^'J *Jy- 1 zL*JkM*JL!l 2 * 

7 v F r4-(4-7^7x;^ry)t:'Jyy-2-^;H 7 3 K 
[4-(4-^hn7iy + y)t*'Jy>-2-'f;v] 3>JWt5^ 7vK 7x-)l/x^ 
r;v (lOOmg) *mm^m%T, t h7tKn7?> (2ml) 4- (^'Jy 

y-l-4)v) \£^)'jy (I44mg) ftJniLfelft, 30fl-W*#Lfco * 
fcl&fD*il:7;'*-*A/!fc»ifc-cfl-ELfco :frOT*I^SMfc7 ^--J a*»»u tK, 

3$it£$"; #W?Ai'ti7 h^57-f- (Fuji Silysia NH, ?f tB$ ; ^**r> : ft 
^j.^;i/=i:2-l:8) KJ:D««U gEW^^tCiM- (t? 

v >- 1 --f ^) tf^'J S>>- 1 -*^v'J v 9 Ti/Y [4-(4--ho7 
x. J * -» tf 'J v* y- 2 - ;v] 73 K**i&j£4fc t Ujlfc, 

4 - (t'^'J 1 -4 )V) tf^ty W- 1 -AA'^yV v 9 7vK [4-(4- — 

h'B7x7i|fy)e'jy>-2-'fM 73 K (121mg) S:fh7tKn77> (3ml) - 
;X*/-JV (3ml) li*i^TC10%^7y7AM (61mg) SriOx. 

X~m&Ltz 0 *fc**EE*»U #f)tt/;Sgl:yif^ x -T^ (2ml) (2m 
l)-*'Jpit-C!iai**fco B#**ttU ii5CK«-t*i kCi •mtfilfc^ (84.8mg, 7 
5.2%) 

J H-NMR Spectrum (CDC b) 5 (ppm) : 1.38-1.78 (8H. m), 1.86 (2H. m). 2.38-2.54 (5H, 
m). 2.85 (2H, m), 3.65 (2H, brs). 4.12 (2H, m), 6.48 (1H. dd, J=2.0, 5.6Hz). 6.6 
6-6.76 (2H, m), 6.86-6.94 (2H, m), 7.20 (1H, m), 7.57 (1H. m), 7.99 (1H, d, J=5. 
6Hz) . 

[0 3 2 9] 

(ggfll 3 5) 3 - r4-(4-73/7xy^v)b-'Jv>-2--fJVl - 1 - 

miE# 2005-3029062 



#M 2004-370801 



^-v : 99/ 



i _ ( i _ j ?-)\, »j 2 y - 4 - )V) *7 V 7 
[4-(4-^fn7x^y)^'jyv-2-^] */UA5y* 7vK 7^)HX 
(150mg) £MSs#ffl50\ N, N-^^*;H7? K (4ml) N- 
^^^-N-d _^f-;utf^ij 4 --f;i/)7 5 y (0.186ml) *tii}Z-l\%?$%tW L £ 

ysia NH, ; V : B^fif JV = l:l-Si^f ^) 

j _^>;i,_ 1 _(1 4 -W;V)^K7 (117. 7mg, 71.5%) tfflM 

3 -_ [4_(4_-hn7xM-»t'Vy>-2-^^] - 1 1 -(1 

)V fcf ^ >; > - 4 - 4 )V) V V 7 t T Y 7 * KD y y y (4ml)-;* 9 S-fr (4ml) 
M^ffiStiWlnF* 10%^7y^AM (65mg) SrSnx., t X-tfflStW L 

Jf§<b*LfeJ8a£S:'>U j!iW?A^D7 h^77-f - (Fuj i Silysia NH, i§tBiS ; 
xf^) i;j;t)|IU:o itt*B»*kET««i-* ^ k t J: »y*IB<b'frW (113. 5mg. 

!H-NMR Spectrum (CDC Is) 5 (ppm) :1. 25-1.32 (1H. m), 1.77 (2H. m), 2.08 (2H, m), 2. 
29 (3H, s). 2.84-2.96 (6H, m), 3.65 (2H. brs), 4.20 (1H, m), 6.48 (1H, dd. J=2.4 
, 6.0Hz), 6.70 (2H, m), 6.90 (2H, m), 7.14 (1H. brs), 7.62 (1H, m), 8.00 (1H, d, 
J=6. 0Hz) . 

ESI-MS (m/z) : 356 [M+H] + . 

[0 3 3 0] r , ' 

(Mflll 3 6) 4- (4-7?/-2-7J^D7 x^y) - 2-1 (4-bKn 

^vb'^'J =Jy- 1 -4 fr) iifr-#-frT\J'[\ZV vy 

4 _ ( 2 -7HD-4--lD7xMy) - 2 -[ (4 - Kn*~>fcf^V 5»- 1 
--OU) *^JU75 y]tfU v> (169mg) H > * / - ;V (5ml) -rh7tKD75 
> (5ml) *lniL-C*j»S*fe«fc, E^#ffl^T^10%^7^^A^m (200mg) SriPx., 

! H-NMR Spectrum (CDCb) «5 (ppm) : 1.40-1.70 (2H, m), 1.80-2.00 (2H, m), 3.10-3.30 
(2H, m), 3.74 (2H, brs), 3.80-4.00 (3H, m), 6.40-6.55 (3H, m), 6.90-7.30 (2H, m) 
, 7.58 (1H, s), 8.01 (1H, d. J=6.0Hz). 
[0 3 3 1] 

(«iSffll3 7) ^JVfr'J y~ 4 f4- (2- 7;^n-4--bP7 
.xy-jry) fcf'J v>- 2 - 4 fr\ 7 

4 _ (2-7^n-4--ln7x7*y) e V v >- 2 -W *7 § > (1.00 g) ©t 
K7tKH77> (50 mffTb'JifA/Tr/ (1.12 ml), ^nD^BI 

7i-* (0.906 ml) trJOx., CtL**?frT 1 l$ISJS#Lfco RJfcifc*:»E«f8 Lfc«» « 
g|;N, N-y>f ***A7 5 K (16 ml), ^fl/* 1 ^ (1.4 ml) £iPx., 4 . 

5B*ffl*#L3fco RiB«KftHlJ-f-/»' (150 ml), tJc(100 ml) *Jnx.T i^Sr^BBLfco 
^®Sr 1 NTK^b^- h U "> A3jc*«, ffrfP&i&TK, 1 N&m> 1 

(50 ml) fcJR»S*fco £0>H#*%fl!tU "5> ^tfeS*tL 

•C^fB-ffc^ (941 mg, 64.8 %) 

J H-NMR Spectrum (DMSO-de ) 8 (ppm) : 3.42 (4H, m), 3.56 (4H, m). 6.77 (1H, dd, J=2. 
4, 5.8 Hz), 7.51 (1H. d, J=2.4 Hz), 7.59 (1H, d, J=2.4 Hz), 8.19 (1H, m), 8.23 ( 
1H, d. J=5.8 Hz). 8.43 (1H, dd, J=2.4. 10.4 Hz). 9.44 (1H, s). 
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[0 3 3 2] 

(1^)13 8) ^e;v»'; y-i-iifrtfyn [4- (4-7^-2-7;^a7 
v>-2--f ;H 73 K . 

_ 2 -^;u] 75 K (941mg) 9)x.9S-» (50 ml) JKSiftfc, * (10 ml), MffiWi® ( 
581 mgK aUt7>*-*A (1.11 g), N, N-^f^A7 5 K (0.75 ml) SrUn 
9 OU'3 0»IS#tfc. M*T?Jt*pm, ^»t*aLfc. a**** N 
, N-yVf^;^7? K^JE-fcifcifrU Lfco SftatKWR**-* (10 

Oral), *(100 ml) fcJlx.TC:itfc2'KLfco tKH fcWHUtf-A'TttlltH Lfc c 

^rt^-> , ;*r;i'*7A^n^b^v7'f- (fuji Siiysia nh, ?§ffiifc ; ^*v> : 1^ 
$tx^;v= i : i ~ i : 2 ~»ixf;wi^xf;v : ^ * /-;u= 2 0: l ~ l 0 : l 

)--C»«Lfco IWW«iU **ftJ*ftWfcl^»Bffe'fi'* (759 mg, 87.8%) 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 3.40 (4H, m) , 3.55 (4H, m), 5.44 (2H, m), 6.40 
(1H dd J=2.4, 8.4 Hz), 6.49 (1H, dd, J=2.4, 13.0 Hz). 6.54 (1H, dd, J=2.4, 5. 
6 Hz), 6.95 (1H, m), 7.32 (1H, d, J=2.4 Hz), 8.07 (1H. d, J=5.6 Hz), 9.20 (1H, s 
)• 

[0 3 3 3] 

■ CgiS-Hl 3 9) 3- [6- (2-7Wn-4-^m7x^ -» e'J5v>-4 
-4;H -1- (3 5 J 7*0 k^W JW9U7 

6 _ (2^7jVtn-4--Fo7xy^r-» fcf 'J 5 v 4 - 4 *7 ^ * (50mg) 
ffl^T, f F7tFD77> (2ml) K»IHfc.**»^TCf , ixfft'7 5 
> (0.0697ml) > ^nnfi7x-;V (0.0627ml) £Jnx., Mfc"C30$mH*fP Lfc„ R 
«tIEI!L/:t> »e.*t*:Siai=N f -N-y^f->l'*^A7 5 K (2ml) > N, N 
4'yxfjV-N' -^f^7*o/r/-i, 3-v75> (115mg) fcfin*.* £»"e2l$IHJ* 

; y\4^> : |^.x?-A/=2:l~l:l~W** 7-^ = 19:1) T*l«Lfc 0 Ifliift 

i£fc«iE«*aU M«rjjtEfe»-r*itKJ:0«C'fk'fr* (55.7mg, 66.2*) 

'H-NMR Spectrum (CDCb) 8 (ppm) :1.08 (6H. m). 1.82 (2H, m), 2.51 (2H, t, J=6.0Hz) 
, 2.68 (4H, q, J=7.2Hz), 2.94 (3H, s), 3.41 (2H, t, J=6.0Hz), 7.39 (1H. m), 7.56 
(1H, s), 8.10 (2H. m), 8.29 (1H. s), 11.70 (1H, brs). 
[0 3 3 4] 

(teffll 1 4 0 ) 3- T6- (4-7?/-.2-7^t P7xyty) ^'J5v^-4 
. -4 71/] -1- (3-y'xf;l/7?/7'Ptf)H - 1 -> kZ 
3 _ [ 6 _ (2-7;Vto-4-xhn7x;^y) £ U 5 3* y - 4 - 4 /u] -l- (3 
.yif^7? / ynvf;!/) -l->f;l'7V7 (54.0mg) tfh7tl>'n77> (2ml 
) -mrj-fr (2 m i) £jg#$-&fc 0 KJS*K10%^9 y'7AR| (27.2mg) SriDx., 

A- (FUJI Siiysia NH, itajfc ; ^**r > :ftSxf ^ = i:i~ftfxf jv) trML/c 
." (34.3mg, 68.6*) «riffe@ffU 

'H-NMR. Spectrum (CDCb) S (ppm) : 1.07 (6H, t, J=7.2Hz), 1.79 (2H, m). 2.49 (2H, t, 
J=6Hz), 2.67 (4H, q, J=7.2Hz), 2.91 (3H, m), 3.39 (2H, m). 3.70 (2H, brs), 6.45 
• .(1H, m), 6.49 (1H, dd, J-2.4. 11.6Hz), 6.97 (1H, m), 7.20-7.30 (1H, m). 7.40 (1 
H/'m), 8.33 (1H, m). 
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ESI-MS (m/z) :391 [M+H] + , 
[0 3 3 5] 

mmmiAl) ^<>2Jk (2 -7^tu-4 - 12 - [ (4 -In 'J W- 1 -4 

[4- (2-75^t:' i ;^/-4-'f;V**v) -2-7^tn7i^] * 
_ (230 mg) (Dt YvKVvyyy (6.50 ml) ^l^^f^T?^ (0.181 
ml) £flnx.> TKf&^T^nn^mVi-;!' (0.123 mL) £?i$TU 1 0M»L/;. 
TO?Sc^itEET^^ilL7to N, N-v^H^A7U' (2.0ml), 4- (1-^n 

(301 mg) fcflnx., Mti if$HS»L*:o RStcSi^f^ 

(50 mOt* (30 ml) imz.Xfrffl.Ltz 0 3r«Jl SrSSfDJdlTlt (30 mL X 3) •CiSfcitU 

Vy74- (FUJI SilysiaNH, ; > : «^f>= 1 : 2 

gj=^.x^;u : /*/-;u=.l 0 : 1) -effiWLL, r&SffeMi: LT^IB^fe (165 mg, 

47.5 %) *Wzo 

'H-NMR Spectrum (CDCh) 8 (ppm) : 1.27 (2H, m), 1.47-1.56 (2H, m), 1.93 (4H, m), 2 
.20 (1H, m), 2.57 (4H, m), 3.00 (2H, m), 4.02 (2H, m), 5.23 (2H, s), 6.50 (1H, d 
d, J=2.0, 5.6Hz), 6.85-6.91 (3H, m), 7.34-7.44 (5H, m), 7.62 (1H, d, J =2.0 Hz), 
8.04 (1H. d, J=5.6Hz). 8.12 (1H, brs). 
ESI-MS (m/z) : 534 [M+H] + . 
[0 3 3 6] 

(mdtffi]i4 2) 4- (tfo 1 ; yy- 1 -4*) e^'j->'^-i-^;^f>i r 4- 

(4-7^-3-7)Vtn7x^v) tf 'j v y - 2 - A frl 7 5 K 

(2-7;w^n-4- 12- [ (4 -fcfny^y-i-'f ;i/tf^V ->*>■- 1- 
^>^'-;l/) 75/] kf U v>-4 -'f /Usf**! 7^^;i/) ;W^/. - b(91 mg) Or 
h7fc'Kn77^ (10 ml) |fli:iO%^7V7A^I (36.4 mg) £inx.> 7K^#H^ 
TB^"3. 5B#r B m#t7^o r^:x?/-;K5.0nil) Srinx., 7K^#H^T^im"C 

iE<k«ox vuyyymwamtzo ztizntmw.mi'emMLtzo m^r^k 

(DKB^m^tz 0 
ESI-MS (m/z) : 400 [M+H] + . 
[0 3 3 7] 

mmmi) eD'Jy'/-l-^W^y'J^ 7-/K 16- r2--7^*n-4 
- (3 -7^-;V7-bf-^f-t , 7 V-f K) 7xv>4r , /l lfJv>"/- 4--f^l 75 K 
BB^W%T, 2-7i-^7-tfil' ?nn* (0.079 ml) £ 7 -te b - b 'J ;W (3ml) 

6 0ti:tfty7^ l J')A (116.6 mg) **Dx.> P*)^-? 2 B#P«gm# L- 
fc 0 S«*mSS-e}%iP^ 4- (4-7^-2-7^tn7xMv) -6 - [ ( 
tin Vy- 1 /U) *^#sJl'75^] tf'jSv^^ (76.0 mg) -7-feb-b'J/l' (3 

ml) »**U0x. 1 1*W«J*L/S, JR(B*Sr»*J.^»'fcia«#t»**^ b '<> 

n-r b /7 7 - (?#ffii£ ; : Bf^^^= 1 : 4) tcj: «j»3RLfco BKM 

$3-**ffiU ff&ftfcllilCfxf-^x-f* (3 ml) -^dr*> (3 ml) *lHI*.T!K» 
S*fc„ @#£61&U a^^-r*ii:lcJ: 0, M'fk'fr* (53.8 mg. 45.3%) 

^-NMR Spectrum (CDCh) 8 (ppm) : 2.00 (4H, m), 3.49 (4H, m), 3.74 (2H, s). 7.42-7 
.50 (8H, m), 7.71 (1H, m), 7.86 (1H, dd. J-2.8. 11.6Hz), 8.83 (1H. m). 8.51 (1H, 
m), 12.43 (1H, s). 
[0 3 3 8] 

mmm2) - t->k 16 - r2-7fr *p-4 
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a*3£HfcT\ 2-7xi*7W ?nn* (0.064 ml) £ 7-b h - b 'J ^ (3 ml- 
) fciMf**, BOtCCftyTViJi/^A (94.8 mg) ^r»nx-> 2 P*HMM$ 

L/co RlSfcfcMt Tfr*>tk 'J > - 4 - * A'** ->V^ 7>>K [ 6 - ( 4 

_ 7S ;_ 2 -7^07iM'» tfU ^ v>-4--f;V] 75 K (65.0 mg) OT-fe 
(3 ml) i#?££*nx., lWfWftftLfco KlS««:#aiif-^klS«l!tBWc*^ 

y*^*7A^n7^77^- (fcfflifc ; :Wif^=i : 4) i:J:Dt 

SILfco iW»Ii#*»ffiU fl^fc»SKi?xf*x-f^ (3 ml) -^^-9"> (3 
ml) iMx.xmm^ti 0 @#*5JRU m%.ti.m-t-&Z.£KXl)&Mit&to (54.4 m 
g, 54.6%) tafe»*HTHt. 

! H-NMR Spectrum (CDCh) 5 (ppm) : 3.53 (4H, m), 3.75 (6H. m), 7.42-7.50 (8H. m), 7 
.64 (1H, m), 7.86 (1H, dd, J=2.4. 11.6Hz), 8.34 (1H, m), 8.51 (1H, m), 12.44 (1H 
, s). 

[0 3 3 9] 

(mmm3) H'o'jy^-i-^^y'j^ 7->k r6- (2-7^0-4- 

j 3 _ 12- (4-7»tP7x-») T-fef-JH £jl^W_K] 7xMy) tf' J 5 v 
>-4 zJjlj] 71 K 

S3?t#ffl^,T\ 2-(4-7**07i = *)7W* ?D'J K (135 mg) ZT*:Y=-Y 
(5 b1) 'CillllH, 6 0 t ClCTf-^-v7>m* U 7A (152 mg) fcHnx., RlfflT? 1 
. 5WFW«»Lfco KlS**M*-«fr*Ptfe, 4- (4-75;-2-7;Vtn7iM 
*,) _ 6 _ [.(t'D'Jy^-l-^l') *^^7 5/ ] (99.6 mg) <7)7 

*h-H;>U (3 ml) f#?S**nx., 1 5^Mm#L/co Kt^Kif^t^M* 

b ■j7A*»«t*sifc. Gmmzmumfrmi- y >j *> ft*** 

t->'j*m?A?nvf/77^- (*tti* ; ^*-9-> : ^= i : 3) 

OfMttLfco |IS»I^tI»U llCyif^-f^ (5 ml) -^*-fr> (5 ml 
) *in;L-CJKiS3-frfc&, @#**#U fcK J: ■jaMMfrfr* (111.8 mg 

".. 69.5 %) *mt&mfct L-Cfcfc, 

^-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.83 (4H. m), 3.41 (4H, m), 3.83 (2H, a), 7.18 
(2H, dd. J=8.8. 8.8Hz), 7.46-7.50 (4H, m), 7.50 (1H, s), 7.88 (1H. d, J=12.4Hz) 
, 8.40 (1H, s), 9.43 (1H, brs), 11.79 (1H, brs). 12.39 (1H, brs). 
[0 3 4 0] 

(jSffigH) gjMUj V- i-1))V-tf**y x ) 2 * 7-/K \ 6 - ( 2 - 7 jM ; n - 4 - 
|3 - [2- (4-7J^D7x-JV) 7-bf-JH f^^V^ Kj 7j./3t~» g 2 

y- 4 ->f ;Ul 7 5 K 

SSf#B^CT\ 2-(4-7**D7*-^)7tf* ^DUK (103mg) £7-feb-h'J 
;V(3ml) 6 0'C^Tf-*->7>»*U »>A (116 mg) frillx.* Wft-C 2 B# 

M»#Lfco KJS**M*-C*ailfe. 4- (4-7^-2-7^n7xMy) - 
6 _ [ (^e;i/^ij >_ 4 -xf ;i0 *;w-K^;V75 t?'J*v> (79.5 mg) -7-feh- 
h'j^ (3 ml) »«*i)D*., 1 Ofl-ffl*#Lfc. EJiB*«rft*J-^^tfi«l*BE**^>. 

xrfrijyAtv-vYyyyj- (»ttiifc; ^*-*> :»»w=i : 3) 
Ltz a itoftH#**«U WeJLfcSiaECS'if-^— (5 ml) (5 ml 

) *Jnx.TJR»S*fco @#£*.IfcU ajOa»i-*tkCJ: OMft** (71.9 mg, 5 
6.9 %) «r«6*tfe@#fc LT»3to 

! H-NMR Spectrum (CDCb) 5 (ppm) : 3.53 (4H. m). 3.71 (2H, m), 3.75 (4H ( m). 7.12 ( 
2H.. m), 7.22 (1H, t, J=8.8Hz), 7.25-7.34 (2H, m), 7.36 (1H. d, J=7.6Hz). 7.43 (1 
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H. brs). 7.65 (1H, s), 7.86 (1H, dd, J=2.4, 11.6Hz), 8.34 (1H. s), 8.57 (1H, brs 
), 12.40 (1H, brs). 
10 3 4 1 ] 

(mmm5) ^'jy>-l-a^^'Jy» 7->K 16- [2-7**p-4 
- (3-7x=.fr7-b?-;i/-?-*9 W K) 7i;ty] fcfU ^y>- 4--f JU] 75 K 
fi*&H&T\ 2-7xi*7tf* ?n'JK (0.068ml) *7* b= b V * (5ml) K 
6 0ti:tfti'7^* , J'>i (lOOmg) «r*ax.> raift-C 1 . 5H#Pb1WL 

fc. jKjs«*a»4T*«i(t, tr^uw- 1 7->k [6-u- 

7S y_ 2 -7;vtD7x;^y)e'J5y*>-4-^V] 7 5 K (lHmg) - 7 -fe h - b 

y/u (3mi) iiMfcfcira*., 3om^Uo EU&nLiwm^^tmastm^^i-w 

y;V*5A^7 - (FUJI Silysia NH, ?#tH?ft ! : SS^-f ^ = 1 

: l) ci«fL/:. BHW^iit, »e>*tfc»ttfc: >/xf^x-7^ (5ml) 
-ssZ-y-y (5ml) fciqx.-c«R»S*fco ift^KU a$M£jfc-t S £ i: ■* •? ^S^b 

(88.8mg, 50.8%) SrSbtfeBflsfc LT#fco 
'H-NMR Spectrum (CDCls) 5 (ppm) : 1.54-1.74 (6H, m), 3.48 (4H, m), 3.74 (2H, s), 7 
.18-7.50 (8H. mj. 7.64 (1H, s), 7.86 (1H. dd, J-2.4. 11.2Hz), 8.33 (1H. s), 8.50 
(1H, brs). 12.43 (1H, brs). 
[0 3 4 2 ] 

(mmm6) \£^) s jy- 1 -ajnff^r->'j -y^ r-> k [6 - (2 -7^^ a- 4 - 

13^-12- (4-7;VtP7xrjy) 7-bf-;H ^frl^Kl 7^S*-s ) M. V 5 v 
> - 4 - ;H UK 

M^#H^T> 2-(4-7*tD7x-*)7tf* ^aUK (92mg) £7-feb~ b'J 
>U (5ml) 60"Ct-Tf-*->7>K* V 7A (104mg) £lra;i> IWji&KTl. 5B# 

«*# Ufc. RJS*«r»4.-C**P^ >; v > - 1 - * U y ^ 7 v K [6 

_ ( 4 _ 7S; _2-7Wn7x;^y) tf>; 5 Vy-A-lfr] 75 K (118mg) - 
7-tb-bU* (3ml) »«*iJD;U 30fl-H«^b^o RJStt**R^?-*i:l&«J&B** 

*t- b >j 9A*»*i?*EUfc. i- imd*s 

ty'J*y**5A^n7f^7-f - (FUJI Silysia NH, vttUifc I : Bflfc*- 

f-;w = l:l) t:i»ll»IU. IWfeHfl-fcaUBU mhfttzmm.^^^^-^^ (5 
m l) (5ml) fcijnxTjBiSS-frfco B#«r*9lU ajRftjft-f * - t CJ: 0 

^b^W (98.4mg, 52.5%). ^iffel#Ht#/; 0 

'H-NMR Spectrum (CDCb) 8 (ppm) : 1.52-1.74 (6H, m), 3.48 (4H, m), 3.71 (2H, s). 7 
.05-7.15 (2H. m), 7.22 (1H, t, J=8.4Hz), 7.25-7.32 (2H, m). 7.35-7.45 (2H, m), 7 
.64 (1H, s), 7.86 (1H, dd, J=2.8, 11.6Hz), 8.33 (1H. s), 8.55 (1H, brs), 12.39 ( 
1H. brs). 
[0 3 4 3] 

j^MMll 3- r 6 - (2-7;i/^o-4- 13- T2- (4-7 ^n7x-») 

7±±M ±±2±±& 7*/**) e^yy-4--f;vl -l. i^jL*±fr2Lk 

mm^mXT, 2 -(4 -7^*07x^)7^ ?n'JK (I48mg) £7-teb-b'; 
;w (5ml) 60tKtfty7^*'J'?A (167mg) fcj&Px., FJifl.-C5l$IHI« 

#Lfco BLJ&miMUt -C*4P!fe» 1- [4- (4-7?/-2-7^n7xM-» 

^-y^-g - 3-y^f;V7W7 (lOOmg) - 7 * h — MJ * (3ml) ?§t££ 

Jinx, 40fl-M*#Lfc o ^«*»»^>»'fci&«M»**^b';7A7lciffjK-Cfl'ELfc 
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(1.5ml) (1.5ml) fciaUTSiSS-tfifco SfrSr^I&U 

mitimir&Z.b\Ziit)9tmit4tm (125. 7«g. 75.3%) fcKftfeBftJ: LT»fc. 
^-NMR Spectrum (DMSO-de ) 5 (ppm) : 2.95 (6H, s). 3.83 (2H, s). 7.19 (2H, m). 7.30 
-7.50 '(5H, m), 7.88 (1H, m), 8.40 (1H, m), 9.60 (1H, s), 11.79 (1H, brs). 12.41 
(1H, brs). 
[0 3 4 4] 

4- (tfn'Jy>-l-f^ 1 -*JH>K*->U ? ? 7y 

K | 6 _ [.2-7^^-0— 4-- (3 -7 x^frT-fef-frf-frfr W K) 7x^y] 
U ^ y >- 4 - 1 M Z_§JK 

«*H*T, '2-7x^^7*^ ?cn;K (0.053ml) £7* b - b 'J ^ (4ml) \Z 
60t:UTf-*'>T>«* <; 7 A (77.7mg) tlfflx, IWT?2 BSMHHJfc&Lfco K 

*t&fP^BMc*7- b U * A*»»U 7K> «&«fttt*T?J(S^Sfe»U, b 'J 

*£*Lfc 0 #It«ETi:«ltL, 4- (tTn 'j v^- 1 -4 t^V 

i -#fl/*-*->'J y * TvK [6-(4-73>'-2-7Hn7x;* , /)K , J 
5 , > ' > _ 4 _^;i / ] T5 k (49.0mg) -7-th-h'J^ (5ml) i&ifc*S*£H&T"?im 

^*5A?n-7K57^- (FUJI Silysia NH, T#tH?£ ; : > ? ^ — ^ = 1 

9M) H<t 9fM£L£ 0 WfeftfcsfilMHfefclfKi'y *m7A?n7 b^77>f- ( 
FUJI Silysia NH. ; IWt*** : * * -* = 19 : 1) Ki»)*iU gG^H^ 

«|Lf:, ^(btL^^ffilCvi^^i— (0.5ml) > (1.0ml) *inx."Cafi 

»$*fc 0 @#*J!>*!lU i^itacti:J;*)fIM» (8.1mg, 11.5%) 

'H-NMR Spectrum (CDCh) d (ppm) : 1.48-1.70 (2H, m), 1.81 (4H. m), 1.97 (2H, m), 2 
.25 (1H, m), 2.59 (4H. m). 3.04 (2H, m), 3.70-3.80 (2H, m), 4.03 (2H. m), 7.18-7 
.50 (8H, m), 7.63 (1H, s), 7.86 (1H. dd, J=2.4, 11.6Hz), 8.33 (1H, s), 8.49 (1H. 
brs). 12.43 (1H, brs). 
[0 3 4 5] 

d£jfcffll9) tfP 'J 3 J>- 1 -^^^->V y » T'>K f4 - (4- 13 - [ 2 - ( 
4-7^Q7xr)U)74tf»l g^frW_K] 7x/^r-» 9 J > - 2 -4 M 7 
^ K 

filfcM&T, 2-(4-7**D7xi*)7W ?n'JK (72.5mg) £7-feb-b 
(2ml) 60*CKT'f-5j-5'7>BJ# U 7 A (81.6mg) **Dx.> IWjfiT" 2 B# 

HJIffLt. Rt£«*^ffl*t?^L, 4- (4-75;7x^-» -2- [ (tfn U 
->'y-i^^;W) 5 t:'Jv> (50mg) -T-tb-b'J^ (3ml) fcfft* 

0 :fr«»*ffi5fD&BfoJc*-*- b 'J7Am «^*^^JH*ft»U b 
'J -> A L o * «ET C «Mi t T » * ^ U * ^ * ^ A ^ n -7 b ^ 

97<f - (^ffiiSL ; : Stif;v= l : l ~ l : 3) DSULfco i&M 

53-£MU ^i-^^i-x;!/ (0.5ml) -^*V> (1.5ml) SrSPX-T 2*ttz 0 ®# 
JijMtJi-J-aikKJ: 9*tftMfc** (15.8mg, 19.1%) Z&fi&mtet LX^ 

'H-NMR Spectrum (CDCh) S (ppm) : 1.96 (4H, m), 3.45 (4H, m), 3.70 (2H, s), 6.55 ( 
1H dd J=2.4. 5.6Hz). 7.01 (1H, brs). 7.11 (4H. m), 7.29 (2H. m). 7.68 (2H. m). 
7. 73 (1H. d, J=2.4Hz). 8.05 (1H. d. J=5.6Hz), 8.57 (1H. m). 12.26 (1H, brs). 
[0 3 4 6] 

(mmmiO) 4- !2-*nn-4- T3- (2-7x-^7^f^) gJ^frW b 

1 7xM->l -2 - T (tfm; yy- l -^aO 7>ju#-;v75y1 ti'jy> 
a*#H^T, 2-7x-*7W ^.n»;K (0.73ml) S: 7-t b - b U ll' (5ml) 
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fefflZ-tt, 6 0tCtft>'7>P l J^ (I07mg) «ri)Dx, EIS"? 2 ti?NlW$£ L£ 0 
RiBtttMi^ai^ 4- (4-7^-2-?n.D7xMv) -2 - [ (fcfnU 

!_,f /I,) ^,;hf-;V7?/] MVW (122mg) -7-feb-b , J> (5ml) 
iPiL, 1 . 5l*MtW*Lfco JEJS**»*xf->i'tft«#t»**^ b 'J^^tWS 
Lfco l8ltftiflRI**tHJ , )A*»« 4 fc*Dfta*T?JIH*«si*U &*flf£BW-b 

-f- ; > : f£$^f-;u= l : 4 -w&t*-*- fci OHMftLfco 

fc*^*©^** Lfco U fct J: 9 (66 

.7mg, 36%) *^ftM B H atLT#/c, 

'H-NMR Spectrum (DMSO-do ) 8 (ppm) : 1.75-1.85 (4H, m). 3.20-3.40 (4H, m). 3.83 (2H 
, s), 6.56 (1H, dd. J=2.4, 5.6Hz). 7.20-7.30 (6H, m), 7.45 (1H, d, J=2.4Hz), 7.6 
3 (1H, dd, J=2.4, 8.8Hz), 8.10 (1H, d, J=2.4Hz), 8.13 (1H, d, J=5.6Hz), 8.68 (1H 
, s), 11.81 (1H, s), 12.44 (1H, s). 
10 3 4 7] 

(mmm\ l) 4- j2-»PP-4- [3- (2 -7x~;t,7-ir ^fl/) i^ 1 ? W K 

1 7^y^r->l -2- r (^eji^'J >-4-w jk) ^ji/»'-;v7</l fcfyy> 

fi3tft?H*CT\ 2-7x = *7W ?n'JK (0.93ml) *7-teb=-bU*' (5ml) 
j&fSS-^ 60 < C»3T"f- + ->7>Bi* 'J ■> A (137mg) £ftlx.s RliaT 3 HfP^ Lfco R 
l£ifc*mifit'T??friPfc, 4- (4-75/-2-^on7i^y) -2- [ (***'J 
> _ 4 _^; W ) ^;^'-ji,7 5;] fijv> (164mg) -T-teb-b'JJl' (5ml) fllFifcfrijn 

WOTS-tefl^**-*- b U ■> ATicSffi, te$]#fi>icT?JII&ifei£U h u * a 

iU 5Sa£^^^*>/ftBfti^^ (1/5) «rJBx.TJBa8.$*fco H#**9lU 
^-r^dtlcJ: Q&afcfrtt (115mg, 47%) *i«*fe»*fc LT»fc. 
! H-NMR Spectrum (DMSO-ds ) 5 (ppm) : 3.30-3.40 (4H, m), 3.50-3.60 (4H, m), 3.83 (2H 
, s), 6.56 (1H, dd, J=2.4, 6.0Hz).' 7.20-7.40 (7H, m), 7.64 (1H, dd, J-2.8. 8.8Hz 
), 8.09 (1H, d, J=2.8Hz), 8.14 (1H, d, J=6.0Hz), 9.30 (1H, s). 11.81 (1H, s), 12 
.43 (1H. s). 
[0 3 4 8] 

(gySfflll 2) 4- | 2 -» pp- 4 - \3- (2-7tx»7-fef») ±±*Jl4 M 
1 7_xA*yj -6- [ (eo'jy>-l->f^) ^JU££JUT_5ZJ fc°D^v> 
aSf&H&T, 2 -7x^7W ^o'J K (0.86ml) * 7 * b — b 'J A' (5ml) »C 
6 0 c C^-Tf-^•>7>m* , ) 7^ (I27mg) *in£> raa-c3^w*#Lfco 
EM^Iilit^m 4- (4-75/-2-7UD7x^y) -6 - [ (lfn>; 
yy-l-sf )],) J))U#-)VT < tfV5v> (145mg) -7-trb-b'J* (5ml) jgft 
fcillX., 1. 5l$W*#Lfco RCT^Pm^^^tl&fD^TK^^b'^ATlC^-C^ 

b 'J7A«U:o Sit L t# f. fifcSS t v 'J * ^ ;u * 7 A ^ n v h 7 7 

7-r - (»tBtft ; : i : 2) ci ^omnLtzo stomwfrzwtML 

, Sli:y'x^)H-fJi'A i lft> (1/2) £ in *.T HISS BfrfcfcttU 
l^it-6iti:J:^M^i (122mg, 55%) Lt§fc» 
^-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.80-1.90 (4H, m), 3.20-3.40 (4H, m), 3.83 (2H 
, s), 7.20-7.40 (6H. m), 7.48 (1H, d. J=0.8Hz), 7.59 (1H, dd, J=2.4, 8.8Hz), 8.0 
0 (1H, d, J=2.4Hz), 8.39 (1H. d, J=0.8Hz), 9.41 (1H, s), 11.80 (1H, s), 12.39 (1 
H, s). 

[0 3 4 9] 

(mi&mi3) 4- (2--7;i^n-4- 13- f 2 - (4-7* *0) 7x_m 
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M^#ffl^,T> 2- (4-7)^D7xi^) T-b-r-fy^ TvK (694mg) K&lfcf- 
(2.0ml) ^*nx.T50t:^-cmP^m#L7to £lD&£$£TK jilfis t Tf# <b flfc 
^^M##H^T> (100ml) £?&fi?£-££$U 50t:KT^* vT >m 

#';<7^ (875mg) «ri3Px> |W|ST- 2 HtH^ L£o KlBUZ^tX^Wfe, 4- (4 
_ 7$// _ 2 -7;i/tn7x;dr-» - 2- [ (^n V V >- 1 - 4 fr) *A"^7 5 
/] f'Jy> (949mg) fcflPx., 1 B$Wm#L/c 0 RJ6**r^Tfc*»L-C#&*L;fc» 

A?n7^77'(- :S^m^^^=i : 2~i : 3) Ki9»»t 

fco BfiMfeHfl-fcSWftU M^yi^^^-T"* (20ml) &jbllx.-C|Sfi**fttl3*fco 
ig B H a £415tU aftttjfti-4ifc^J:0«l'fb#* (834. 5mg, 54%) i&&ti$,£LXft 
fc. 

'E-WSR Spectrum (DMSO-de ) 5 (ppm) : 1.70-1.90 (4H, m), 3.20-3.40 (4H, m), 3.83 (2H 
, s), 6.60 (1H, dd, J=2.4, 5.6Hz), 7.18 (2H, t, J=8.8Hz), 7.30-7.60 (5H, m). 7.9 
8 (1H. m). 8.13 (1H, d, J=5.6Hz), 8.73 (1H, s), 11.80 (1H, s), 12.47 (1H, s). 
[0 3 5 0] 

(SEttflll 4) 4- |2-7^^Q-4- f3- (2-7x^7^ rfJM *-*7.W 

ki -7j.j**a -2- r (b'n'jyv-i-^v) jj)]/7$=.)\>T^ ;^ wj> 

mmWm%T, 2-7x-A'7*ffl' ?D'JK (lOOmg) £ 7,-fe h — h 'J * (2ml) fc» 
5 0rCtfty7^'J7A (I26mg) fcinx., |WC1.5P*W«#Lfco 4 
_ ( 4 _ 7 ;;_2-7HD7x/^y) -2- [ (^DiJi^-l-f*) #^**- 
;V7?y] (41mg) -7-fe h U/U (4ml) i#T&£:SP;i. $ h K2. 5I$W*# t 

u &7tc«m7 b u ^t«u„ »a*«ffia*Lt:ff e» 

4) HiOML/co B«J»lS£'*ifcHiU Mfc^*© V ^*f- fr^-r )V*MX&& 

1-4 d K J: *) mMit&W) (21.4mg, 34%) frftftfeftft LTftfco 
J H-NMR Spectrum (DMSO-de ) d (ppm) : 1.70-1.90 (4H, m), 3.20-3.40 (4H, m), 3.83 (2H 
, s), 6.60 (1H, m), 7.20-7.40 (6H, m). 7.50-7.60 (2H, m). 7.99 (1H, m). 8.13 (1H 
, d, J=5.6Hz), 8.75 (1H. s). 11.81 (1H, s). 12.50 (1H/ s). 
[0 3 5 1 ] 

(mmmi5) 4- |2--7;1^p-4- f3 - (2-7x-^7 W) ±±2±J. 
K] 7xA^y| -2 - f (4-t:KP^y^'Jyy-l-^^) ^;V^'-;^7^yl 

M^m%T, 2 -7x^;V7^fJl/ ?D'JK (0.180ml) *7-th-h'J^ (20ml) 
5 0tCTf-*5'7>i» , J<'A (197mg) £iP;i> 2 P$N|jf# L 

o RJ&***ETK»*b;fc«, MCH**** (20ml) ii^^B!*^^ > 'J 7 AtK 
*«[ (20ml) *iWx.T303Hfl»#Lfco #«**fl-JRU «&#0A«bjcT«s* U «M 
tF'J 7A«U:„' »#j&S*LT#<b*ifc2 -7ximfM 7f*y7^- b 
£Ml^> (5ml) -x.9J-fr (5ml) liSi L£o b©«4- (4-75^-2- 
7ji/tn7i^y) - 2- [ (4 - Kn#->tf^i; 1 ->f*) #*#-*7? 

y] tf'Jyy (168mg) fciDx.* -*MR#L;fco £U£ifc**EETfc»»Lfc8L #<b*Lfc 
^y'J^y^ji/vA^nv^??^- (SWiS ; ftiif* : >^^-^=9 5 : 

5) CJ:5»IIU. B U S|HyifiH-rJV (20ml) SriP^T^ 
S3*fco @#£4JfcU aJMEJM-££fc££9&flfc*tt (106ng, 42%) 4rSfe»5|t 

] H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.20-1.40 (2H, m), 1.60-1.80 (2H, m), 3.00-3.2 
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0 (2H, m), 3.64 (1H, m), 3.70-3.85 (2H. m), 3.83 (2H, s), 4.68 (1H, d, J=4.4Hz), 
6.58 (1H, dd, J=2.4, 6.0Hz), 7.20-7.40 (7H, m), 7.50 (1H, m), 8.00 (1H, m), 8.1 
3 (1H. d, J=6.0Hz), 9.22 (1H, s), 11.81 (1H, s), 12.49 (1H, s). 
[0 3 5 2] 

mmm\6) 2- [Jg*±»ZAZl ±!k£=lkZA2l -4- l2-7fr*n- 

4- [-3- (2 S/frT frW-E] 7x;^y| fcT'jy> 

HSf#IS^,T\ 2 -v^n/s^ v^T-b-f-;!' ?n'J K (80mg) T-fe 1- — h U ;W (5ml 
) SOtCtftyT^yJA (97mg) ^Jnx.. HS"? 1 l$IHJ»# L£ 

, ElES^aiTfitlUa, 4- (4-7^-2-7^tn7x^y) -2- [ 
(vVf;V7^) *;V*'-^7 5/ ] (58mg) £riPX.> SOfl-WflH^Lfco 

t#'g;h.£:2ft&fri' l J iJ^^ii 7 J* 9 nv b ^77 -r - (jftfflSft ; ^^r^ : W^M^)^ = 

1 : 3) OttHUfco iWWH^SriftiffilU (iOml) ££nx. 

T*£ B B H £#r£rj ^Jafc^ifSlM^*^ (20ml) T?#«Lfc|fe, «§,i**IfcL 

, Mit^utia^ift^ft (45.6mg, 48%) * fc L-Cfcfc. 

'H-NMR Spectrum (DMSO-de ) <J (ppm) : 0.80-1.80 (11H, m), 2.36 (2H. d. J=6.8Hz), 2.8 
9 (6H, s), 6.61 (1H, dd. J=2.4, 5.6Hz), 7.36-7.43 (2H, m), 7.53 (1H. dd, J-1.2. 
8.8Hz), 8.03 (1H, dd, J=2.4, 12.0Hz), 8.13 (1H, d, J=5.6Hz), 8.94 (1H, s), 11.54 
(1H, s), 12.68 (1H. s). 
[0 3 5 3] 

mmrnn) 2- [ (y^f;v7^) a/nfr-^ys/i -4- 12-7^*0- 

4 _ [ 3 _ (2 - / ;v^;i/-j->y-b^-;v^^-) 7W Kl 7x;^ry| fcf'Jv^ 
M3t#B5\,T\ 2-y;V**^t^7-fef 7^ TS'K (66mg) ^at-fbf-*-^ (0.5ml 
) KvtftfS-tir, 50*C»c-c 1 HWffL^o BL&WL*mE.TKfemLX2-; )l<#)l>i->T 

3&l&j£®l£7-t: h V (5ml) HiSJB**, 50 c CHT^-^->7 U 7 A (84mg) 

£jd;u raa-cn*wa#ufc« Eje**a»4^**>Lfeife» 4- (4-7^-2- 

7WD7iM-» -2- [ (y^W;/) ^;V*-)l'75^] tfU-^V (50mg) 

mm ; ^4-9- > : ttHftx^^= l : 4) vmMLtzo SIS»B^»«L, jaatfc^ 

(5ml) *tnx.T^ B B H ^*ffffi^-fr/Co ttfi*'£trj8»ifcfc^* , 9->' (10ml 
) T-CTL/Co *S B B a £*>UXL, »ftte»1-*CLfcfcJ:9*»ffr&1& (39.7mg, 48%) £ S 

'H-NMR Spectrum (DMSO-ds ) S (ppm) : 0.60-2.30 (13H, m), 2.90 (6H, s), 6.61 (1H, dd 
, J=2.4, 5.6Hz), 7.36-7.43 (2H, m), 7.52 (1H, d. J=8.8Hz). 8.03 (1H, dd, J=2.4, 
12.0Hz), 8.13 (1H, d. J=5.6Hz), 8.94 (1H, s), 11.54 (1H, s), 12.65 (1H, s). 
ESI-MS (m/z): 486 [M+l]\ 
[0 3 5 4] 

(M^Wi 8) ±A^J. >- 4 -%)i<#ym. 14- [3-7^0-4- (3-7j. 

j_ [ 4 _ (2-75;t' , Jy>-4-'fW*y) -2-7**D7x-*] -3- ( 

2 -7i^;UT-lrf-^) ^^-9 1/7 (270 mg) cox h 7 K Kn 7 7 > (12 mL) ?#7£l- h 
■jif-;i/T5> (0.142 mL)*Jnx.fca, 7M1fT7 nn^i7x^)V (0.160 mL) £ 
UPx, a*#B*T3 0*H**PLfc. iO*«Od*»4.0ml*«EETI=««L7to 
UN, N-y>f***A7$K (1.5 mL), *;V*V> (0.989 mL. 1.14 mmol) SrtDx. 
% mk-e5«pW«#Lfco * (40mL)-*(40 BL)t7?ELfc. *^Jf 
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fl,~ft»if^" >*y->u=i 0:1) "C*ft«Lfco IWIM^IL, f»e>ftfcH 

frLfcfc, a«K»1-4ii:eJ:*), i»»fe»*fcLT«»ffr6* (42 mg) 4rf»fc. 
'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 3.41 (4H. m), 3.56 (4H, m), 3.83 (2H, s) 6.63 
(1H dd J-2.2. 5.6 Hz). 7.05 (1H, d. J=8.8 Hz), 7.25-7.35 (6H. m), 7.46 (1H, m 
), 8!o2 (1H, dd, J-8.8. 8.8 Hz), 8.17 (1H, d, J=5.6Hz), 9.33 (1H, s), 11.88 (1H 
,'s), 12.24 (1H, s). 
ESI-MS (m/z) : 510 [M+l] + . 

[0 3 5 51 r o / o 

(tttW!9) ^'Jy>-l-^^»'>j (4- l3-7 fr*P-4- 13 - (2 

1- [4- (2-7^t*'Jy , /-4-^l't*y) -2-7;Vtn7i-^] -3- ( 
2 _7i-;V7-tf;V) ^tf 7 VT (270 mg) Ot b 5t Ka7 7 V (12 mL) b 
yxf;V7r/ (0.142 mL)* in MiffT^nn?i7x-^ (0.160 mL) «r 
*Dx.x iff 1AT3 0M*»L*. :ff)TO3f^L, »«*«ET»lLfc, - 
>t;N, N->Vf^*;H75 K (1.5 mL), kf^';^> (0. 112 mL) £Jnx.> Sift"? 
50#^k#t/c o RlS******-* (40 mL)-*(40 mL)T^BBL7to tSl^Mt 

*9A^D7^?7<- :ft»^f-^= 1 l-H^^-^W "Cat 

*iLTW* (50 mg) 

J H-NMR Spectrum (DMSO-de ) S (ppm) : 1.45 (4H, m), 1.54 (2H. m), 3.39 (4H, m). 3.83 
(2H, s), 6.60 (1H, dd, J=2.4, 5.6 Hz), 7.03 (1H. m), 7.24-7.36 (6H, m), 7.46 (1 

H, d, J=2.4Hz), 8.01 (1H, m), 8.15 (1H, d, J=5.6 Hz), 9.19 (1H, s), 11.87 (1H, 
s), 12.23 (1H, s). 
[0 3 5 61 

(fgjjfeff)]2 0) tfn'Jy-/-l-^^'> i 14- r3-7fr*P-4- (3-7x 

2- 7x-;l'7-tf;i' ^DiJK (0.054 mL, 0.43 mmol) <£> y -t b - b ') ^ (4.3 mL) 
Mi:lfitftv7vi*'J7A (83 mg) *inix.fcflU S*#H*tT 6 0 M 1 . 5 

n m«# KBm**mzx<%%i u tr p y v > - 1 - * >m [ 4 - ( 4 - y 

5 y_ 3 _ 7) ^n7i^y) If U &y- 2 -4 /U] 75 K (90 mg)<Dy-b b - b 'J * 

(4.o mL) #«*iD*.fc. EJ6**aai*t?#aL."C3i*n«»bfco 

9*LTtte.iifc»a*'> , )*^*9Ai'n7hn7'f- (?#ffi$: ; ^^-^^ :»« 
^^;v= l : i~i : -efffiLfco BfiMfcHa-fcilffiU »fc*ifcB# 

Lfcflt, a««*i-*iiCJ:«), L-CSjB'fb^* (18 mg, 13%) £#/>io 

J H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.81 (4H, m), 3.36 (4H, m), 3.83 (2H, s), 6.62 
(1H d J=5.6Hz), 7.04 (1H, m), 7.25-7.36 (6H, m), 7.57 (1H, s), 8.02 (1H. m), 
8.15 UH, d, J=5.6 Hz), 8.75 (1H. s), 11.88 (1H, s), 12.24 (1H, s). 
[0 3 5 71 

(mmm2 \) -E)U*U>-4^*JHK>ES j 4 -f2-7;l/;i-P-4-(3--7J- 

>-4-*A"K>» [4- (4-7^-2-7J^n7xM-» VfU^^ 
_2->f;i/] 75K (50 mg) ON, N- f^*^^7 5 K (1.0 mL) 
;i.y-b?-;W Vf-*->7*- b (42 mg) fcinx., ^i&T-2 2B#B£#L.fc 0 JRI&iftfcft 
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•TOi^ju=i : i~^x^~ffiHxf^:^^-^=iO : 1) «U. 

mite® (22 mg, 0.043 mmol, 29 %) £#fc 0 

>H-NMR Spectrum (DMSO-de ) 8 (ppm) : 3.40 (4H, m), 3.55 (4H, a). 3.83 (2H, s), 6.61 
(1H d J=5.8 Hz). 7.30 (1H, m), 7.36 (6H, a), 7.51 (1H, d, J=9.6 Hz), 7.99 (1H 
, m), S.U (1H, d, J=5.8Hz). 9.32 (1H. s), 11.81 (1H, s), 12.49 (1H, s). 
ESI-MS (m/z) : 510 [M+H] + . 

fii«2 2) 1- (3-yxf ^7;^nW -3- T4- (2-7;Hn-4 
- |3- [2- (4 — 7^tP7x - jV) 7-bf-JH g^^W-E l Z^Z±±J ^ 'J y 
>-2->f^l - l-^JV^T 

!_ [ 4 _ (2-T^/t° i ;v ? >-4-'f>'V* J rv) -3-7W07i-*] -3- I 
(4-7^tD7x-)l') f*7V7 (100 mg) h 9 Hn? 9 > (10 m 

L) Mi:F'Jif)V7 5^ (0.101 mL) »K./:t> 7WIffTi:^D^7i^JV 
(0 0454 mL) IffteTl 0#M#L/to SM«aTi§lU:t, ftM 

KN N->VfWW7U' (2.0mLK N, N-yif*-N' 1. 3 

-yoA>y*75V (151 mg) fciJPx., giST" 2 . 5^F^m#t^o KM £81^^ 
(150 mL) Tr#fRL£tlL ^^t)c#^ b U *A***T«fcfc>U &*«7- h V * * 
L 3t o «F«te* L T# «b * v U * r * * 9 A * n -7 b 7 v v * - (FUJI S 

ilysiaNH ^t^ftfif^l : 2~»K^^) T»»U B»WHfl-**» 

»*«*U «fei»tUtli^i (2.7 • 

mg, 1.9 %) ifttio . . _ 

^-NMR Spectrum (CDCh) 5 (ppm) : 1-09 (6H, m), 1.60-1.90 (2H, m), 2.06 (2H, m), 2 
.75 (4H, m), 2.88 (3H. s), 3.34 (2H, m), 3.65 (2H, s), 6.44 (1H, dd, J=2.4, 6.0 
Hz), 7.00-7.09 (3H, n). 7.20-7.26 (3H. m), 7.47 (1H, m), 7.80 (1H. dd, J-2.4, 11 
.6 Hz), 7.99 (1H, d, J=6.0Hz), 8.96 (1H, brs), 12.36 (1H, s). 
ESI-MS (m/z) (neg.) : 583 [M-tfT. 

[0 3 5 9] fn 
(g^M2_3j 4 -ft fr#>B> U- [ 2->9-*-4- (3-7*- 

2-7x-^7-tf)V ?oVF (0.0523 mL) ©7-th-h')^ (5.0 mL) 
i/7>»*^A (35.6 mg) £iDX-> S^H^T 5 0*C-C 1 R>B«#PLfco Rl&tt* 
Mia*-e^*PL^m, *^*';>-4-*^#>Hl [4- (4-7?^-2->fJV7 
eyy>-2 -W 75 K (80 mg), N, N-^t^*^A7? K (1 mL 
)*tnx, MSf#H^Tmi&T- 2 lB*m«#Lfco RJE*****-*"* (100 mL)fc#. (4 
0 mD-C^BLfco *«W*ttfn«**^*»t, ^aESthy-JA-CftJILfco »* 

)V (0 8 mL) izMmZ&fzo @#£*3)IU yif^x-f;K'6t«r^L^ j§S«e» 

-T^r illCi 0. *fe»*iL-C*«ft*« 08 mg, 31 *)«rf#fco 

*H-NMR Spectrum (DMSO-de ) 5 (ppm) : 2.10 (3H, s), 3.39 (4H. m), 3.55 (4H. m) 3.82 

(2H, s), 6.51 (1H, dd, J-2.4. 5.6 Hz). 7.10 (1H, d. J=8.4 Hz). 7.28-7.36 (6H. m 
). 7.60-7.64 (2H. m). 8.11 (1H, d, J=5.6 Hz). 9.24 (1H. s), 11.72 (1H. s), 12.43 

(1H, s). 

ESI-MS (m/z) (neg.) : 504 [M-H]~. 
[0 3 6 0] 
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iSMMJA} *)\>*')y- A-j])vxyW. (4- l2-^f-;v-4- \z- (4- 
7 7 *.=.)]/) 7-b^;i^*7 W K1 7^y*y| fcf U v > - 2 - ^ *) 75 K 
2- (4-7**071-*) 7-fef-* ^ny K (63.2 mg) W7-bf-b'J;V (30 mL 
) iti:ftv7^'J^A (35.6 mg) fcin*., M*#H^T 5 0 VX-mmWtW L/s 
o K(&**M*"C^*PL^, ***V>- 4 -**#>Bi [4- (4-75^-2 
-^f^7x^y) fcf'J v>- 2-W*] 75 K (80 mg) SrJjPx.. Iff i^Tt 2 

7A?nT^57^ - (»ttiffi ; ^^r-9-> ; H^xf;l,= 2 : 5 T?fi!S 

J:ftit«itl:J: >3@#£#fco yif*i-f^ (4mL)-J.^^- 

* (0.4mL) CM£-^£flL B#«r%JRLfco %*t'/if*x-f*ifjili*L^ 
a*R»t4ii:i:J:0, jHfe»*iLT*lM* (14 mg. 11 «*ftfc 0 
'H-NMR Spectrum (DMSO-de ) $ (ppm) : 2.10 (3H, s), 3.39 (4H, m), 3.55 (4H, m), 3.82 

(2H, s), 6.51 (1H, dd, J=2.4, 6.0 Hz), 7.10 (1H, d, J=8.4 Hz), 7.18 (2H, m), 7. 
31 (1H, d, J=2.4Hz), 7.38 (2H, dd, J=5.8, 8.8 Hz), 7.60-7.66 (2H, m), 8.11 (1H, 

d, J=6.0Hz), 9.24 (1H, s), 11.72 (1H, s), 12.40 (1H, s). 
ESI-MS (m/z) (neg.) '. 522 [M-H]~. 
[0 3 6 1 ] 

(mi&m25) fcTo 'J 1 -tifr#>&. 14- T2-^^;W-4- (3-7x- 

Jl/7-bf*f-t7Un') 7x/jrvl kf'jy^-2-^f;H 7_5_K 
2 -7i-*7^fJl' ?n'JK (0. 0549 mL) <D 7 -t h - h V (5.0 mL) &fe\zf-*i/ 
7>m*V7A. (37.3 mg, 0.384 mmol) *2JD;U M^ffl^T 5 0 "C"C 1 B#W» L 
. aSjUES-SII-e^fllL, ^nv-y^-i-*^^ [4- (4-75 7-2-^ 
f*7x^y) tfU 2 -4 *] 75 F (80 mg)*JPx., 1 ASK 

»Lf:o W&tiLtWkx-W (lOOmU^TR (40 mL)T-^B5 Ltz a fiWiWi 

A^n^b^v7^- (f#ffi?^ ; »*xf^) t*iLfc. BmmwfrimmL. #<bn 

«K MfeMfcLTgM^ (51 mg, 41 %) *»fc 0 
'H-NMR Spectrum (DMSO-de ) £ (ppm) : 1.80 (4H, m), 2.11 (3H, s), 3.33 (4H. m), 3.83 
(2H. s), 6.49 (1H, d, J=5.6Hz), 7.00 (1H. d, J=9.0 Hz), 7.30.UH, m), 7.35 (4H 
, m), 7.42 (1H, s), 7.61 (1H, s), 7.64 (1H, d, J=9.0 Hz), 8.09 (1H, d, J=5.6 Hz) 
, 8.66 (1H, s). 11.72 (1H, s), 12.44 (1H, s). 
ESI-MS (m/z) (neg.) : 488 [M-H]". 
10 3 6 2] 

(mmm2e) \£uy*j>-i-iuutf>m (4- 12-^^-4- [3- (4- 

7»*D7x^) 7-bf-*^*7 W K] 7x;^y| bf 'J y > - 2 - -f *) 75 K 
2- (4-7)^n7x-;i-) T-fef-A' 9 a y K (66.3 mg)07-t h - h 'j /u (30 mL) 
«ft->7^U9i (37.3 mg) SriJDx., S*#HftT 5 0'"C-C 1 l$raill&*l$ 
Lfc. EJEfttlfii-c^Lfcft, kfnyyv- i [4- (4-75; 
-2->W7x^y) k''Jy*V-2-^V] 75 K (80 mg) ^JnA, Mli^H^T 
•?2B#W»#L;fco RJ&**»»x^-*(i00 mL)i:7K(60 mUT^KLfco 

jv*7A^D7^77^ - (?§&& ; ^*-9-> : S8xf-fl/= l : 3~ ftBR^f-*) 

it-i>ci:i:J: »9g#£#*: 0 ^hixizm^'J^^^—r^ (4 mL)-J-^y-* (0 
.4mL) KJKiSS-tfcft. @#££JRLfco Z>®*V*-^)l>x--T)\'X'm&Ltz&., 1ME 

fcfcJ:»K Lt mmit&W (15 mg, 11.5%) 

X H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.80 (4H, m), 2.10 (3H, s), 3.33 (4H, m). 3.82 
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(2H, s), 6.50 (1H. dd, J-2.4, 5.6 Hz), 7.10 (1H, d, J=8.8 Hz), 7.18 (2H, m), 7. 
38 (2H, dd, J=6.0, 8.4 Hz). 7.42 (1H, d, J=2.4 Hz), 7.59-7.65 (2H, m), 8.09 (1H, 

d, J=5.6Hz), 8.65 (1H, s), 11.71 (1H, s), 12.41 (1H, s). 
ESI-MS (m/z) (neg. ) : 506 [M-H]" . 
[0 3 6 3] 

OfeSfcffil 2 7 ) 1- (3-vJ^*75 /-/Pbf;u) -3 - 16- f2-7;W*n-4 
- (3-7^-;uT-fe?-;u-?-a-fr W E) 7xy»vl 4 - >f jjd 

gfg#B^;~F\ Z-7x;mf* ?n'JK (0.032ml) SrT-fe b - b V A> (3ml) K 
6 0tK"Cf*i'7yi* , J'>A (46.6mg) I^ST* 2 B#TO# Lfco 

JKJ&tt*M4"?*8U (lif*, >V>A3jc***lJP^ 3 Ofl-IW* 

#Lfco Lfclfc, «fflJMbfc**by9A**»U Tic. IMDftll*-eJK** 

*U fc*flcSi-*- b 'J ->A-c«*Lfco #*fl*L-C»fc*ifc)M£* h;i^>(lml)-^* 
>>-/K1b1) 3- [6- (4-75^-2-7J^D7x^v') tf'J 

$ y > _4_^;i / ] _ i _ (3 ->'xf*7 5 y 7*ntf;i/) - l -^;V7 UTO b^x 
V(1.5ml)-i^^-^ (1.5ml) ittltf i^TtiDi, £iTC 2 B*W*#Lfco R 

-&£MLtZo »«|tfl*LTl»e>tt*:»ii«:5'y*^*9A^n^b^9 7'f- (FUJI S 
ilysiaNH. W; :St|i^=l : 1) KiJ:»J*»t3to ffl»»»®#* 

IILfci, fte>nfc»S*]lll f '> , J*yA'*?Ai'a'rh/57'f- (FUJI SilysiaN 

h, mm®. ; ^t 9 ^ : ^if^= 1:1) kj: oamufco @&M3-*-mu m 

EEftJ»1-*Ci:KJ:^««ft'fr» (6.0mg, 12.5%) * LT#fco 
J H-NMR Spectrum (CDCh) 5 (ppm) : 1.07 (6H, t, J=6.8Hz), 1.80 (2H, m), 2.50 (2H, t 
, J=5.6Hz). 2.68 (4H, m), 2.92 (3H, s), 3.40 (2H, t, J=5.6Hz), 3.74 (2H, s), 7.1 
5-7.52 (9H, m), 7.84 (1H, dd, J=2.4, 11.6Hz), 8.30 (1H, s), 8.43 (1H, brs), 12.4 
0 (1H, brs). 

ESI-MS (m/z) : 568 [M+H] + . 
[0 3 6 4] 

(3Eiffig|2 8) 3- 14- f2-7Jl/tn-4-(3-7xxA/7 -tef^ft»U^f K) 

Z^Z±id kM^>-2-^;H - i-^f^-i-d-^^^'J^^-^-^ 

S5R£H*CT\ 2-7z = mf^ *t"J K (0.032ml) SrT-fe h- h (3ml) K 
6 OtCtf tvT^t^'J^A (46.6mg) SrflDx., HfiPT2lSH*SLfc 
o SM*ifiit^U ft»xf*, l&jftlMBto*c*^ h '1 >7A7KM?rinx.3 Ofrlffl 

^y-/Klml)*Unx.T*«[fcLfco MM*T\ 3- [4- (4 -73 - 2 -7* 

-^f;u) -7 1^7(40. 0mg)5r^^y-^(lml)H^$^:, D-10-*^7r-^A'*>HI(24. 
9ag)*Upit-C5^Ha»L^o *C**U2-7x-*7*fMVf 
^- >7 ^_ |>;vx>-x^;-jl/i|t (2ml) SriJDx., Ifit3 OMIWLto K 

hV7A, fe«Att*-?W&ifci*U IS*iBlthV7ATe«Lfc, *««*LT 
1fC)tL/:ig^y'J*y;l'*7Ai'nvh^77'f- (FUJI Silysia NH, if *, §fc^ 

)_^^^>(l.Oml)^Jrax.-cMS$-*^o B3#*%JRU ii^^i-S-tlcJ: DMft 

(10.3mg, 17.5%) 4-efe@#^lt#/Co 
*H-NMR Spectrum (CDCh) 8 (ppm) : 1.50-1.70 (2H, m), 1.79 (2H, m), 2.10 (2H, m), 2 
.29 (3H, m), 2.84-3.00 (5H, m), 3.75 (2H, m). 4.18 (1H, m). 6.54 (1H, m), 7.19 ( 
2H, m), 7.20-7.50 (6H, m), 7.69 (1H. d. J=2.4Hz), 7.89 (1H, dd, J=2.4, 11.6Hz), 
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8.06 (1H, d, J=5.6Hz), 8.49 (1H, brs), 12.44 (1H, brs). 
ESI-MS (m/z) : 551 [M+H]\ 
[0 3 6 5] 

(Hiftfffl 2 9 ) 3- 14- [2-7)V*u-4- (3-7x^7Wft» W K 
) 7jl7*->1 \£Vi?y-2-'( M -1-^f-^-l- f3 -(4 - ^f^^7 v> 
- 1 = Q/}j/g_gjL] 7 1^7 

ffl*#!l$CT\ 2-7i-;l'7-fef;l' ?nVK (0.032ml) £r7-b b- b 'J^ (3ml) £ 
6 0ti:tf*y7>|*y^ (46.6mg) Srtnx., HiftT 2 P$mft# Lfc 0 
RIE**S»i'-eifr»U SlifJK ffijftl^lft**^ b 'J 9 A*»»fcJDx. 3 Ofl-Hi 

mOtin^TMi: tTto M^#ffl^T, 3- [4- (4-7? V — 2-7^tn7x^ 
tf V v > - 2 - 4 )\>] - 1 -> 1 - [3 - (4 -^^;wtf^9v>- 1 -4 
;i/) yntf;H "7 V-7(50.0mg)*i^ y-JV(lml)t:iSL, D-10-* > 7 7 
(27.9mg)£2jnx. 5frfflm&LtZo iORJEfcfc, fttittilLti: 2 -7i^7W'f V 
ftv7^-b^)7*h-MJ^« (2ml) fciqA, SfcOT&T* liat-WL 

b 'J ->A*«F»t, fMP<ta*TJB*«i*L, fcTMKBi* b 'J «7 At»L/: 0 
^®*LT#ibtV7 v caS*v , ;7Jr^7>7A^nvb^v7'f- (FUJI Silysia NH, 
i#tiii£ ; ^7** >:&&x-T)V= l : 5~i : 8) fcitifflmu i«$&E#*r**liLfc 

0 # h ixtzT&&\Z. yxf)H-f* (1. 5ml) -^^"^ > (1. 5ml) SriHlx. TjRiS iS-tfifco H# 
«$L, jMClHIW-aC K<t 0ttfl!« (35,0mg, 49.1%) tfifelftiUHfc 

°H-NMR Spectrum (CDCh) 5 (ppm) : 1.61 (4H, m), 1.78 (2H, m), 2.35 (3H, s), 2.40 ( 
2H, t, J=6.0Hz), 2.69 (4H, m), 2.89 (3H, s). 3.39 (2H, t, J=6.0Hz), 3.74 (2H, s) 
, 6.50 (1H, dd, J=2.4, 5.6Hz), 7.16 (1H, t, J=8.4Hz), 7.26 (1H, s), 7.31 (3H, m) 
, 7:34-7.48 (3H, m), 7.60 (1H, d, J=2.4Hz), 7.88 (1H, dd, J=2.4, 12.0Hz), 8.05 ( 
1H, d, J=5.6Hz), 8.55 (1H, brs), 12.43 (1H. brs). 
ESI-MS (m/z) : 594 [M+H]\ 
[0 3 6 6] 

(gjfl3 0) 1- (l-y^JUtf^';y>-4-^/P) -3- 14- [2-7»/*p 
-4- (3 -7x-;i/7-lrf^ft7 W Y) 7jty**>1 \£ 'J 2 > z 2 - ± ^ 
1- [4- (2 -75 J tf'J ->*>- 4 -4 ;V**v) - 3-7*tn7i-*] -3-7 
i-^7-bffl'f*'> l^7(50mg)£x f7t Kn7 9>(1.3ml)tr«H$TH»#S*^» 
. MHOT^,, tKtKt&^PTICN-^^^^^^U > (0.040ml), 7DDf|7x-)HO. 
040ml) SrJK^iDx.. Mi&K#SLTl 0*M«*fLito RJfcTfc*Ifc®^f-Ml5ml) iS&*P 

b U -7 A*»jfc(10ml)"C$MeLfco #«**f&*l£t»>fc*T- b } ) ■> 
0ml), 7fc(10mlK ftflfcffl* (lttal) U jtejcflffll^b'J^A-cttjftLfco 
g^tt |4- [2-7^*n-4- (3-7x-;V7-fefJi'f t7U^ K) 7x^y 

1 k?> ) Vs- 2 -4 M # ;Wn* 5 ? T->K ^i-^J-^T-^^rffi^fiK^t LT?#7to 
.r<E>3&£j&!$7£N, N-y^f^*W75 K(l. 3ml) ^iSlCT, N-^-f 
;l/^;i/*'J > (0.100ml h 4 - 7 5 y - 1 - * V > (lOlmg) SriDx., 1 H#K^# 
L7c„ >Kl5iil) fcfiW^K**"^ b V * A**tt(10ml)T?#ELfco * 

7" b 'J "7 ATKM(lOml). 7jc(10ml), <SSlA«*(10nil) TJEJfcftifr L 

b ?'7 7 -f- (FUJI Silysia NH, i$tfm ; ■Hft^*->l'Hfl«J-*- J -*=9:1) 

2mI)*irax."C»S$-£fco ®# 51 U. ii^^-f * C t «t 0^®^!^ (67. 6mg, 5 

X H-NMR Spectrum (CDCh) S (ppm) : 1.50-1.72 (2H, m). 2.01 (2H, m), 2.19 (2H. m), 2 
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.29 (3H, s), 2.73 (2H, m). 3.72-3.85 (3H, m). 6.13 (1H. m), 6.54 (1H, dd, J-2.4, 
6.0Hz), 7.16 (1H, t, J=8.8Hz), 7.27-7.46 (7H. m), 7.89 (1H, dd, J=2.4, 12.0Hz), 
8.05 (1H, d, J=6.0Hz). 9.44 (2H, m), 12.58 (1H, brs). 

ESI-MS (m/z) : 537 [M+H] + . 
[0 3 6 7] 

(gMLUJ i -tf-fr- i -(i zJ-£Jk¥ll21 4 -J 3 ~ i 4 — r 4 

3- [4-(4-7^7x^-»e'Jy>-2-^V] - 1 1 -( 1 " 
;Hf ^'J y- 4 - 4 "7 UT (60mg) fci* / -Mlml) K&*rfKi#fi?$-£fcm> 
f|^T, D-10-*>'7T-^^*>«(39.3mg)«:Unx.5 5'iai«^Ufco 7i-*7tf 
HyftV7^-Kh^^ifit, 1.82 M, 0.074ml) £ K 1 . 5 B#W»# 
Lfc 0 RJ&*^»Bfcif-A'(30 ml), i&ft^»*3ft± b 'J 9A*»»(20 ml) fcira*.-C#E 

>f - (Fuji Silysia NH.iftBffc ; : = 1 : 5 *) CJ:»)« 

iU atllS'tiMILfc. #6ftfc$l&£LC-MSKT;|tSSU IK)»I^?rillL/: 

y'J*W7A?D7^77^ (Fuji Silysia NH, ittiJifc ; IfcS^f-fl'-ffeS^ 
■^;v:i^y-;v=9 : 1) KJ:*)*MBLfc 0 giftM^*MLT#^7c^^v^ 
^;Wi-x;K0.3ml)-^^r-9->'(0.1ml)S-*nx.T^$-fr^o .B#*%JRU »$M£*i- 

Mifc^tl (2.0mg, 2.2%) tflfeSfti LT#fc, 
'H-NMR Spectrum (CDC Is) 5 (ppm) : 1.45-1. 63 (2H, m), 1.78 (2H, m), 2.09 (2H, m). 2. 
29 (3H, s), 2.88-2.96 (5H, m), 3.75 (2H, s), 4.18 (1H. m), 6.54 (1H, dd, J=2.0, 
5.6Hz), 7.11 (2H, m), 7.18 (1H, brs). 7.32 (2H, m), 7.37-7.47 (3H, m), 7.66-7.72 

(3H, m), 8.06 (1H, d, J=5.6Hz), 8.44 (1H, brs), 12.30 (1H, brs). 
ESI-MS (m/z) : 533 [M+H] + . 
10 3 6 8] 

4- (tfn'jyy-i-^fjv) £gU s Jy- 1 -afraff^Bft 14- [ 
3_ 7 ;i / ^-p-4- (3 -y ^~)VT^)V^-^^ W K) ?_JlZ±->J ^V'Jy-2- 
<i M T < K 

4- (en'Jy>-l-0) fcf^'j W- 1 -lJ)V#y&. [4- (4-75^-3- 
7)HD7x7*y) VfU Vy- 2 --f ;V] 7U'ix^-^ (3.0 mL) 

(S) - ( + ) -10-*>77-^*>» (75.5 mg) *Jnx.TMT15 
7>Klt#Lfco -Cl(:7i-^7-bf JV'f Vft*/7*- b (45.5 mg) (3.0 
mL) MT2. 5^FTO#t7to (50 ml) fcttft&HI 

b U 9 A*** (30 mD^ELfco ;£«Ji (30 mL X 3) T-&?#-L 

h 7*7 7-f- (FUJI Silysia NH, ^^:ftRxffl/=l : 2 -ftixf ^-ftRxf- 
*)T««L, l»i**iiLfc. #f>tl/cl#CVxf >x-f^(3 mL), 
V (3 mL) SrM^*Px.Til^$^-^o B#*2>3U v^^l'i-'rMl nL)Tifci£ 

L, J: *> , SfeS*tLT«IMI (17.8 mg, 18 X) fcfcfco 

^-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.28 (2H, m), 1.66 (4H, m), 1.79 (2H, m), 2.13 

(1H, m), 2.47 (4H, m), 2.87 (2H, m), 3.83 (2H, s), 3.97 (2H, m), 6.60 (1H. dd, 
J=2.4. 5.6 Hz), 7.03 (1H, d, J=9.2 Hz). 7.24-7.38 (6H. m), 7.45 (1H, d, J=2.4 Hz 
), 8.01 (1H. m), 8.15 (1H. d, J=5.6 Hz), 9.25 (1H, s), 11.88 (1H, brs), 12.23 (1 
H. brs). 

ESI-MS (m/z) : 577 [M+H]\ 
[0 3 6 9] 

mmffl3 3) 1 - (3 -^x»»7^7'nW -3- 14- r3-7;V*n-4 
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- (3-7x^7Wf^^vn') -7^*->1 fcf'J 2 -4 Jul - 1 - ^ f- 

ju»7 1^7 

a##ffl^T, 1- [4- (2-75 / eyy>-4--f "2-7WD7X 
-3-7x-;i'7-fef;l'ft9l'7 (69.4 mg) Ofh?fcKn7?> (2.0 mL) 
Y 'JJ.f-A'T? > (0.0488 mL) , ^nD^7i-;u (0.0329 raL) fclH&irax.* 

5 K (1.0 mL) , N, N-yif)V-N' -* f-/U7*n/<c>- 1 , 3-y'75> (101 mg 
) ^JPi, Ija-Cl 0. 5H*BI#Lfc, JKJS*** (30 mL) tH^^ (50 mL)"?# 
ELfc, ^TM^tMDAtt^C (30 mL) "CifeifrU fcjfcfB*?- Y V 9 ATftiLfc. 
@*LT#?>ttfc^i£4r->';*y^*vA^nv h^y-?^- (Fuj i Silysia NH, ^T* 
:ftiif^= l : 2~ftaftif-^~fttt^f-^ : * ?y-;u= 2 0 : l) t?«KL 

> @W*Hfl-*«HfilL.fco ftfe^fcHflctw-yif-^J.-^Tl'd mL)> ^*^>(l mL)£ijn 
x.TjK»^*^o H#*%ttU J: «K jlfrfe»*fc LraMMfc-fr* ( 

15.8 mg. 15.9 %) £#fco 

'H-NUR Spectrum (CDC Is) d (ppm) : 1.06 (6H. t. J=7.2Hz), 1.77 (2H, m), 2.49 (2H, 
m), 2.65 (4H, q, J=7.2Hz), 2.90 (3H, s), 3.39 (2H, m), 3.75 (2H, s), 6.48 (1H, 
dd, J=2.4, 5.6 Hz). 6.89 (2H. m), 7.31-7.45 (5H. m) , 7.61 (1H. d, J=2.4 Hz), 8.0 
7 (1H, d, J=5.6 Hz), 8.27 (1H, m), 8.52 (1H, brs), 12.29 (1H, s). 
ESI-MS (m/z) : 567 [M+H]\ 
[0 3 7 0] 

(HMflJ 3 4 ) 3- 14- ( 3 - 7 x =^kZ±±Jk±A 2 k i £ 

) 7x;^r->1 if 'j v>- 2 ->f jjd -i-^^;w-i- ( l f-;nf^u v>- 4 - 
•<;u) 7U7 

§^1?!j 1 2 4 Ufc 3 - [ 4 - (4-7?y-3-7Hn7xMy) t'ljy' 

>-2->f/l'] - 1 1 - ( 1 f-;i/tf^U v>- 4 ->f ;V) 71/7Wrh7 

t: Yu-7?ymWLW vL)*n.m%1fot-e®.Wk\^ti1k, 3L?;-)V (3.0 mL)*Dnx.^o £ 
<dMk, (s) - (+) - io-*y77-^**yi (48. l mg) £3rax.> Mfi"Ci 

5fl-W«#Lfc. 7x-^7*f^M7fiy7^-t> (29 mg) - b > (3.0 mL) ?# 
ffcfctJD*.. HK1IT2. 5mW^L^o (50 ml) fcttftfttt*. 

b U "7 AtK(30 ml)*JPitTfl-BBLfco #«W fciWDJttt*. (30 mL X 3) «^-L 

b ^v^-r -(FUJI Silysia NH, ^>:ftixf;v=l : 2 -Ifxf ;K||xf 
;v : **/-;v=2 0 : i)t?«I«U SBili^^SlL/:. »6tifc»iiP yxf* 
.x-xMl mL), (5 mL) SrJnx.TS»S*5to 1 OMffL«:f> ±»*lfe 

*U »ofc*Ji*«M*Lfco »&*tfcH#*»E<fc*U tt»*tLt«ifl!* 
% (20.5 mg, 34.2 X) 

'H-NMR Spectrum (CDCh) 8 (ppm) : 1.64-1.76 (2H, m), 1.72-1.82 (2H, m), 2.05-2.11 
(2H, m), 2.29 (3H, s), 2.88-2.93 (5H, m), 3.76 (2H. s), 4.17 (1H, m), 6.56 (1H, 
dd, J=2.0, 5.6 Hz), 6.90-6.93 (2H, m), 7.17 (1H, brs), 7.31-7.33 (2H, m), 7.37-7 
.46 (3H, m), 7.75 (1H, d, J=2.0 Hz), 8.31 (1H, m), 8.47 (1H, brs), 12.33 (1H, s) 

ESI-MS (m/z) : 551 [M+H]\ 573 [M+Na] + . 
[0 3 7 1 ] 

(gdfeffi)3 5) 3- [4- (3-7Jl/*P-4- 13- f2- (4-7;^Q7x-^ 

) 7-frf-JKl f-a-frW Kl 7x^-» 2— >f>Vl -1. i-y^»H 

T_ 

mMM-Wi^T, 1- [4- (2-7§-'lfyy>-4-'f****/) -2-7^tn7x 

- 3- [2- (4-7;i/tn7x-*) 7-t'f-JV] ft>?U7 (26 mg) «7h7 
tKn77> (2.0 mL) 8$»:h')xW5> (0.0175 mL) , 9 u u s. ~ (0 

.0118 mL) **fcfcta;t, ISTl 0«-|BHM*Lfco KJ£«*»ETift«L.fcSU »«4:N 
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N-v^fWK7?F (1.0 mL) h'Jxf^T^ (0.0873 mL), v 

W^T^MS (25.6 mg) £*Hx.> SffiT? 2 4B#ffl«#Lfco Ri6*fc* (30 mL) 

HiRxf^ (50 mL) MTMUMMBfLfclk *«imLfc. #«« * 

tttti*** (30 mL) T?fc*U *JM«T-MJ*At*HiLfco *««*UTj?>^fc 
iMy'JA^*7A^-7f/77^- (Fuji Silysia NH, ^r/'.ft*^ 

= 1 • 2 -fttif * : ^ ^ ^ - 2 0 : l) TflHKU ffiffl«HBfl-*ift 

»il#fr»»Lfco »&*tfc«ttfeffl# (83.7 mg) tffiRxf* (1 mL) -^***( 3 

mD ksss*, i#t%wL, M*at»i ( 

4.8 mg, 15.8 %) mtz 0 - 

'H-NMR Spectrum (CDCU) 8 (ppm) : 3.03 (6H, s), 3.72 (2H, s), 6.56 (1H, dd, J=2.4 

5.6 Hz), 6.92 (2H, m), 7.12 (2H. m), 7.21 (1H, ra), 7.21-7.28 (2H. m). 7.73 (1H 

, d, J=2.4 Hz), 8.08 CM, m), 8.33 (1H, m), 8.54 (1H. brs), 11.29 (1H, s). 
ESI-MS (m/z) (neg.) : 484 [M-H]". 
[0 3 7 2] 

fg||3 6) 4- 14- T3- (2-7x^^7W) ±* 2±A £3 ZiLZ±± 

I -2- I T4- (tTPU 1 nUk) tf^'jyv- 1 -^^ 1 £jMj£ L niZ-LZJ 

SSt#B^T, T-th-bV^ (2.0ml) |C 2 - 7 xi*7*f* ^ □ V K (0.040ml) 
50 < C^T^^i/7 } ) V A (60mg) fcjjnx., 3 B*M!JH$ tfc 

• 0 7-bh->'JJV?r«E@*L^ (2.0ml) h 'J f 

A7jt?#?fc (2.0ml) *iJD;iT155HWm#L*:o WW^S (0.7ml) * 4 - (4-7S77 

- 2- I [4- (enij^z-l-^) ^'JJ^-l-'f*] 
TS^l eu-y> (27mg) fc (S) - ( + ) -1 0-*>7T-^*^l (32mg) 

(1.0ml) »tfttcMtccjBit, 30*IHI*#Lfc«, RJfc*****-***:**!* 

W7A?D7^77<- (Fuji Silysia NH, »ffi« I 

o iWfcBfrfcfcffiTKWiU »«*«EK*t4ikKi | J, Mft** (I7.2mg. 
44%) L-C#/c 0 s 

^-NMR Spectrum (CDCls) 5 (ppm) : 1.45-1.60 (2H. m), 1.70-1.90 (4H, m), 1.90-2.00 
(2H m). 2.23 (1H, m), 2.50-2.65 (4H, m), 2.97 (2H, m), 3.74 (2H, s). 4.03 (2H, 
m) 6 53 (1H, dd, J-2.4, 5.6Hz), 7.11 (2H, d, J=8.8Hz). 7.30-7.50 (6H, m), 7.64 
(1H, d. J=2.4Hz), 7.68 (2H, d, J=8.8Hz), 8.03 (1H, d, J=5.6Hz). 8.50-8.70 (1H, b 
r), 12.31 (1H, s). 
ESI-MS (m/z): 559 [M+l] + 

(ilmlV) 4- 12-7**0-4- f3- ( 2-7 x^7 H^) ±± »W 
Kl -73.J**A -2- [ ftfr* -*73>M fc'J 

ff 7 5y_4_ | 2 -7^*n-4- [3- (2-7xS*7tff) f-**WK] 

7xMy| kf';v> (lOOmg) fcfiEfcOTfcT, rf7tKn77> (2.5ml) 

■tirf'o *jjc»**ITtN-^ f-A/^A/* 1 J > (0.080ml) , >unfl|7i-* (0.080ml 

*,VA7? K (2.5ml) N-**-****'^ (0.2ml) * 4 -**V fc'*'; 

y>tt»t&— *jfn4& (272mg) *MCTiD*."C23WIMM$L;fco RlS*****-* - **: 
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**ETfc«liU (83. tag. 63%) 

>H-NMR Spectrin (CDCh) * (ppm) : 2.40-2.60 <4H, m), 3.75 (2H, s). 3.76-3.83 (4H 
m) 6 57 (1H, m). 7.20-7.45 (8H, m), 7.64 (1H, s). 7.91 (1H, dd, J-2.4. 12.0Hz), 
8*. 07 (1H, d, J=5.6Hz), 8.48 (1H, s), 12.46 (1H, s). 

dimlW 2- 1 T4- (vW 7^/) ^lgZ^l^^|f^ 
-4- l2-7fr*P-4- T3 - (2-7x^7^ ) ±*V W M 7 

4^12^7^0-4- [3- (2-7xi*7-kf*) ^->WK] 7x/^>| 
-2 - [ (4-^^-Vlf^ , ;^>-l-^^) **#=^7U] VfU^V (38mg) 
*nn^?> (2 0ml) i£i£K> ilCT f;V7 ^ Cl5mg) > **ft 1* 'J 7 

tb^y*7ftb'i^ (40mg) rtK-«L/: 0 lM^|xf)Vt« 

W7^n-7f^7^- (Fuji Silysia NH, *tH» ; ft**** : 9 
5:5) KiOft'SU. BttWW***E.TU*Mlt, - fc l ' * 15 

, (22.8mg, 57%) £6fe©5fcJ: LtHfc, v „ no , cu 

»H-NMR Spectrum (CDCh) 5 (ppm) : 1.40-1.55 (2H, m), 1.80-1.95 2H. m), 2.28 6H, 
s), 2.34 (1H, m), 2.85-2.95 (2H, m), 3.74 (2H, s). 4.05-4.15 (2H, m). 6.53 1H 
dd J-2.4. 5.6Hz), 7.10-7.45 (8H, m), 7.63 (1H, d, J=2.4Hz), 7.89 (1H. dd, J=2.4 
. 12.0Hz), 8.05 (1H, d, J=5.6Hz), 8.51 (1H, br), 12.44 (1H, s). 
ESI-MS (m/z): 551 [M+l] + 

-, V7 ^/| _ 4 _ 12-7;V*p-4- T3- (2-7x^7W) ^ *?_WLh 

4 1^2^7^0-4- [3- (2-7x^V7W) f ^7 W K] 7xAv! 
-2- [ (4-t^7^ l Jy>-l-^ l/ ) *;V*^;V7 5/] tf;v> (38mg) Ov 
*nn>*> (2.0ml) SIi:T7*f V V*t* (17mg) > **^bV7*b 

^^tb'J-JA (40mg) *|K-»jl»Lfc. Rfcttfrftat***^^** 

(Fuji Silysia NH, #W* ; : > 9 - 5 

(31.9mg, 78%) «re-fe»*fcL-C'»feo 
l H-NMR Spectrum (CDCh) 8 (ppm) : 1.50-1.80 (4H, m), 2.00-2.10 <2H, ■). 2.19 (1H 
m), 3.00-3.07 (2H, m), 3.10-3.20 (4H, m), 3.74 (2H, s), 3.80-3.95 (2H, m). 6.53 
(1H dd -J-2.4. 5.6Hz). 7.10-7.45 (8H, m). 7.62 (1H, d, J=2.4Hz). 7.88 (1H, dd, 
]=2 A, 12.0Hz), 8.04 (1H. d, J=5.6Hz). 8.51 (1H. br). 12.44 (1H. s). 
ESI-MS (m/z): 563 [M+l] + 

2 _ 75 y_ 4 _ | 2 -7^*n-4- [3- (2-7x-^7W) f-**W M 
7xMv| tT'JV> (66.6mg) *S*£H«T, nnKD77> (2.0ml) K*» 
$^: 0 **8Hfr*TF£N- ****** 'J > (0.0462ml) , ?nn«7x-* (0.05 
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27ml) JMiTLfct, ItK*iLT16»WWLfc. **«*LT#&itfc»ii* 
N N-Wf^A75K (2.0ml) 4- (tTn U V>- 1 - -f * 

) W^»jv> (136mg) fc£»KTin*T2l$IB!«#Lfco 

u ****** b '>> ^ ^ t/co tx# "b tLfcaatt v u * y 

H?A^D7^?7<f- (Fuji Silysia NH> »U«;ft»*f-^ : ^^^-^=95 
: 5) cJ:5»SLfc. B»WHa-«r*ETKSW*L, £ £ •? - 

kuitte® (46.3mg, 48%) *fiM*HT#/:o . 
J H-NMR Spectrum (CDCh) 8 (ppm) : 1.50-1.60 (2H, m), 1.75-1.85 (4H, m), 1.90-1.96 
(2H. m), 2.20 (1H. m), 2.50-2.60 (4H, m), 2.97 (2H, m), 3.74 (2H, s), 3.95-4.05 
(2H, m), 6.53 (1H, dd. J-2.4. 5.6Hz), 7.15-7.47 (8H, m), 7.63 (1H, d, J=2.4Hz), 
7.89 (1H, dd, J=2.4, 12.0Hz). 8.05 (1H, d, J=5.6Hz), 8.47 (1H, brs), 12.43 (1H. 
s). 

ESI-MS (m/z): 577 [M+l] + . 
[0 3 7 7] 

mmM4l) 3- 16- f 2-- 7**0-4- (3-7x^7tW t»WK 

3 _ [ 6 _ (4-7U-2-7;VtD7x^'» t? U 5 S> > -4- - 1 - * * 

1 _ (1 _>f-;vtf^t; v>-4 -4 AO 9 1^7(50mg)£^*^-Mlml)Kv#^£ 
D-10-*>7T-7.^^^m(62.3mg)^i0x.5^r B m^t7 v Co ;;C7x-JV7"b 
f;v^7fty7^-Kb^>» 0.355M, 0. 565ml) *t\\z.mfflmWLtz 0 R&fH 
fcH£tt^M30mlK ftfn^BfciK*^ b U *A*»fc(20al)*inx."C#EL;fco 
tt«*Hfcit*f-b , J^A*»*(20Bl), *(20ml)> ^*tt*(2QBl)"CJK*fti*U to 

74- (Fuji Silysia NH.»IB* ; IW***) *=iO»«Lfctk 1 t 
Tto #^^t7tMtCvi^;v^--T-;v(0.5ml)-^^-^> / (2.0ml) fcflnx."CH#*!8i5£-£ 
tzo @#*£H*U a»«g»-r*it^J:«?, SH-ffc-frft (12.4mg, 16.8%) *&Jtfe» 

J H-NMR Spectrum (CDCh ) d (ppm) : 1. 30-1. 72 (2H, m), 1.81 (2H. m), 2.11 (2H. m), 2. 
31 (3H, s), 2.60-3.10 (5H, m), 3.74 (2H, s), 4.19 (1H, m), 7.00-7.60 (8H, m), 7. 
68 (1H, s), 7.86 (1H, dd, J=2,llHz), 8.34 (1H. s), 8.45 (1H, brs). 12.43 (1H, br 
s). 

ESI-MS (m/z) : 552 [M+H] + . 
[0 3 7 8J 

(jj^4 2) 1. l-V***-3- 14- T4- (3-7x>mW Wl> 
) 7^*->1 feTU 2 ^JLjkJ 

»#H&T\ 2 -7i-A'7-t >7? K (I49mg) * 1 , (10ml) 

** ; 9 ,, JA' ?n'J K (0.175ml) fcSqx.THO'CK-C— 1ffl&WLtz 0 fx. 

JK***ffT»C»*U-C#e»^*:SiaE*, »M«~r\ N, N-^f^A75 k 
(3.4ml) fc»***fcfk 3- [4-(4-75y7i^v)e-jy>-2-'f;V] - 
1 (lOOmg) tip it, 30^Wm^L/c„ RlS*****^^ ^*"? 

^|L/;, #«***» fi****-CJW5fcifci£U ****■?- b 'J VAttiMLiZo Mm 

%&Lr&h*itz&W.*i' } ) AW5A?n7 r- ^77^ - (?fffi?£ I ^*-*r> : ft® 

1 Nm»T*BELfeo **k 1 Nimtti- y »J A****sn^t:T>u* >;ttfc 

®Lfzo iI@ifC, iitttSI, »f^t 1N*K1^EL<:. *S£1N 

*, fkm-k&fcr-m&m&L, *****h';9A-etH»Lfc. *««*l-c, 
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*t*«Bfef- b U 9AT?«*Lfc. #Hfcif-/ufc l N 

igre^Sfibfco *Jgfc 1 N*BMbf- b 'J 9 A*#*tHit7^* 'Jttk Ufclfe, ft» 

»ft*%fl!tU aAK*t*i^J:fS«ft#«l (8. lug. 5.1%) *«Utfett 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 2.88 (6H, s). 3.73 (2H. brs), 6.56 (1H, m), 7. 
11 (2H, d, J=8.4Hz), 7.25-7.45 (6H, m), 7.60 (2H, d. J=8.4Hz), 8.09 (1H, d. J=5. 
6Hz), 8.86 (1H, brs), 10.52 (1H. brs). 10.98 (1H. brs). 
[ 0 3 7 9 1 

(mM.VU3) 4- {2-7/U*Q-4- [3_= (2-7x^;>7-tf)V) 7W_FJ 
7l ;-^y| -2- r (b'P 'J y ^- 1 - ^ ^) sftJUK-frTS yl WJ> 
gSS£H*Tr\ 2-7*->U7-feb75 H (128mg) *1, (10ml) 

**-9 f U>l' >DiJK (0.103ml) *Jn*T120T;fc R 

(3.2ml) K****. 4- (4-75/-2-7^n7x^-» "2" t 

!_,f /I,) ] t?'jv> (lOOmg) fciJIlx.. 30&Wi#l^o R«5 

7A^n7l-/77-(- (FUJI Silysia NH, itffiifc ! : = 1-3) 

CiljfSU, gWtoHfrfcftltU (2mD (10ml) * 

iP;LTig B H B *NI*6ttU (H3mg, 7 

5%) fr&fettfii: LtHfc, . , otI 

l H-NHR Spectrum (DMSO-de ) 5 (ppm) : 1.70-1.90 (4H, m), 3.20-3.40 (4H, m), 3.74 (2H 

, s), 6.60 (1H. m). 7.20-7.50 (8H, m). 7.77 (1H, m), 8.10 (1H, d, J=5.6Hz), 8.70 
' <1H, s). 10.61 (1H, s). 11.04 (1H, s). 

[0 3 8 0] , 
(jgffifl]4 4) 2- r L22L±2hZAZ2 ^jV^j£^7 lZJ - 4-12-7 ;U*P- 

am#H^,T, 2 -7x-;V7-b h75 K (126mg) *1, (10ml) 
IzmMZSMk, F (0. 101ml) fcilUTllO'CK-C— Sfe«#Lfco R 

t&*t«ETC«»LT»e»*Lfc»aE*, gJROT&T, N, N-/7f^*^A7 5 F 
(3ml) 4- (4-75/-2-7Wn7x^v) -2- [ (v>^* 

7 ;y) A^,f^7 5/] tfy-7^ (90mg) £flQ;U 20fl-M«*?bfco Rfcifc 

, by 7At-|giLfc. #«it«*L-c»6*tfca«?/y#r/u*^A^nT 

^77^- (FUJI Silysia NH, »tB» ; : »Bft^^= 1 : 3 ) KJ:»)«* 

U 1 Ufc. attfclHM-** (1.5ml) fcinixT8rfi**fffl3*fco ft 

B B H ^^>^L, il^KSi- £ - <t K £ 0 fcgft£-» (36.3mg, 26%) ^fifegaU 

°H-NMR Spectrum (CDCh) 5 (ppm) : 3.01 (6H. s). 3.75 (2H, s), 6.53 (1H. m), 7.00-7 
.80 (10H, m), 8.04 (1H. m). 8.20 (1H, s), 10.61 (1H. s). 
[0 3 8 1 ] 

iSMLLU 4 ~ 12-7^^-0-4- T3- (2-7xx»7W) 7WF1 

7x ;^vi -2- I T4- (tf py v>- i ->f/u) tf^yy> -i-^^i a**?- 

M^#a^,T> 2-7*-*7tf75K (203mg) *1, (20ml) 

**-»ry*' *ny f (o.mmi) *irax.Ti2o e ci'-c-Bamfl 2 t7 v co r 
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(5ml) 4- (4-7^-2-7Wn 7 x^i/) -2- I [4- (fc 

n ij y>_ i \£*<i)*JV-l-4*''\ *;V^-^7§y| t?Uv> (295mg) * 

UP it, lBfM^L/Cc Rj£*«:ft»^>l'fc<a«I^»**^hU'>A*»iS-C^Ktfc 

#(b*tAai£*v'J h^57^f - (FUJI Silysia NH> if ffljft J ftBfe 

^y_ ;l/=98 : 2 ) lei «)«!.» Lfco g»»«4M:WETfc*»U »fc*tfc - 
m&m*ft<Wm*ftWL2-3-^ (lOml) £*#U lNH (5ml) -e«JtBL/Co *1C 

U *-<?*fe*L*:fcv 60X3 ICTM®*** (116mg, 28%) frifc 

! H-NMR Spectrum (CDCls) * (ppm) : 1-40-1.60 (2H, m). 1.60-1.80 (4H, m), 1.90-2.00 
(2H m) 2.20 (1H, m), 2.50-2.60 (4H, m), 2.90-3.00 (2H, m), 3.75 (2H, s), 3.90- 
4.05 (2H, m), 6.52 (1H, dd, J=2.4, 5.6Hz), 7.10-7.45 (8H, m), 7.59-7.64 (2H, m), 
7.78 (1H. s), 8.03 (1H/ d. J=5.6Hz), 10.57 (1H. s). 
[0 3 8 2] 

($|f|4 6) y y>- 1 z^jMlZM |6- r2-7;W*a-4- (3-7.x 

ft*#H«T, 2-7x^7*^5 K(905 mg. 6.7 mmol) <OV*uujl9 (9 
0 mL) ^^-^-fU^ ^ n U K(1.75 nL, 20.1mmol) ^7JUx.x 110 < C"C12B# Lfco 
Rl6**MSTWiPLfc** *ETK*»Lfc. f^ftfc»*fc'v*'9->(13.4 ml)* 
Jnx, 7x-^7-bf-^'fVy7*-K»^t>M*W^o a*#B«T\ no 
,j c?V- 1 -*/M?5'Hfc [6- (4-75^-2-7^D7x;*y) fcf'J5^>- 
4-^;U] 75 K (40 mg)<7>N, N-v>f^W7U' (1.0il)i#ffii:±E7x-;V 
7-bf JWVy7^-bOA^ft>i§$ (_hit0.948 mOSrifflx., M-em#R!*#Lfc 
o RiSifcfcftB^*'*' (50ml) fclWDJftflfejc**- 1 'J 7 A*»fc(20ml)-Cfl*KL;fco « 
******* by*AT?«*bfctk ***fl*Lfco W&tLfcHflefclW^Mi.O 

LTM<b£-» (47.1 mg, 78.1 %) Srfcfco 
»H-NMR Spectrum (DMSO-de) <5 (ppm) :1. 83 (4H. m), 3.40 (4H, m), 3.73 (2H, s), 7.25- 
7.36 (7H, m), 7.44 (1H. s), 7.69 (1H, m), 8.37 (1H, dd, J-1.2 Hz), 9.38 (1H, s), 

10.56 (1H, s), 11.01 (1H, s). 
ESI-MS (m/z) 1479 [M+H] + , 501 [M+Na] + . 
[0 3 8 3] 

(Mfl]47) ^D'jy>-1-^M'>1 14- f3-^na-4- (3-7*- 

tfay 1 [4- (4-75;-3-^nn7xM-» H'yvV- 

2 _^;v] r=K (20 mg) *N, N-';>f ***A7 5 K (1.0 mL) tl?§«$*, 7 
x-;V7-bf JV'f V->7*- 1 ^*-*>»ift (0.019 mL, K&ttl 1 ) SrTJDx., 1 • 

= 1 : IKSfll @#£6IfcL. ^ y-A'TftiMt. 

Ci»), i^ffettt UfHt'&ft (10 mg, 34 *) 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.78 (4H, m), 3.36 (4H, m), 3.74 (2H, s), 6.56 
(1H dd, J=2.4, 5.6 Hz), 7.17 (1H, dd, J=2.4, 9.2 Hz), 7.26-7.35 (5H, m). 7.42 
(1H, d, J=2.4Hz), 7.47 (1H, d, J =2. 4 Hz), 8.10 (1H, d, J =5. 6 Hz), 8.30 (1H. d, 
J=9'.2Hz), 8.69 (1H, s), 11.04 (1H, s), 11.18 (1H, s). 
[0 3 8 4] 

(ggSgU-3J *2d£2. >~ 4 -ft**:'!* |4- f2-7;V*P-4- (3-7* 
-)|/7-bf;HKK) 7*y*->1 tf'J-^>-2-^ M 7SK 
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*^*'J>-4-*/m?>» [4- (4-75^-2-7;^D7xMy) 
_2-^f;l/] 7? K (54 mg) CON, N-y^W^T? K (1.0 mL) StC7x; 
;b7-fe?-;M V->7*- b ^^r-9->vt?^ (0.972 mL, ftjftfl 1 ) fctQx., ^1^2 51$ 
P^WL^o frBrnzmM^fr (50 mDtTK (30 mL)-efl-S2 L£„ ^WM fcf&fn&ilTlc 

Atwvyyyj- m&fel : IM***-*- l : 1-1 : 2~@£$^^~ 

^xfji/ : y ? /-;v= 2 0 : l - l 0 : l) T«»Lfco Bftil^ttlU »e> 

^fgjft-f*- ££■ ± *K LTfEH'ffr&'W 0-5 mg, 12 %) =Sr#7t 0 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 3.40 (4H, m), 3.55 (4H, m), 3.74 (2H, s), 6.61 
(1H, dd, J-2.0. 5.6 Hz), 7.27-7.40 (8H, m), 7.77 (1H, dd, J=2.4, 8.8 Hz), 8,13 
(1H, d, J=5.6Hz), 9.28 (1H, s), 10.61 (1H, s), 11.05 (1H, s). 
ESI-MS (m/z) : 516 [M+Na] + . 
[0 3.8 5] 

mmmA9) 1- j3^2^±JkZl HB^d. -3- u- m-v***- ± 

VT 

1 - (3-yW7 5/7*nt» -3- [4- (4-7^-2-7Wn7x;Jf 
-» tf 9 v>- 2 -<f *] - l->f^7W7 (100 mg) Wf l5tKn75> (2.0 mL 
) ®Si:7x^;i/7-bf;W7y7^-h 'N*-^^ (3.4 mL, tfcfefll 1 ) fctax., & 

(1.0 mL. «jtm)*i&in]U lj£-eHi:3 0^SHUo EJ5«Sr»»i^^-r 
h?tK0 7?>»^»»(l : 1. 200 nL)fc«&mft^**by*A*»iS(15!iil)-C# 
KLfco 1 N*BMt-J- b 'J «7A*»«"Ci5l:i£U IffiTK^m^ bV fAteiU 

o L t# t> n/^S* y';*y^*7A^a-7h^ 7 7^- (FUJI Silysia NH, 

00 ml)t:»»5*, 1 N fcMitl- b } ) -7 A*T-gfci£U #«*fc*fc*il» > *- b V7At 
<6*Lfco t T# h tl?z$kfe^ to (3ml), (3ml)fcinx. 

, ffimLtcmfai ZWLLtZo ^^yif^i-r^teU ZtiZt. *) 

, lfeKnttIft^(8.3 mg, 5.9 90 £#fc 0 

'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 0.97 (6H, t, J=7.2Hz), 1.67 (2H, m), 2.35 (2H 
, m), 2.52 (4H. m), 2.79 (3H, s), 3.28 (2H, m), 3.74 (2H, s), 6.54 (1H, dd. J=2. 
4. 5.6 Hz), 7.27-7.40 (8H, m). 7.76 (1H, dd, J=2.4, 8.8 Hz), 8.07 (1H, d, J=5.6 
Hz), 10.60 (1H, s), 11.04 (1H. s). 
ESI-MS (m/z) : 551 [M+H] + . 
[0 3 8 6] 

(mmm50) 4-^»^7y^-l-^^l I4- \ 2-yto*u-4~ 
(3-7x-)V7-bfJV7 1/^ K) 7:iy*'>1 lf'Jy> -2-^H 75 K 
4-^fjHf/<7y^-l-*^*'>i [4- (4-7?^-2-7Hn7i;*y 
) ;j y - 2 -4 to] 75 K (80 mg) <OT b 7t KD7?> (2.3 mL) 7x 
^;V7-bf;v-f7y7^-h ^**>T§i£ (1.4 mL, Mfl 1 ) SriJDx., Sfi#BKT 
, MT-2B#P4m^Lfco Rt&^SrttRi^^ (100 mL) hmmikm^m^ b U * A** _ 
% (50 mL) t*BLfc. *«B*:^*«»^b'J'7A-eK*U «ETSiL/; 0 AS 
ty'J*W?A^n7h/57^- (FUJI Silysia NH, ^WlS ; ^*-»r > : Sfc®^ 

f-^=i : l -WfWl^i- to : > 9J-to= i o : D tffiSlfco IWI 

•/xf^x-f]H?»U l^ftjfttiiiKiO, LTM-fb-ft* (55.2 

mg, 47 90 £#£o 

'H-NMR Spectrum (DMSO-de ) d (ppm) : 2.16 (3H, s). 2.25 (4H, m), 3.40 (4H. m) , 3.74 
(2H. s), 6.59 (1H. dd, J=2.4, 5.6 Hz), 7.27-7.40 (8H, m). 7.76 (1H, dd, J=2.4, 
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8.8 Hz), 8.11 (1H, d. J=5.6 Hz), 9.23 (1H, s), 10.60 (1H, s), 11.04 (1H, s). 
ESI-MS (m/z) : 507 [M+H] + 

(gttallj 3_= [6j= (2 - 7;u*P-4- 13- \2- (4-7^P7x-)^ 

g##SI^T 2-(4-7;^n7x-*)7^h75 K (I25mg) 4:1, 

(9ml)\lM^*^^ *4Mf'J* *n<; K (0.10ml) *Mz.X 1 1 OtCt 

f^*W7U' (1ml) 3- [6- (4-7U-2-7^D7xM 

-» bfU5v>-4~^^] -1. 1-^^71/7 (90mg) ON, N-v^^"^*^ 
AT 5 K (2ml) 3Qfr®ffiWL?Zo KBm&M*-t ;V b *"^B * 

«Ji*^&^**r- 'J ****** «^*£*T?-H*iSfe»U 

a -eKiLfc, lt# <b '✓'j*^*?^ uj y yjy< - mm 

gllv x?-;Wc-xM2ml)-^**>(lml)*ira*TS»3*fc<> @#*%9lU 
JltiCktJ: <K &Hft#« (72.4mg, 49.8%) fc&JtfeHttfc-L'-Cftfco 
'H-NMR Spectrum (CDCh) 5 (ppm) : 3.06 (6H, m), 3.72 (2H, s), 7.10 (2H m). 7.16 ( 
2H, m), 7.20-7.40 (3H, m), 7.50-7.70 (2H, m), 8.34 (2H, brs), 10.58 (1H, brs). 
ESI-MS* (m/z) (neg.) : 469 [M-H]" . 
[0 3 8 8] 

(mWM5 2) 3- 14- r2-7;U*n-4 - (3-7x^^7tWW K) 7 
)_2_klZ. 

£i#I*T\ 3- [4- (4-75/-2-7>tD7x;t-» *' J ^"ll | - 
] _ j _^ ^-;v- i - (i -pt^^e^'J »0 7VT (50.0mg) 5:tF7 

CKD77-/ (2ml) 7x-mfHVv7^-h J^/l? 

«t(0 80ml 0 5Mh^i>#*, lP»B«»Lfco K*B«ftt*Bli . 

^iSt^*m5A?n^F^7^ - (FUJI SilysiaNH, 

-x^(lml)-^**>(0.5ml)«-irax.T^S$-*^o Bfls*%JfcU S^^l"*-^ 
J:**«ft#* (63.1mg, 88.1%) ^tfe@#i:LT#f:o 

^-NMR Spectrum (CDCls) 8 (ppm) : 1.40-1.62 (2H, m), .1.70-1.84 (2H. m). 2.05 (2H, 
m) 2 28 (3H, s), 2.84-2.94 (5H. a),. 3.76 (2H, s), 4.16 (1H. m), 6.52 (1H, m), 7 
.08-7.19 (3H, m), 7.30 (2H, m), 7.34-7.46 (3H, m). 7.58-7.74 (3H, m), 8.04 (1H, 
d, J=6.0Hz), 10.57 (1H, brs). 
ESI-MS (m/z) : 535 [M+H] + . 
[ 0 3 8 9] 

(mmM53) 4- (b'D^r/-l-^V) ^')y>-l -A^^ — LL^_I 
3- 7 ^^-p-4- (3-7x-^7W^WM 7x Mvl b''Jv>-2-4;V 

Jju 2- [7fl/*n-4- (2- I [4- (en-jr/-l-0) 

7 3- /| ^Jv>-4-^iVt^-» 7xx^] fc/Wt*-* (165 mg 
) (0t ^ kKD7 7V (5.0 mL) Mi:i0%^7y'7iM (32.9 mg) fcillx., * 

<To mL), 1 0%^^A*l 02.9 mg) fciljJOU ***H*T, IS^^"S| 
l«P#m*#Lfco »***HIU 4>* (4mL) ©f b 7 t Ko7 7 >ttti^#U. 

ftf>nfc*itK7xi*7-fcf-MV->7*-F (1.84 mL, 
WL. SMI) **nJU «#SMCF, MTHWBWLfc. 7x-^7WM7v 
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7*-b (1.84 mL, ^*-9->»flfc, 1 ) SritinU $ 1 B#H®# L.£ 0 KJ& 

iftH ftK^f'A' (50 ml) £:t&*0£&#(30 ml) fciDX-T^BBLfco 

fiffljta*. (30 mL x 3) "CftlfrL, &7fc«S£-f b 'J * ATlfc* Lfco **«*L-C#& 
^7t^i£^-> , J*-r^*7A^n-7h^9 7'f- (FUJI SilysiaNH, ^ttliS ; > 
:ft»xf^=i : 2 -iSlxf ;v~^gtxf ;u : ^ ^ ; - ;v= 2 Oj l) t?*»U S 
Lfco #<btL^»-fe®# (94 mg) *i;xfjvx-f^(3 mL) 
H#*%#l.fco ?>t^vxf;vx-f;K-M> IMtJiti^O, 

8i*feft*tUSIft#ft (75.4 mg, 43.5%) 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.28 (2H. m), 1.66 (4H, m), 1.78 (2H, m), 2.12 

(1H, m). 2.46 (4H. m), 2.86 (2H, m). 3.75 (2H, s), 3.97 (2H, m), 6.58 (1H, dd, 
J=2.0, 5.6 Hz), 7.02 (1H, d, J=9.2 Hz), 7.26-7.39 (7H, m), 8.12 (1H, d, J=5.6 Hz 
), 8.17 (1H. m), 9.21 (1H, s). 10.76 (1H, s), 11.17 (1H, s). 
ESI-MS (m/z) : 561 [M+H] + . 
[0 3 9 0] 

(**W5 4) 3- 14- [3-7^*n-4- (3-7*i*7W>W H 7 

tf «; > — 2 — -f ;H -i, i--/Vf;^i'7 

^>2>* 14- [2- (3, K) ^ v>-4 -4 -2 

-7Hn7x-^| */w*>-b (86.9 mg) Otb9tKo77> (5.0 mL) 

1 0%^r/^^| (21.8 mg) *JP^> 7fc*#ffl«T^St? 2 5 Lfco «Mfc 

;l"f7v7*-b (1.23 mL, ^^fciflU ) S^#H^T, 

H$M*#Lfco (50ml)t7jC (30 ml) &Un£T#KLfco ^TM * 

ftjftftffi* (30 mL X 3) "CflsfrU b V S A"T*E»Lfc. **«*L.T&<b 

^-^=20 : 1) T«t*U !tt*M4Mr»»Lfco »e>*ifcJMftfe@# (83.7 mg) 
(: ^xf;i, (l mL) -V^)VaL-y-)V (3 mL) S:Jnix.-CSBliB§-frfco @#*^>^L 
, i«fe*t*ii:tiO, &<fe»5fcfcLTB»»(48.0 mg. 51.9 %)*»*:. 
^-NMR Spectrum (DMSO-de) 5 (ppm) : 2.90 (6H, s), 3.75 (2H, s), 6.60 (1H, dd, J=2 
.4, 6.0 Hz), 7.03 (1H. d, J=8.8Hz), 7.22-7.46 (7H, m), 8.12 (1H, m), 8.18 (1H. . 
m), 8.92 (1H, s), 10.76 (1H, s), 11.17 (1H, s). 
ESI-MS (m/z) : 474 [M+Na]\ 
[0 3 9 1 ] 

mmm5 5) N- (3-7;u*a-4- 12- r (*j l/*U>-4-*fr#-/tQ 7 
syi fc°Dy>-4-^;v**->l 2j±EM ~ n ' - (4-7Hn7x^;v) vpt" 

Si"#H^T, 4- (4-75/-2-7^*a7xMv) -2 - [ (*;U*<;>-4 
7--OU) *)Wf-;V7 5/ ] tfUv> (106mg) fcN, N-^m^T? K (2ml 
) N- (4-7)l'tD7xi*) vox^ 7'>K (I89mg) , b V 

*7 5 > (0.134ml) , (1H-1, 2, 3-^/h'J7/-)V-l-'fH^) [ 
HJ (i/^f^7U) ] A^t7**D*77x- b (424mg)?r50 < Cl- 

TSnx., Bia"T?lB»W30*B«#PLfc. RJE&*tM4-e*#L.fc^ fti^^iN 
TfcBHfcT- b 'J9A*j»*t?»EU. #««*tt*D]S«**+ b 'J ^A^c|S, ttft 
fttt*T«**»t, 4*7K«K^bU->ATMe»Lfco *«t9*u-c»e»^»aE*->u 

*m7A^D7h^7-f - (FUJI SilysiaNH. »m«U ffcHft^*-/!' ~ * 
: i^y-;i/ = i9 ; 1) fcj: OffijRLfco 1 ttttH55-4r*»l U #<b *Lfc»ifcK 

(5ml) -^*4fy (5ml) rtKIS?t/: 0 @#£*>IRL, 
fc£J:l)*fl'fh'fr* (116mg, 70.6%) *6fe»*i:Lt#fc. 

X H-NMR Spectrum (DMS0- d e ) d (ppm) : 3.37-3.41 (4H, m). 3.50 (2H, m), 3.52-3.60 (4 
H m), 6.62 (1H, dd. J=2.4, 6.0Hz), 7.17 (2H, t. J=8.8Hz), 7.30-7.45 (3H, m), 7. 
63 (2H. dd, J=5.2, 8.8Hz). 7.83 (1H, m), 8.12 (1H, d, J=6.0Hz), 9.29 (1H. s). 10 
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.27 (1H, brs), 10.52 (1H, brs). 
[0 3 9 2] 

mnm56) N— (4-7J^P7x-») — N' - (3-7fr*P-4- ) 2 - [ 

M^SH^T^ 4- (4-75^-2-7;^n7xM'» - 2- [ (tTn'jW-l 
--fH/) *;w-K-;V75y] tf'JvV (47.8mg) *N, N-y^fW^7U' (2ml 
) l~i§fi$£-£> N- (4 -7;V5j-n 7x-M vd;^ TvK (89.3mg) > h'J-^^ 
A/T 5 > (0.063ml) , (1H-1, 2, 3-^^/b , J7^-l-^Vt*-» C 
HJ (y^f^T?^) ] A Mt7A'tn*^7x- K200mg)*50'Clw 

-rin£, nat?u»ma»L*: 0 rjs«*m*-c^»l, ^h^-mmw^o r*&* 

fcgHftj^/ui: l N*BMb7 b 'J^A*i6tT»SU. ^ ,J ^ 

&<b*Lfc5ftfifc*v'J *y**9A^n7 ^77-f- (FUJI Silysia NH> ?#fcH?fc ; ftlft 

ix^jtu^^^i-r/u-^*^ (i i) ztiaz-xmmztto HttfrfcflfcU 

»*rtfc*+S£fcfcJ:0»ffrfr* (28.7mg, 38.4%) fcifcHtfeft** LT»fc. 
^-NMR Spectrum (CDC Is) 5 (ppm) : 1.92 (4H, m) , 3.39 (4H. m), 3.47 (2H, m), 6.74 ( 
1H d, J=2, 6.0 Hz), 6.90 (2H, t, J=8.8Hz), 7.07 (1H, t, J=8.8Hz), 7.23 (2H, m), 
7.51 (2H, m), 7.56 (1H, m). 7.62 (1H, d, J=10.8Hz), 8.09 (1H, d, J=6.0Hz), 9.62 
• (1H, s), 10.08 (1H, brs). 
[ 0 3 9 3 ] 

(3Efliffil5 7) N— (3-7**0-4- Lg_z [ Z 
5/1 t fi;y^- 4 -f^t»yl 7^-*) -N' - ( 2. 4-V7^P7x^) 

a*#H^T, 4- (4-7$/-2-7JVtn7xM-» -2- [ (tfn'J 1 
->f/l>) *;wf-JV7 5y] hT"jy> (50mg) *N, N-^f **^A7? K (2ml) 
fci&JSS** N- (2, 4-y'7Mn7x^) -vu-v? 7vK (51. Omg) , V V 
ifjV7 5 > (0.033ml) , ( 1 H— 1 , 2, 3 > V h 'J 7 V-*— 1 - 4 v 
) [M> (*^f*75^) ] = Aift7)Vtn*^7x- Ml05mg)£50 

mib7 b 'J ^AMSttffiLfc, b y 9A*f«, zk* H*n£ 

^A7A^nvb/77-f- (FUJI Silysia NH, i#ti3?£ I :|p»if^=l:l 

~i-3) izmffiMLtzo Bmmfr*m&Lxmbtifzftmi~*s^frx--Tfr-^* 

•9-> (3:1) *UDit"CjR«l**^ H#*%fl*Lfco fcttLfcHttfrSfefcH^** 
(lml) fcJBflli***:*, *JRU Mit^tCi (I2.5mg, 15.4%) 

X H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.80 (4H, m), 3.31 (4H, m), 3.59 (2H, m), 6.61 
(1H, d, J=5.6Hz), 7.09 (1H, t, J=8.0Hz). 7.20-7.45 (3H, m), 7.47 (1H, s), 7.82 
(1H, d. J=12.8Hz), 7.94 (1H. dd. J-8.0. 15.2Hz), 8.11 (1H. d, J=5.6Hz), 8.70 (1H 
, s), 10.06 (1H. m), 10.53 (1H, m). 
[0 3 9 4] 

(3lMiff!]5 8) N— (2-7^Q7x^) — N* - (3-7JU*P-4- Ujz t 
(tTo»J v>- 1 75^1 hf U y*>- 4 -W 7x~*) 

5 K 

23t£H*CT\ N- (3-7/H-D-4- 12- [ (kTnyyv-l 7^ 
tf'J V>-4--f ;W**v| 7x-;v) vn-^ 7vK (20.0mg) £N, N-v 
^W;VA7? K (lml) ^2-7^07x^75^ (0.010ml 

) % hijif-;VT5> (0.014ml) > (1H-1, 2, 3 ^/h'J7V*-*-l-'f 

ffifE# 2005-3029062 



&ffl. 2004-370801 



^-v: 124/ 



ift«^*S*5 :55*^iu=i :■ 5 -*•***) BttlM.*** 
■i*«U nim**^* ******* (15.3*. 62.1%) 

S-NMR Spectrum (DMS0-d 6 ) 5 (ppm) : 1.80 <4H. m) 3.26-3.44 (4H m) 3 61 (2H s). 
6.60 (1H, dd, 1=2.4, 6.0Hz). 7.10-7.23 (2H, > . 7.24-7 32 (1H, m), 7.35 (1H d 
J=8.8Hz), 7.39. (1H, m), 7.46 (1H. dd, J=2.0H Z ), 7.82 (1H, dd. J-2.4, 12.8Hz) 7 

.99 (1H, m). 8.11 C1H, d. J=5.6Hz). 8.70 (1H. s). 10.05 (1H. brs), 10.51 (1H. br 

s). 

(inm 5 9j N-(2. fi->'7^P7x^)-N' - (3-7;V ^-a-4- 12 

«#HftT, N — <3-7**n-4- 12- [ (* * - 1- " ' J* 

yl e'Jy>-4-^^*v| 7i-)H 7^'/? TvK (20.0mg) SrN, N-x 
^U**A7? K (1.1) fc****, MKT 2. 6-/7^n7^J> (0 010ml 
) , h .jxf;V7^ (0.014ml) , (1H-1, 2, S-^</fU'/-*-H 

iam-^*-^ :^m^^=i:5~s^m^w 

#£^U (11.4mg, 44.7%) tflft»*kLf» 

hT-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.80 (4H. m). 3.26-3.42 (4H m). 3.56 (2H s). 

6 60 (1H dd. J-2.4. 6.0Hz). 7.18 (2H. t, J=8Hz), 7.25-7.44 (3H m), 7.47 (1H 
d J=2.4Hz) 7.83 (1H. dd. J-2.4. 13.2 Hz). 8.10 (1H. d. J=6.0Hz). 8.70 (1H. m). 

9.96 (1H, brs). 10.52 (1H. brs). 

(jffiffll6 0) N — (2-^*->7x^) — N ' - (3-7 **P-4- 12- [ 

N— (3-7**n-4- 12- [ (eD^y>-l-A^) 7* 
4 -4****1 7i-*) vn-y* TvK (20.0mg) SrN. N-v 
>f^^75 K (lml) M«2-> h^7.-*7r/ (0 011ml 

) , h.ji^75> (0.014ml) \ (1H-1. 2. 3 -"O V* b U 7 *- 1 -4 
W*v) [h'J (yVf;v7^) ] ^ t 7Ko^7x- b (44m 

y*A-ett*Lfc. SSgiUf^fc^y^W^^o-e^y^- ( 
FUJI Silysia NH, ; > : W***-l:5~»«**-*> « *** Lfc. 

^ 5 Sp i ec t tr^(CDCl3)5(ppm): 1.95 (4H. m). 3.44 (4H. m). 3.55 (2H. brs). 3.90 
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(3H, s), 6.56 (1H. dd, J=2.4, 5.6Hz), 6.90 (1H. dd. J=1.2, 8.0Hz), 6.99 (1H, m) 
. 7.01 (1H, brs). 7.05-7.18 (2H. m), 7.23 (1H, m). 7.69 (1H, d, J=2.4Hz), 7.75 ( 
1H, dd, J=2.8, 12Hz), 8.05 (1H, d. J=6.0Hz). 8.31 (1H, dd, J=1.6, 8.0Hz), 8.54 ( 
1H, brs), 9.64 (1H, brs). 
[0 3 9 71 

(mmMQl) N-v^p^^^-N' --(3-7/1/^0-4- i2- [ (feTp'jy 

mm%m%T, N— (3-7**0-4- |2- [ (fn'Jy'>-l-*;V**-;v) 75 
7] fcf U y >- 4 -"f )V***s\ 7i=.^) -?D~y7 7-/F (20.8mg) £N, N-v 
y.^;V*;l/A7 5 K (1ml) SICT'/^^W^ (0.010ml) > h 

'Jxf;V7 5 > (0.014ml) , ( 1 H— 1, 2, 3 W \ V 7 V-*— 1 - 4 A'** 
v) [H; ] *7.*->>A Aift7;i'tn^7i- M46mg)£lra 

TiaiLfc. Wittfib^i^vVA^^^A^nvf^??^- (FUJI S 
ilysiaNH, iWI; A^fy :Hij|xf *=i:5-ftlxf *) fc* !)»lllLfco §«J% 
H**»i»tT!f»(b^»a[*c^f-/»'^-7 u ^ (ImO (ImD £*nx-T!f : *§ 

B#*6H*U m^.nm-r^Z.t^i^mmit^ (19.7mg, 76.6%) 

^-NMR Spectrum (CDCh) 5 (ppm) : 1.40-1.74 (10H, m), 1.95 (6H, m), 3.28 (2H, s), 
3.44 (4H. m), 3.99 (1H, m), 6.16 (1H, m), 6.54 (1H, dd, J=2.4, 6,0Hz), 7.03 (1H. 

brs), 7.12 (1H, t, J=8.8Hz), 7.22 (1H, m), 7.67 (1H, d, J=2.4Hz), 7.73 (1H, dd, 

J=2.4, 12Hz), 8.03 (1H, d, J=6.0Hz). 9.85 (1H, brs). 
[0 3 9 8] 

mmm6 2) n— (2-7PP-4- 12- r ^)^n-4-^^f-)H 7$ 

S3R#ffl$CT\ y- 4 -*^*'*y'J y 7 7vK [4- (4-75^-3-? 

nD7i^y) 7? K (93.2mg) SrN, N-^fW^A7? 

K (2ml) 50*C^TN- (4-7Hn7ii*) vn-y7 7vK (105 

mg) , bUif-;i/T5>, (0.074ml) , ( 1 H— 1. 2, 3 — V 7 1 - 

LbV ] /sH7^*n*X7i-K2 

36mg)£*D;L, raat?l«fW«#L.fco KJfcfttfcN- (4-7Hn7x^) TO-y* 
7vK (52.6mg) > (0.027ml)., ( 1 H— 1, 2, 3-^>/h'J 

*X7i- Kll8mg)*ia*nL, $&fc2l$W45$Mi*l i Lfco KfcWL*mWi.tX*%r®Lfi:1k 
, »S|if-;i/t 1 N*SMfc7- b U 7A7K^?ft-c^@Et/wo ^T«» SrfS^njfeBt**^- b 'J 7 

#ibiLfc5£aS£v'j A^VA^A^nv b 7*774 - (FUJI Silysia NH> ; 
y-y : *»xf^=l : 3) KJ: ij»«L;fco BM*MB#fc*»l^Wfcftfc»ffiK' s; *"9" 
> (20ml) -Slxf* (2ml) fciraxfttS ffi *SJI**3*.U- afcfc*"* 

* £ £ J: ») "Waft^* (77.1mg, 54.7%) tafe»*tUHfc, 
'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 3.36-3.44 (4H, m), 3.55 (4H, m), 3.61 (2H, m), 

6.63 (1H, m), 7.17 (3H, m), 7.41 (2H, m), 7.62 (2H, m), 7.99 (1H. m), 8.14 (1H, 

m), 9.31 (1H, brs). 10.06 (1H, brs), 10.31 (1H, brs). 
[0 3 9 9 ] 

(j|ffifl)63) N— (4-7;^P7x-») -N' - [2- ^nn-4- (2- I [ 
4- (kfP'J V y- 1 -^JlQ bT^'J V >- 1 -a**-*] 7 5 71 tf'Jy>-4-^ 
;lx^-^rv) 7^-JH 7Pf? K 

Mlg#B^T\ 4- (tfnUv*>- l-/f*) ^'Jv> - l-*mv') ^ 7v 
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K r 4 _( 4 _ T 5 ;_3-^ n a7x/Jf^)e , Jy>'-2-^V] 7 5 K (I29mg) * 
N N-y^W^A75K (2ml) 50tfc-CN- (4-7**n7x- 

/U) v n - 7 * T V K (183mg) , MJif*7 5> (0. 130ml) , ( 1 H- 1 , 2 , 3 

*Hf 7 ;v*n**7*-M411mg)£flD;U 5B*IBI30#!HI«#bfc„ KJS**M*-C**P 

****** *, tMn«*-cj«***t, 

at-^#L/'o »««*L-C»e>^5t»a*->U*y^*9A^nvb^77^- (FUJI 
Silfsfa N^r^ : -^y-.^49:l) «^*^;fff^ 

»»LT»6*i/*»iiE* 'J *n*3A^n^ b^57^- (FUJI Silysia NH 

4: fttil L T # "b ft fc5»S V f - * ^ - r £ £ -C#§b h b £ #r ffl * o * % JR L > 
M^l" & - t i 9 SEH-ffc'&W (64- 7mg, 35. 1%) * fife$hH t UUfc. 
*H-NMR Spectrum (DMSO-de ) d (ppm) : 1.09 (2H, t, J=7Hz), 1.20-1.35 (2H m), 1..65 ( 
4H, ■). 1.78 (2H, m), 2.12 (1H, m), 2.46 (2H, m), 2.86 (2H m), 3.6 . (2H . bra). 
3.97 (2H, ■). 6.32 (1H, dd. J=2.0. 6.0Hz). 7.10-7.25 (3H. m). 7.41 2H, m) 7.63 
(2H, m), 7.99 (1H, m), 8.13 (1H. d, J=6.0Hz), 9.21 (1H. s), 10.06 (1H, brs), 10 
. 31 (1H, brs) . 

(immlV) n — (9.-^x2X3-4- 12- [ (7W y-i-*^») L_Lj 

7] eu^JTTTT^^j -7^-JV) — N' - (4- 7^P7i>») -yn-j-^ 

S*#ffl^T, T-fe'f-vV-l-*^**^^'^^ 7->K t4-(4-7^-3-^ 
nD7x^-»f'Jy>-2-^l'] 75 K (lOOmg) £N, N-y7f;^;VA7sh 
(2ml) 5 0tKTN- (4-7^D7x^) K (186 

mg ) , b.jxW?y (0.131ml) , (1H-1. 2, 3 -"O U 77-*- 1 - 

17>ng)**n;U HltlWWLft. tfclfc, M*** IN 

128mg, 81.7%) t«ife»*i:LT||fc. 

1 H-NMR Spectrum (DMSO-de ) 8 (ppm) : 2.08-2.20 (2H, m), 3.61 (2H. m) 3.94 (4H m) 
6.60 (1H, dd, J=2.4 . 6.0Hz), 7.14-7.25 (3H, m), 7.42 (1H, d, J=2. 8Hz), 7.51 (1 
H, d, J=2.4Hz), 7.63 (2H, m), 8.00 (1H. m). 8.12 (1H, d, J=6.0Hz), 9.10 (1H, brs 
)', 10.05 (1H, brs), 10.30 (1H, brs). 

fifties! n- f 2 -»ba- 4- 12- r (^^^-i-^^)^ 

J] euHZZZZSSj iZixk) — N' - (4- 7 »t P7x -)H vaT-^ 
K 

■****iV)lf;y>-2-f*] 75 K (lOOmg) *N. N- i>* +»*»±7 5 K 

(2ml) 50rtCTN- (4-7f*n7x^) 7, , 

mg) , h-)xW5V (0.121ml) , (1H-1, 2, 3-^/'/h'J7;/-*-l- 
4***50 [hU (^W57) 1 *x*-7A ^t7*tn^7x-K3 

83>g)*Ai*., n»-cm«3o»wtM*Lfco tfc* SSi^* 

y<)*W?A^7h^7<f- (FUJI Silysia NH, ^ffifSL ; IH^f"* • 
-;w=4 9 : i) KiJ:»)fS«Lfco ffi!»itli^*ift«StT#p>^^^$^t--> , >'*^ 
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M^nrF^7^- (FUJI Silysia NH, ®m® I ■»* ^ X 

% )V (5ml) (5ml) B#***U fck 

it)W^ (123mg, 81.3%) *fife»*kUftfc. 

'H-NMR Spectrum (DMS0-d 6 ) 5 (ppm) : 0.86 (2H, m). 1.24 (2H m), 1.45 (4H. a) .1.54 
(2H m) 3.61 (2H, m). 6.60 (1H, dd, J-2.0. 6.0Hz), 7.14-7.25 3H m 7.35-7.4 
5 (2H, n), 7.63 (i. dd, J-5.2. 9.2Hz), 7.99 (1H. d J=9.2Hz). 8.13 (1H. d. J=6. 
0Hz). 9.16 (1H, s). 10.06 (1H. brs), 10.31 (1H, brs). 

K 

tfn'Jv^^— 1— * )V^^r'y V v ? 7 *s K [4 - (4 -7 5 J - 3 
55"?** , *U*V-2-<*] 75 K (79.6m g) *»■ »-**"T*K ?1 
42mg) h'jxwr/ CO. 100ml) , (1H-1, 2, 3^^'/H7^ 1 

K*f5««^2^1-*-^^W^ (94.5mg, 76.9%) 

1 « T SP # ect°rum (DMSO-de ) * (PP») : 1.81 CO. ■> 3 27-3 42 (4H m) £61 (2H m) 
6.61 (1H, dd, J=2.4. 5.6Hz), 7.15-7.25 (3H, m) 7 .42 (1H d. J =2. 8Hz 7.51 (1H 

d J=2 4Hz), 7.63 (2H, dd, J-4.8. 8.8Hz), 8.00 (1H, d, J=8.8Hz). 8.13 (1H, d, 
J=5'.6Hz), 8.72 (1H, s), 10.05 (1H, s). 10.31 (1H. brs). 

N — r«-»on-*- 12- ^"^- 1 -^^ 7 : / 
U«H«T 4- 4-7 /-2-^n7xMv) - 2- [ (^'Jy>-1- 

S^SIUr*}] 5.;^ (99m g ) *n. N-^^^vAry (2ml) : 

50*0 CTN- (4-7^tn7x^) 73/ K (I76mg) , 

i^7* ? ( .mml) (1H-1. 2, s^^/K';77-^l-^*Jv 

L C iiKT3o»mtWbfc. ««m*t«w.L**, "»;^ k iiSK* 

fffSvV^T- (FUJI SilysiaNH. '^?J£F£Z2-U* 
-,v=95:5) C^lSUo B ^^ttl'SSSti ffn L « 7% 
UnAT»»**fc. S^^U fcKJ:0fWflS*»i (I02.9mg, 67.7% 

?h5S*2» 1-65 (4H, »)■ 3.32-3-44 (4H. m). 3 46 «H. *) . 6 

74 (1H dd, J=2.4, 5.6Hz), 6.92 (2H. t, J=8.8Hz), 7.11 (2H, d. J=8.8Hz) 7^40-7 
57 (4H, I). 7.74 (1H, d, J=2.4Hz). 8.11 (1H. d. J=5.6Hz). 9.41 (1H, brs), 9.92 
(1H, brs). 

mSE# 2005-3029062 



#H 2004-370801 



*--5>: 128/ 



SHfcM&T, 4- (4-75/-2-^nD7xMv) - 2- [ (*;i/* V 4 - 
*;l/^-;i/7 5 ^] tf';>'> (119mg) SrN, N-^f^AT? K (2ml) tc 
5CCKTN- (4-7Kn7x;M -rnxy^ TvK (202mg) , b'j 
xf*7 5'/ (0.143ml) > (1H-1, 2, 3 b U 7 V-*— 1 - 4 

) [blJ (y'^f^T?^) ] -tX^-'JA A^f7*to*X7x- b (452mg) £#Q 
raa-T?30*ram#L/wo KE&?6^^Sf t?^*PL^m, I^x-^i: lN7K$Hfctb 

A7D7^77^- (FUJI SilysiaNH, fcttiflt ; SKxf^-ftSif* : ; - 
;b = 19:l) fcj: »)«|«Lfco BWi»Wa'*»*tLT#6*L/s?ftac yifW-fJWA 

(i:D fclniL'rttft*«fttJS*fco 8h&fc%#u ijcentiifcej:')^ 

ffc^ (106. lmg. 58.9%) *SMa 9 a i U#/: 0 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 3.39 (4H, m). 3.50 (2H, m), 3.55 (4H, m). 6.57 

(1H, dd. J-2.4. 6.0Hz), 7.17 (2H, m), 7.32 (2H, m), 7.56 (1H, dd, J=2.4, 8.8Hz) 

, 7.63 (2H, m), 8.01 (1H, d, J=2.4Hz), 8.12 (1H, d. J=6.0Hz), 9.27 (1H, s), 10.2 
7 (1H, brs), 10.50 (1H, brs). 
[0 4 0 5] 

(^Mfil6 9) N — (4-7^a7x-)M — N' - (4- |2- [ (tfnUW- 

a*#H^T, 4- (4-7U7x/^'» -2- [ (Ifn »J v>— 1 — f >V) 

tfVv> (30mg) *N, N-^fW^A75K (1ml) 5 
CCKTN- (4-7Jl'tn7x-»') 7n-y? TvK (59.5mg) , h'Jxf;k7? 
> (0.042ml) , (1H— 1, 2, 3 - 'O/l" U 7'/-*- 1 - 4 [ b U ( 
v7f;i'7 5y') ] *7.*X?.£> ^t7^tn-W7x- b (I34mg) SriJIlx^ |bJ81T?3 

o^ram#L/c 0 EJ6**m*-c**Pt^«k, &s?x^£&^&*^?-b>;*A7ic 
Lfco ^wm^fmRWdm-f- y y * ^^m, t^wm-ftr 

JlS^y'J -ftYfrii v A ? n v b ^77-f - (?§ffi?£ ; ^^r-^^ : 6tsB*xf-/u = l : 5 - 

2ml) (2ml) *»nx.T!iS$*fco @#**JRU fiSUSj*-*" & - t K <t 0 ft 

Mit^-m (40.4mg, 83.4%) fcgfcfflfeHflcfc LTftfc. 

*H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.80 (4H, m), 3.30-3.40 (4H, m). 3.48 (2H, a), 
6.56 (1H, dd, J=2.4, 5.6Hz), 7.15 (4H, m), 7.46 (1H, d, J=2.0Hz), 7.63 (2H. dd, 
J=5.2, 8.8Hz), 7.69 (2H. d, J=9.2Hz), 8.09 (1H, s), 8.65 (1H, s), 10.25 (1H, m) 

, 10.31 (1H, s). 
[0 4 0 6] 

mmm7 o) n- 14- \2- (3. s-yv^frWK) ^ 'jy>-4-^^t 

jpyj 7.x-;H -N' - (4-7)^07x-^) 7PtU' 
£*#HftT, 1- [4- (4-75^7x^-» eys;>-2-^*] -3, 3-v 
ptf-^-yVT (30mg) £N, N- V * 7 X b* (1ml) 50*CKTN 

-(4-7;i/*D7x-;v)Tn-^ 7'sV (65.1mg) , h'jxf;i/7r/ (0.046ml) 
, (1H— 1, 2, 3-^>VMJ7 > /-;v-l-f^t^-» [by (*^f*7 5y 
) ] A#t7;HD*X7x- b(146mg)£-Jn;i, pg*SKTlB#P B 130$Mf # 

Lfc 0 #«W*^&«**-*-by ****** feflHfrfkr^xSAacigflju Tic, mi 
££*TAS*ife» U b >; * A-eWLM Lfzo iiSitti <b y 

^M7A?D7 - (FUJI Silysia NH. ?tffif£ ; : * = 1 

:5~1:8) CJ:»I»8U. BWWH*Sr»»LT»f,*t/iSia[K^xf-^x-7 l >i' (2ml 
) -^^y (2ml) tirax.TJK»$-e:fco B#*%ttU * - \Z X *) ftg 
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fc&m (43.4mg, 87.4%) £ &&®fct LT#£ 0 

'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 2.89 (6H, s), 3.48 (2H, s), 6.56 (1H, dd, J=2. 
8, 6.0Hz), 7.15 (4H, m), 7.37 (1H, d, J=2.0Hz), 7.63 (2H, dd, J=5.2, 9.2Hz), 7.6 
9 (2H, d, J=9.2Hz), 8.09 (1H. d, J=6.0Hz), 8.85 (1H, s). 10.26 (1H, s), 10.31 (1 
H, s). 

[0 4 0 7] 

(3gjfcff!l7 1) N- (4 -7)V*U7 j^-fr) -N' - (4- 1 2 - f (-=&JHfrJj>- 
4-^;l/»'-;u) 7^^] fcT U y >- 4 -4 7a.-Jl/) -rn-J-SK 

M3g#B^TF> 4- (4-75 J-73.J -2- [ (^-il-*') >-4-4fr) 

-;i/7?y] tf>Jv> (30mg) &N, N->VW^A7? K (1ml) KitF#fS*, M 
SiCTN-(4 -7)^07x-)l-)7n-7 * 7vK (30.0mg) . b«; J. /U 7 5 > (0 
.027ml), (1H— 1, 2, 3 >V h U 7'/-^— 1 - 4 v) [ h V (vMf- 

;^7?y) ] *^*^7A aH7Md^7i- K85mg)*J!]nx-|fe^#t/io R 

5A?D7^?7-f - (FUJI Silysia NH> fllttJifc ; ^s** > : M-xf-^ = l:3~TO 
if;0 gMM^?-IlLt||t) fifcJSffi S> ?- - -r /u (1ml) 

_^dp^> (i m i) fcjjD*.T!R»S*fco BttfcfclRU ®^,l£^li*^> Z-bl/ZXt) ^Mit 

(45.9mg, 97.5%) fctfeWfeBfti: LT*§fc 0 
X H-NMR Spectrum (DMSO-de ) 5 (ppm) : 3.40 (4H, m), 3.47 (2H, s), 3,55 (4H, m), 6.58 
(1H, dd, J=2.4. 6.0Hz), 7.08-7.24 (4H, m), 7.35 (1H, d, J=2.4Hz), 7.58-7.66 (2H 
, m), 7.70 (2H, d, J=2.4Hz), 8.11 (1H, d, J=6.0Hz), 9.23 (1H, brs), 10.25 (1H, b 
rs), 10.31 (1H, brs). 
[0 4 0 8] 

mmM7 2) N- (4-7^ta7i-^) — N' - 4- (2- j 

T4- (Hp'jy>-l--f») fcf^U y >- 1 --OH ft;^-^75 7 1 i^'Jy"/- 

gSROT&T* 4- (4-75;-2-7ftn7x7^y) -2- I [4- (fcTn'J^ 
y- l -4 )V ) tf/^i; v>- i #;i/^;V7 5 ✓*! V?Vv> (78.6mg) £N, N 
-v^f)^;^!? K (2ml) N— (4-7;^D7i-*) vn;-^ 

7vK (77.6mg) , h')xf^75> (0.055ml) , ( 1 H— 1 , 2 , 3-^>Vh'; 
7'/-Ji'-l-'fJi'^y) [HJ (yVfii/7 5 7) ] ^.x^^a ✓xJf-tf-?;^ n 
Kl74mg)^MH-Cinx., 2B#^m^L^o R/Sifc^Pm^^ tl&fD^ 

FUJI Silysia NH, fl'-fta*^*-* : > * / 9 5:5-9:1) 

{cj; oMmL^o get)M7>*it/sit-c#'btL7t^tr^m^'^^/^^-y-> (1/5) 

*Jnx-C!Ka8$«^o E#**JRU £ fc J: •jgEflMfrS* (33.3mg, 29% 

) «IM*tU#fco 

'H-NMR Spectrum (DMSO-de ) d (ppm) : 1.20-1.40 (2H, m), 1.60-1.70 (4H, m), 1.70-1.8 
0 (2H, m), 2.12 (1H, m), 2.40-2.60 (4H, m), 2.86 (2H, m), 3.50 (2H, s), 3.90-4.0 
5 (2H, m), 6.59 (1H, dd, J=2.4, 5.6Hz), 7.16 (2H, t, J=8.8Hz). 7.30-7.40 (3H, m) 
, 7.60-7.70 (2H, m). 7.82 (1H, m). 8.11 (1H, d, J=5.6Hz), 9.19 (1H, s), 10.26 (1 
H, s), 10.51 (1H, s). 
[0 4 0 9] 

(mmM7 3) N- (4-7JU*P7x~JU) — N' - (4- I [2- (2j<±JkZl 
7) a;W-K-;i/7 5 7] gJJ *J>- 4 zzd jkl±±zJ -3-7»tQ7x^) ?Pt^ 
_K 

llfi^T, 4- (4-75/-2-7^n7xM-» -2- [ (i^f^7 5^ 
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) *fl/jje-^7 5y] kf'Jv^ (22mg) tN,- N-^f^ATU' (1ml) KM 
N- (4-7^tD7i-)l') 7vK (45mg) , h'Jxf^75> ( 

0.032ml), (1H— 1, 2, 3 -«> V \ 'J 7 V-A— 1 - -i A-** v) [ h- U (v> 
f-;V75/) ] *X*-^A ^t7)^n*X7x- b (lOOmg) SrMKTjOx., 50 

o ^iMfci&flift^**^ ****** *> «&#p^3Kt?^sfe»u, jtew*sw-h 

SPWift ; Ji'-*Rj-f- A' : > 9s-fr= 9 : D K«fc «3*tS£Lfco Btt*ni#* 

JlttLTft?>tLfcjaffitc^f-A'i-'rA'/'s*-9-> (1/2) Srirax-TSi^^^^o @ 
#t6KU iWaititUiDSIft** (29mg, 82%) 4fiM*iLTHfco 
'H-NMR Spectrum (CDC Is) 8 (ppm) : 3.00 (6H, s), 3.47 (2H, s), 6.66 (1H, dd, J=2.4, 
6.0Hz), 6.96-7.01 (2H, m), 7.11 (1H, t, J=8.8Hz), 7.20-7.30 (2H, m), 7.50-7.54 
(2H, m), 7.56 (1H, d, J=2.4Hz), 7.67 (1H. dd, J=2.4, 12. GHz), 8.08 (1H, d, J=6.0 
Hz), 9.03 (1H, s), 9.53 (1H, s). 
[0 4 10] 

mmm7 a) n- (4-7Hd7x-») -n' - [4- (2-7*^73 j m 

N — (4-7**071^) — N' - [4- (2-73^ fcf'Jv'>-4-'f fl'tf^rv) 
-2-7Wn7x-;l/] 7Dt< K (20.6mg) £N, N-^f^^AT? K (0.5m 
1) ilflUT, h>Jxf;i/7^ (0.043ml) , ttffcT-tef-A' (0.011ml 

) tiai:t*TUT-MB|!Lfc. 1 N*BMb-*- h 'J ^AyK^ifc (1.5ml) Sr 

'J*^*7A^nv^77-f- (FUJI Silysia NH„ fcltiiR ; ftR-x^AO CiOffi 
SL/: 0 snVl^XNlt, »aE*«EE<fc*i"&itKJ: D«lfl!«* (9.3mg, 41%) 

'H-NMR Spectrum (CDCh) 8 (ppm) : 2.17 (3H, s), 3.60 (2H, s), 6.62 (1H, dd, J=2.4, 
5.6Hz), 6.88-6.93 (2H, m), 7.00-7.05 (2H, m), 7.51-7.56 (2H, m), 7.80 (1H, s), 

8.12 (1H, d, J=5.6Hz), 8.24 (1H, t. J=8.8Hz), 8.35 (1H, m), 9.04 (1H, brs), 9.22 
(1H, brs). 
[0411] 

(mmffl7 5) N— (4--7fr*U7*-fr) — N ' - [4-.(2-7'net^7^ 
y- k: V y> - 4 - ^ jM^rv) - 2-7;UiD7x-jH VPt < K 
N- (4-7*tn7zi*) — N' - [4- (2-7<7^'JyV-4-^^t^y) 
-2-7)^071-*] 70t5 K (20.2mg) £N, N-'y^W^A7 5 K (0.5m 
1) £*£H&T\ bViffl'7§> (0.042ml) , m-ffc 7 n k? * - Jl- (0.01 

3ml) &SififcT»TLT-lft«#L;fco 1 N**ft* H V * (1.5ml) 

y'J*y;l'*7A^D7K77-f- (FUJI Silysia NH, itfctUlfc ; ftRif*) K i •? 

iSLfc, B«j!»®fl-«:««-L, »aE*«Eia»-r*i ttJ: ^ umit&m o.omg, 3 

9%) «JffeMt LTftfco 

! H-NMR Spectrum (CDCh) 5 (ppm) : 1.21 (3H, t, J=7.6Hz), 2.40 (2H, q, J=7.6Hz), 3. 
58 (2H, s), 6.62 (1H, a), 6.89-6.92 (2H, m), 7.00-7.05 (2H, m). 7.50-7.57 (2H, m 
), 7.81 (1H. s), 8.00-8.20 (2H, m), 8.25 (1H, t, J=8.8Hz), 8.90 (1H, brs), 9.11 
(1H, brs). 
[0 4 12] 

(mmm7 6) n- u^^p?^-^) -n' - u- {2-4 v-r^u ^75 

/ fcf'J Vy— 4 —4 ^^-^rv) -2-7J^D7x-jH 3_aJK§__K 
N- (4-7WD7iX)V) — N' - [4- (2 -75 y tT'J v>- 4 ;V*4v) 
-2-7;i/to7x^jV] 7Uf5 K (20.1mg) £N, N-V>f**^A75K (0.5m 
1) llfl^T, h'jxf*7?> (0.040ml) , i&ltW V 7^ 'J ^ (0.00 
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8ml) ^liSCtiTLT 1 m®$tWLtz 0 Kfcmz l Nfrmti- h V ■> A7]t?§?£ (1.0ml 

^yiJAr;i/A7A^OTF^77^ - (FUJI SilysiaNlk ?#tHi£ I ftBftJ-f"^) K «t 
OUSLfco l»»I»tft«L, »«fc«BE<£&1-*£ t Ki "9 > &m<t&VB (11.7mg 
, 49%) 4iifet*i:tt#^o 

'H-NMR Spectrum (CDCh) S (ppm) : 1.21 (3H, d, J=6.8Hz), 1.23 (3H, d, J=6.8Hz), 2. 
53 (1H. m), 3.60 (2H, s), 6.64 (1H, dd, J=2.0, 3.2Hz), 6.89-6.92 (2H, m), 7.00-7 
.04 (2H, m), 7.40-7.60 (2H, m), 7.82 (1H, s). 8.00-8.20 (2H, m), 8.25 (1H, t, J= 
8.8Hz), 9.07 (1H, brs)," 9.23 (1H, brs). 
[0 4 13] 

(MMLUJ. N— (4-7ftD7x-;i/) — N' - 14- [2- (js?u7usiy 
1) )\,#=.)VTa J ) \£ V s Jy- 4 -A Jl^^vl - 2-7JVf P7x-^1 ?nt^ K 
N _ (4-7Mn7x;^ — N' - [4- (2-7?/'^'J^>-4-'f;l't*'>) 
-2-7^*071-^] K (21.3mg) £N, N-7^f ^*^A7 5 K (0.5m 

1) t'v^fi?^-*. mmW^m%T, YV^)VT<y (0.030ml) > i/^n^n/^*;^- 
;u ^ n <J K (0.010ml) £^rSt~-C?&T LT 1 nffl%tWLtz 0 RJaSi&K l NTK^k^ b 
V<5<U7km : <& (1.0ml) i:^^y-;u (l.Oml) ZlNtLXMWLtzfe, ffislfcif-^fflffl L 
fco ^Jf^^EET{:2iiBlt-r#f,tL^^*v'J*^;V*7A^D-7b^77^- (FU 
JI SilysiaNH, ^fflrW ; f^m^f-^) K i •? *»M L£ 0 i U 
EWI>ii:t:ivSl^ (9.6mg, 39K) Z &&%&izb LXWtz 0 
'H-NMR Spectrum (CDCh) d (ppm) : 0.80-1.60 (5H, m), 3.56 (2H, s), 6.61 (1H, m), 6 
..93-7.08 (4H, m), 7.50-7.55 (2H, m), 7.79 (1H, s). 8.12-8.17 (2H, m), 8.28 (1H, 
t, J=8.8Hz), 8.57 (1H, m), 8.79 (1H, m). 
[0 4 14] 

(lyfeffl) 78) N— (4-7Wn7x-^) — N' - 12 -y-JU*v- 4 - [ ( I [ 
4 - -f ;i/^-^-->1 7x-Jl/| ?nf$ K 

N- (4-7Mn7xrjl/) — N' - [4- (2 -7? / hf U v>- 4 -f^^r-v) 
-2-7)^D7x-;H 7Ut5K (17.0mg) ^rh7U*n77> (l.Oml) KM 
SS^H^T, h'Jxf^75> (0.015ml) , ^nn^7i-;w (0.013ml) * 

;VA75 K (0. 5ml) ISKT 4 - ( tf ^ V v > - 1 - )V) fcf^ -J v 

> (80mg) *Jax-C23B#Fa»L7t:o S^^^^m^-^^ tTKT'^E L7t 0 ^S=Sr^ 

o !§Ig*Lt§ibtir:MlMif^ (2.5ml) ZmZ-'Ofe&Ztifto Z-£tz 0 $fH£ 

^jru ii^^-r^it^j: o> mmit&m (io.4m g , 4i%) $-6fe^at#f; 0 

^-NMR Spectrum (DMSO-de ) S (ppm) : 1.20-3.50 (17H, m), 3.59 (2H, s), 4.20-4.30 (2 
H, m), 6.64 (1H, m). 7.01 (1H, d, J=8.8Hz), 7.15-7.27 (3H, m), 7.40 (1H, s), 7.5 
0-7.70 (2H, m), 8.03 (1H. t, J=8.8Hz), 8.15 (1H, m). 9.39 (1H, brs), 10.13 (1H, 
brs), 10.32 (1H, brs). 
[0 4 1 5] 

(HMfflJ7 9) N— (4-7^tn7x^») -N' - |4- [2- (•>»P7'n/<> 
7>7 ^Tjf^jvr ^ y ) bf'J y>- 4 -^f;vt»y1 -3-7»tn7x-^/| ZJELilsJf 
N- (4-7WD7xi*) — N' - [4- (2 -7 5 </ £ U v>- 4 --T;U^ + v) 
-3-7J^D7x-;i'] K (34mg) £N, N- y> 3 K (0.5ml 

) M^#H^T, h'Jif^75> (0.047ml) , mft-> ? n 7n/0 * /I/ 

(0.016ml) *-MC-CSSTU-ClWFmii#Lfco &Ii?i£K 1 NTfc^b^ b U 7A 
tKM (1.5ml) h-*9J-fr (l.Oml) *iinx.T«#Lfc|fe, fttif^ifflLfc. 3f 
MM**, moi&fti- b U S U i*WtF'J9At^Lr:„ it 
ISEff*LT#e>*tit»aE*r'-> l J*^Jl'*9A^nvb^5 7'f- (FUJI Silysia NH, it 

ffifE# 2005-3029062 



#H 2004-370801 



i-v. 132/ 



ffl«;*»xf^) KJiJttSLfco §W«II#fr*IBU »8 J: 
OafB-ft^* (21.1mg, 53X) ^fife^UTifco 

'H-NMR Spectrum (CDCb) 5 (ppm) : 0.80-1.60 (5H, m), 3.52 (2H, s), 6.64 (1H, m), 7 
.01-7.26 (4H, m), 7.50-7.55 (2H, m), 7.70-7.80 (2H, m), 8.12 (1H, d, J=5.6Hz). 8 
.22 (1H, s), 8.74 (1H, s), 9.30 (1H, s). 
[0416] 

(aSflfcfl08O) N— (2--7fr*P-4- 12- [ j±±]£V >-4 -a/Uafr-JiQ T 
v>- 4 ->f ;i^*vl -N' - (4-7;^n7i-») vo^- 

'J >- 4 [4- (4-75;-3-7;i'tn7i^y) 

-2-4 )V] 75 K (48 mg) ON, N-y^fHM75F (3.0 mL) MKN-(4 
-7^D7i-)l')7n^'yj' 7*>K (48 mg), ^ > V h U 7 V*- 1 - A )V * * 
->M;* 5 y ) *X*-i7A aH7;Hd*X7x^ (96 mg) £iP 

x., 5 0tt2. 58$^ ov>f|fi5 6B#H»L7to ^i:N-(4-7Wn7x 
r.^)Tn^y^ 7-/7K (48nig), (1H— 1, 2, 3 — * > V* h U 7 V-*— 1 - 
-f;v^^->) [m; (y^f;i/7^;) ] A^t7;i'tnt^7x-K9 
6 mg) SrjjPx., 5 0t:T-2B#^m^L^ o E/£$£^rS£ -eitiP U $ h \Z 3 . 3 i$P a m 
j$L/:, N-(4-7/^n7x-*)7D^»;? 7vK (48mg), ( 1 H— 1 , 2, 3 
-^> > /Mj7V-Ji'-l-^l't^y) [b'J (y^f^7?;) ] *X*-7A ^ 
drH)--7;u^n^-7^- b (96 mg) %iM.MLtz^ 5 0tf2. 5B#rWL/: 0 EM 

(ioo mi) t&m$m&mi- v v * &&mmioo mo^sEi^o &mm* 

-ft&U tCJ; r> , LT*M<b^ (15 mg, 21 ») 

2 H-NMR Spectrum (DMSO-de) 8 (ppm) :3.37 (2H, s), 3.40 (4H, m), 3.56 (4H, m), 6.63 
(1H, dd, J=2.4, 5.6 Hz), 7.01 (1H, m), 7.19 (2H, m), 7.25 (1H, dd,. J=2.4, 11.6 H 
z), 7.40 (1H, d, J=2.4 Hz), 7.62 (2H, dd, J=5.2, 8.8 Hz), 8.03 (1H, m), 8.14 (1H 
, d, J=5.6 Hz), 9.29 (1H. s). 10.11 (1H, s), 10.27 (1H. s). 
[0 4 17] 

(H*fcjaj8 1) N- (2-7^^-p-4- 12- [ (tfn'jy'y-i-^M^) 7 
fc°'J i?y- 4 -4)\>**is\ 7x-;u) — N ' - (4-7;^n7x-^) tp^ 

N — [4- (2-7?yf'Jyy-4-'f;^Jfy) -2-7WD?iiH -N' - 
(4-7^tD7xx*) v'P-T-i- K (30 mg)«9-r h7tKD77> (2.4 mL) h 
•Jifil'T?^ (0.021 mL)£JPx., 7K7K^*PTt-^ nn^7i-;u (0.0189 mL) £ 
?SiT L, 20frmW;WLtz o KBWL*mE.Tmm Ltzo mfeVN, N-y>f;v*;Ui7 5 
K (1.2 mL) TtaMg^TK^n (0.0251 mL) £t)P;L, M£-e#S. 

lt 1 mmmwLtzo K^m^mm^^^o mi) 1 1 n^shi^ b ^a*m (30 mi 

)V= 1 : 2 ~gf=g£^;i—@j^c^;i, : ^ * y -;v= 1 o : l) let i)iiL/; 0 gftife 
®73-^«Lfco #<b*L£?l^£$ ?)i:y'J # y;i^i§(FUJI Silysia NH) KffrLfco 
ifcfca&ETjifitL/.:^ ftmz^*4)->(3 ml), y'xf^x-f;i/(l ml),x^;-^ ( 
1 fS) ^iJPx.TM^$^^^, S#£6IDtU ii^^1-*^i:^<t «fe!&*it 
TM-fk^ (12.3 mg, 33.0 %) 

J H-NMR Spectrum (DMSO-de ) d (ppm) : 1.81 (4H, m), 3.33 (4H, m), 3.58 (2H, s), 6.61 
(1H, dd, J=2.4, 5.8 Hz), 7.00 (1H, m), 7.17 (2H, m), 7.24 (1H, m), 7.50 (1H, d, 
J=2.4 Hz). 7.62 (2H, m), 8.03 (1H, m). 8.12 (1H. d, J=5.8 Hz), 8.71 (1H. s), 10 
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.10 (1H. s). 10.25 (1H, s). 
ESI-MS (m/z) : 496 [M+H]\ 
[0 4 18] 

(jWU82) N— (4-7MQ7i^) -N* - [2-7fr *P-4- (2- I 

f 4 _ (fcf P y >- i -4 e'^u y>- l -ft;ufr*-;H 7<y| tf'jy>-4- 
>f 7x^1 yp-?- 5 K 

N- [4- (2-75^'Jy>-4-'f^t*y).-2-7^tn7x-*] -N' - 
(4-7)^n7x-)i') -rnt.5 K (20 mg) <7>t b 9 Kp 7 7 > (1.6 mL) »«K 
h'jxf;i/T5> (0.014 mL) Srinx., ^MSTt^nafS?*-*- (0.0126 mL) 

(0.8 mL), 4-(l-t'n'J 'y-)V)\£^)'Jy(31 mg)^iPx, Sat* 1 Ltz Q 
RlS«t*ftBfcif-^(50 ml) t 1 N*BMt-*- b U ^AtR-M (30 iDC^SLfc. 
*fitfa£JS*-e*iiK ftt*?Kfift^ b 'J 7At«U ^J±T?i^ Lfc 0 »3E* > 'J * 
*7A7D7f/77^ (FUJI SilysiaNH. * : WfM^^= 1 : 2~S®i 

f^^txfA.: : 1) t«*Lfc, Steftl^tiiL, Wfctifc 

@#S:^#-9->(3 ml), y'xf ;vx-f JKl ml)i:lS$t/:^ ^HXU tfe*tfe»5fcfc 
L-CM-ft^* (5.0 mg, 17 *) fcftfco 

! H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.26 (2H, m), 1.66 (4H, m), 1.79 (2H, m), 2.12 

(1H, m), 2.46 (4H, m), 2.86 (2H, m), 3.58 (2H, s), 3.97 (2H, m). 6.60 (1H, dd, 
J=1.6, 6.0Hz), 7.01 (1H, m), 7.17 (2H, m), 7.24 (1H, dd, J=2.4, 11.6 Hz), 7.63 
(2H, dd, J=5.2, 8.8 Hz), 8.03 (1H, m), 8.12 (1H. d, J=6.0Hz), 9.02 (1H, s), 10. 
11 (1H, s), 10.27 (1H, s). 
ESI-MS (m/z) : 579 [M+H] + . 
[0 4 191 

(&MjgB8 3) N— (4- 12- T3- ( 3 - 2 ±±JkZ. § I ^° ^ }U) -3-^;V 
■7 W K] tf'J v>- 4 -<i)V**i/\ 7x-;i/) -N' - (4-7/l/tn7j-^) g 
ot^ K 

N- [4- (2 -75 y tTU V>- 4 -^t + y) - 2-7)^D7x^] -N' - 
(4-7)KU7x-Jl') vntU' (35 mg) Of b 9 KB7? > (2.8 mL) i&Sfcfc 
M)xf;V75y (0.025 mL) fcJnx., **»»friPT »C * n n ^fc? * - * (0.022 mL) 

f^jU7 5K (1.4 mL) JK««fc, 7KtM§<£*PT K N , N-yxfJV-N' -*f;v 
7*o;^-l, 3-i^7 5> (54.3 mg) fcflP*., 0«-Wi*fLfco 
^i^;K50 ml) t 1 NjJcBMtf- b 'J * A*»ifc(30 il)t?*ELfc, *«S 

A?D7^77^ - (FUJI Silysia NH, mft®. ', \ 1 : 1 -ft 

fiSL^o li»^iSlL, WJf.lcLC-MSCTiiLm 

t J: LTSW^b-S* (4.1 mg, 8.2 X) fcfcfco 

'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.00 (6H, t, J=6.8 Hz), 1.70 (2H, m), 2.35-2.7 
0 (6H, m), 2.83 (3H, s), 3.30 (2H, m), 3.58 (2H, s). 6.57 (1H, m), 7.00 (1H, m), 
7.17 (2H, m), 7.23 (1H, dd, J=2.6, 11.4), 7.39 (1H, d, J=2.4 Hz). 7.63 (2H, dd, 
J=5.2, 8.8 Hz), 8.03 (1H, m), 8.10 (1H, d, J=5.6 Hz), 10.09 (1H, s), 10.25 (1H, 
s). 

ESI-MS (m/z) : 569 [M+H] + . 
[0 4 2 0] 

(jyfeffi)8 4) N — |4- f 2 - (3. 3-y^f;V7W^K) ^'Jy'/-4-^^ 
^yl - 2 --7Jl/:frP7 x-JH -N' - (4-7)VtP7x^)l/) TD^S K 
N- [4- (2-7?^ l Jy>-4-^M*y) -2-7*tD7xi*] — N' - 

ffifBjf 2005-3029062 



#M 2004-370801 



^-v : 134/ 



(4-7HD7x^) 7DfS K (35mg)WTh7tKn77> (2.8 mL) illC f 
ijif^T^ (0.0245 mL) £*n;U 7 fc7Ki§it±PT K * n n *f&7 j^-)V (0.0221 mL) 
^iTU 3 Ofl*lfJ*#Lfc. RMiffiTCilltfco #&*t3fc»aE«>N, N-v* 
f^*;H7 5K (1.4 mL) JRjBflfelcy^ ^-/UT5 > (0. 175 mL, 2. OMrhytFn 
7 9^»jt) fciJDx., £ifi^5l$|BI«#Lfco yxf*7 5>tt»* (35.8 mgK HJ* 
f;V7 5> (0.2 mL) tififlqU HCliSf 2 W»Lf: 0 506***1*.* (50 
mL) fc" 1 Nymiti- h U f A7*?#i£ (30 mL)-C7>BBL^o #M Sr 1 N^HMfc-J- hV7A 
*»*8E, te«*»*-C0*ft»L^ ****** bUfrA^ftjftLfc. »*«*-l-c#&*l 

ar/l'fciS (FUJI Silysia NH)K# L£ 0 %*«r*ffi"Rw*ilt U J***?' 
'J *r;u*7A*nv h/ 7 7-f- (r#ffivfc;^**> : ftt*f*= 1 2~ftRxf 
)K|fif;v: ^;-;v=2 0 : l ~ l o : l ) t?ML7t 0 aWttUfl-iamSLT 

(0.5i«l)-yxf^-f> (2.5 ml) fc»SS*fc*, * 
ttU £fc£<fc>K i»feS#HT«^l (12.4 mg, 30%) fcfcfc 

°H-NMR Spectrum (DMSO-de ) 8 (ppm) : 2.89 (6H, s), 3.58 (2H. s), 6.61 (1H. m)..7.01 

(1H, m). 7.17 (2H, m), 7.24 (1H, m), 7.43 (1H, s), 7.63 (2H. m), 8.03 (1H, m), 
8.13 (1H, d, J=5.6Hz), 8.92 (1H, s), 10.10 (1H, s), 10.26 (1H. s). 
ESI-MS (m/z) (neg). : 468 [M-H]" . 
[0 4 2 1 ] 

(jfeffifll 8 5 ) N— (4-7HD7x-») — N' - r 2 — ^ ^-JV— 4 — (2- i [ 
(4-^n'jy>-l->f^) fcf^U v'^- 1 =L gjM££ L nJ 7JLZJ ^'Jv>-4-^ 
;v^-^y) 7ji-;v1 -7P*5 K 

N _ [ 4 _ ( 2 -75 y try v*>-4 -2-^f)V7i-;H -N* - ( 
4_ 7; v^-n7i-^) vnt? K (60 mg) cox b ^ n Kn 7 7 > (6 ml)-N, N-v 
^f;i/*W75 K(0.090 ml)i£*K h > (0.042 mL) fcjpx., tKtKt&^^P 

Ti:^DD^|7xi* (0.0378 mL) fcjllx., 2 07>iWLJto RJSS***ETfc« 
»Ljto ftfctifcSftffiON, N-yVfJl'*M75 K (2.4 mL) «»*£4- (1-tf 

n'jyi^) bvyyy (93 mg) ^Snx, ^ia-csufM^Lfco KfBiS^* 
fcftK^f-MSO ml) t 1 N **ffc* b 'J •>•**** (30 mO^ie L/Co #«0**&*n 
A£*-e«fe»U ^tJcTOt" h U ^-CKiLfc, iii*5"J*mil (FUJI Silysia 
NH) U <&***ET*»Lfco J-*{Q.S ml)S:2)nx.fcm, 

ffi l)-Vif)n-7^(5 ml)*Jn;l"CSRi5S-£x H#**JRLfco yxf/Pt- 
f;v»L, I^ftSttl^'J, jfrfe»*fcL-caaMfrfr* (62.4 mg, 71.4%) 

'H-NMR Spectrum (DMSO-de ) * (ppm) : 1.22-1.54 (2H, m), 1.66 (4H, m), 1.74-1.83 (2H 
, m), 2.13 (1H, m). 2.26 (3H, s), 2.47 (4H. m), 2,86 (2H, m), 3.52 (2H, s), 3.97 

(2H, m), 6.55 (1H, dd, J=2.4, 5.6Hz), 6.96 (1H, dd, J=2.4, 8.4 Hz), 7.05 (1H, 
d, J=2.4 Hz), 7.17 (2H, dd, J =8. 8, 8.8 Hz). 7.37 (1H, d, j=2.4 Hz), 7.57 (1H, d, 

J=8.4 Hz), 7.64 (2H, dd, J-5.2, 8.8 Hz), 8.10 (1H, d, J=5. 6 Hz), 9.16 (1H, s), 
9.64 (1H, s), 10.27 (1H, s). 
ESI-MS (m/z) : 575 [M+H] + . 
[0 4 2 2] 

(3iafflJ8 6) N— 14- T2- (3. 3 - 9 J* ±±2 W & g'jy^-4-4»t 
ifry] - 2 ^-)V7x.-M -N' - (4-7HD7x-Jl/) 1£HK 

n- [4- wvy-i-'i*'***') - 2-^f;wx-;i/] -n* - ( 

4-7WD7x^^) 7nt5 K(60 mg)(OT Y ?K K°7 9 > (6 ml)-N, N-v^f- 
)V*;H7 5 K (0.090 mDIlC h 'Jxf*7S >(0.042 mDSrJnx., zMciS^iPTK ^ 
nn^K7x-^(0.038 mL) fcim*., 2 0 7?-P.gm# L7c 0 Rlt-j£«:llETSiL/:. # 
«b*t7t5S^<9N, N-^fW*A75 F(2.4 inDiii^yxf jl^7 5 >^&(61 
mg), h')xf^75 X0.106 mL) SriDx., £*T7I$|R| 2 07Hf#L£ o RJS»**R* 
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xf-/K50 ml) t 1 N jJcSHb'J- b 'J •> A*»fc(30 ml)T$MELfco 

^it^utia IJ v LT»f&e*(52.7 mg, 75 X)£#fco 

^-NMR Spectrum (DMSO-de ) 5 (ppra) : 2.26 (3H, s), 2.89 (6H. s). 3.52 (2H, s), 6.56 

(1H, d, J=5.6Hz), 6.97 (1H, d, J=8.4 Hz), 7.05 (1H, s), 7.17 (2H, dd, J=8.4, 8 
.4 Hz), 7.39 (1H, s), 7.57 (1H. d, J=8.4 Hz). 7.64 (2H. dd, J=5,2, 8.4 Hz), 8.10 

(1H, d, J=5.6Hz), 8.87 (1H, s), 9.65 (1H, s), 10.27 (1H, s). 
ESI-MS (m/z) : 466 [M+H]\ 
[0 4 2 3 ] 

(f£MW8 7) N- (4-7Jl/:frP7 x — N' — (2 - ^■f-^-4- 12- I ( 

\ZWJV-\-ii)Vi$ym [4- (4-7^-3-^fJl'7x^-» e>jv>- 
2 _^;u] 7; k (100 mg) ON, N-^f;^^7 5 1 f (2.0 mL) »«tC ISi: 
tN- (4-7WD7x^) 7D^'^ TvK (189 mg) , f'Jxf^T^ (0. 
5 mL), (1H— 1, 2, 3-^^ > /h'J77-JV-l-^l't*y) [ b V ('>Vf* 
75 7) ] ^7.* — >7A ^t7WD,t^7x-l> (425 mg) £in.i> 5 0'Cf5^F 
IMWLfco RJSift (60 mL)** (60 mL)T«#@cL/c 0 

b 'J *A*#»U IMPJttt*"T?**ft*t, b 'J 9AT««Lfc, »£S 

* LT#<biX^^^vU *W7A^7h^77^- (fcffltt J"-** 
xf;K y.*/-;wi 0:1) TflKRLfco SiftM^tMU 1»e>*LfcH#*ftl« 
j.-^A'IcfiSjSS-^fco @#££3£U ^ £ ^x^;i/:x.- 7- ;i/ L> S^^-t"^- 
fcHJ:*), lfe«tLtflM« (70 mg, 45%) £|#£o 

X H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.81 (4H, m), 2.26 (3H, s), 3.35 (4H, m), 3.52 
(2H, s), 6.55 (1H, dd, J=2.0, 6.0 Hz), 6.97 (1H, dd, J=2.8, 8.8 Hz), 7.05 (1H, 

d, J=2.0Hz), 7.17 (2H, dd, J-9.0, 9.0 Hz), 7.48 (1H, d, J=2.8Hz), 7.58 (1H, d, 
J=8.8 Hz), 7.64 (2H, dd, J=5.3, 9.0 Hz), 8.09 (1H, d, J=6.0 Hz), 8.65 (1H, s). 

9.64 (1H, s), 10.26 (1H, s). 
[0 4 2 4] 

(fyfeffJ8 8) N — (4-7WQ7x^) — N' - (2-^f ^~4- 12- [ ( 
>- 4 -ij)\<tf-)V) 75/] WJ>-A-4*'** lt A Z *iEJk} ^E±l 

*JU*U 4 [4- (4-7;/-3-^f^7i; + y) t'Jv>-- 
2 _^;i/] 75 K (100 mg) <DN, N-y>f^*;VA75 K (2.0 mL) IfiMftH, ^iBK 
TN _ (4_7)l/tD7x-^) 7~>K (180 mg) , h'Jxf^7?'/ (0. 

5mL), (1H— 1, 2, 3-^>7*h , J7y*-^-l-'f^t^» [ b V (S^f-A'T 
5/) ] — 7 A aH7WO*^7x- b (404 mg) SrjQX., 5 0 5 B#Paj 

*#Lfco KJBttfcBMSfc*-*'^ (60 mL)i:* (60 mL)T3MEL;fco 3fi"«Ji**SffD&&*Sf 

t- b y * atKTO, l&fo^ilTlc-eii^^.L, 4s*^m^ b >; * A-c<e«Lfc„ 

«j*^*5A^n7^77^- (igtiifc ; Sfxf^-SISxf^ : l 
0 : 1) -efiNRLfco S ftM^£jt*£U *#S>*Lfc@#£ s;xf-*x— jrA'WMi** 

©5fcfc LXmm<t&®> (13 mg. 8.4 S0 «r»fco 

^-NMR Spectrum (DMSO-de ) 8 (ppm) : 2.26 (3H. s). 3.40 (4H, m), 3.52 (2H, s), 3.55 
(4H. m), 6.57 (1H, dd, J=2.4, 5.6 Hz), 6.97 (1H. dd, J-2.4. 8.4 Hz), 7.05 (1H, 

d, J=2.4Hz), 7.17 (2H, dd, J=8.8, 8.8 Hz), 7.39 (1H, d, J=2.4 Hz), 7.57 (1H, d. 
J=8.4 Hz), 7.63 (2H, dd. J=5.2. 8.8 Hz), 8.11 (1H, d, J=5.6 Hz), 9.24 (1H, s), 

9.64 (1H, s). 10.26 (1H, s). 
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[0 4 2 5] , 

(».fll]89) N— (3-7**0-4- 12- f3 3- (l-^JH^ 

IJ y > _ 4 -^;v) ^wri bf »; yy- 4 ^Uk^JUd 2^=zM -N' - (4 -7 

am#H^T, 3- [4-(4-7^-2-7^n7x^y)e>Jy>-2-^] 
- 1 -p<^;l'- 1 -(1 ->*-JH£-*y *Jy- 4 -4/1/)* U7 (30.0mg) £N, N-v** 
fW;VA7?F (1ml) ISC-CN-(4-7W07x^)70z^ 
7vK (31.7mg) , h'/xf;V7 5> (0.022ml) , (1H-1, 2, 3-^^Vb'J7 
y— i — ;W^-^ri/) [bV (yVf^75/) ] *X*-^A 7 ^ P * 

X7.x- H71mg)£7JD;U 3«»L/c 0 RtSflfcfcfti&^f-A' fct&fttt-ftT 7 A 

h^77^ - (FUJI SilysiaNH, »|B*;»ixf A'^^^S : D i 9 
tfco IWWTH^^iiWU i^MgC^f ^-r;!' (lml) SrJjq^TJiii 
/Co H^fc^UfcU ii««£*i-4ifc^J:«)*ffl^» (15.0mg. 33.8%) 

J H-NMR Spectrum (CDCb) S (ppm) : 1.50-1.68 (2H, t, J=7Hz), 1.74 (2H, m), 1.96 (2H 

, t, J=11.6Hz), 2.23 (3H, s). 2.86 (5H, a). 3.49 (2H, m). 4.05 (1H, m), 6.63 (1H 

, dd. J=2.0, 6.0Hz), 7.02 (2H, t, J=8.8Hz), 7.11 (1H, t, J=8.8Hz), 7.21 (1H, d, 

J=8.8Hz), 7.24-7.36 (1H, m), 7.48-7.62 (3H, m), 7.68 (1H. m), 8.08 (1H, d. J=6.0 
Hz), 8.89 (1H, brs),. 9. 42 (1H, brs). 
ESI-MS (m/z) : 553 [M+H] + . 
[0 4 2 6] 

(».ffj)9 0) N- (4-7»tn7x>») — N' - (4- 12- 13-^^-3 
_ ( j _^^.^tfy<i; 4 --f jy) b° U y > - 4 - ± * * v I 7:c~* 

) -707- 5 K 

3 _ [4_(4-75; 7 x^y)e'JyV-2-^V] - 1 1 - ( 1 ~ * + 

;utT^'J yv - 4 --OW7 l"7(20ng) fcN, N-^f**^75K (lml) KiSJSiS 
lSCtN-(4-7Wo7x-^)-7D-^ 7">K (22.3mg) , FVxfA'7 
5> (0.016ml) > (lH-1,-2, 3-'<> , /f , J7'/-*-l-^****» [ b U 
(V^f^7U) ] *X*~7A ^sJf-y-^^^n^^^i- K49.8mg)*ijnx., 3055" 
WHWPLfc. RtSifc*ftB^?-M30ml) b V 7 A*»*(10ml) "Cfl-E t 

/Co #«i*IMn*Mfefc*"*- 1* ';*A*#«(10ml), TK(lOml), f&»ft4£*(10ml)"Cffi^ 

?U7F^77< - (FUJI SilysiaNH, ; |»xf*-»Iif*: J.* ^ - * = 

9:1) KJOfctSLfco Sfi5TO*illLt#P,tL7:^i:yxfJUi-f;K2il) 
-^*-9->(2ml)*JjPx.Tj8»$^o B#*%fl!lU JMMfc* 1 * & - t fci «5 M-fk-fr 
4b (21.3mg, 70.8%) * fifeH^i: Ltffco 

X H-NMR Spectrum (CDCh) d (ppm) : 1.50-1.68 (2H, m), 1.75 (2H, m), 1,99 (2H, t, J= 
12Hz), 2.25 (3H, s), 2.87 (5H, m). 3.48 (2H, s), 4.09 (1H. m), 6.58 (1H, dd, J=2 
.0, 6.0Hz), 7.02 (2H, t. J=8.8Hz), 7.08 (2H, d, J=8.8Hz), 7.20 (1H, brs), 7.53 ( 
2H, m), 7.56-7.68 (3H, m), 8.06 (1H, d, J=6.0Hz), 8.87-9.12 (2H, m). 
ESI-MS (m/z) : 557 [M+Na]\ 
[0 4 2 7] 

(&SfrP19 1) N- (2-7**0-4- 12- {3-**n>-3- (l-*^*^ 

i;y > _4-^ ; t / ) 91^^ ki tru yy-A-H z^ElM ~ n ' - li— 2 

S*M*t"r\ 3- [4-(4-7^-3-7Mn 7 x^y)eVy>-2-^H 
_ 1 -t^-fr- i _( i *;>- 4-^ (40. 5mg) -f h7tKD 

7? >(20 mL)?#?& (Ml 2 4) CN, N-*^f***A75K (2ml) ZMx-tzik 
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7x^)7D-'^ T'>K (42.6mg) , h>Jif^7?^ (0.030ml) > (1H-1, 
2, 3-^>7b'J7'/--«'-l-'f;^*'» [h'J (y^f^TU) ] 
A Mt7WD^7i- K95.5mg)«riax.. 1 fl#M«#L.fco JKlS*fclH*-z-f'A' 
(30m 1 ) i: ft? Dtt-fb T > * - 7 A ( 15ml ) t?^H2 1 e #$£Jf * l&* P tt-ffc T > * - -7 A 

*»«(15mlK *(15ml), tt»*tt*(15iil)-CH*ftl*U fc**BH- * A "Cft* L 
»flffl*L-CW P>*ifc$^£S"J lJ>f)Vii?J*trw Y71"7 4~ (FUJI Silysia N 
H, vttBjS ; @^J-^-;i/~S^j.f-;U:^^ / -;i/= 9 5 : 5) lei *) Jfll&Lfco BWWH 
#*»iHI&, f|fe*LfcMt=3>:tf-/loi-y-/l/ (1ml) t^^-9->(2ml)*tnx.-C!i^$-* 
fee 0f*&5]&L, a»<e»t4iiCJ: OM-fb^W (29.1mg, 48.8%) 

^-NMR Spectrum (CDCh) 8 (ppm) : 1.48-1.71 (2H. m), 1.78 (2H, m), 2.07 (2H, m), 2 

.29 (3H, s), 2.80-3.00 (5H, m), 3.55 (2H, m), 4.16 (1H, m), 6.55 (1H. dd, J=2.4, 
6.0Hz), 6.92 (2H, d, J=8.8Hz), 7.05 (2H, t, J=8.8Hz), 7.21 (1H, brs) , 7.53 (2H, 
m), 7.69 (1H, d, J=2.4Hz), 8,08 (1H, d, J=6.0Hz), 8.26 (1H, t. J=8.0Hz), 8.63 ( 

1H, brs), 8.80 (1H, brs). 

ESI-MS (m/zj : 553 [M+H] + . 
[0 4 2 8] 

(^9 2) N- (2-7^^n-4- I 2 - [ (4 -**f-)\>- [ 1 , 4]v7-fcf^° 

y- l -13)V#-)V) 75^] tf >; yy- 4 -H ;v**->l 7x^) -n' - (4-7 
;i^n 7 x — )U) Pi-? K 

N- [4- (2 -75 y tTU v V- 4 ;i/#*v) - 2-7i^n7x-Jk] — N' - 
(4 -7Wd7x-*) 7Dt5 K (17.6 mg) ©f b 7 t Kn 7 9 > (2.0 mL) fe$L 
V 5 > (0.0154 mL) fciHlx., *-*.t&^*PT ^ ^ n n «7 jc-A- (0.00833 

mL) tiTl, 1 O^IWIffLfc. aS»fc«JETK*»L7fco *#&*ifc»«fcN, N 
-y^fj^W7U' (1.0 mL) N l-^fMt^yy'V (0.0193 mL) Srj&Dx., ^ 
%LT8mm$kWttz 0 KfcfcZ&Wtx-Tfr (50 mDtTfc (30 nl)t*ELfc. 
jfilAffl*. (30 mL X 3) "CiSt^U iSTMSIR* h 'J -7AT?Sfc*Lfco ?#«^*LT#ib*l 
T^S^S-^^r^^ : 3>xf-*x.-y-A/= 1 : 1 (3.0 mL) fc!Rfli3-£fc8U fcflfcLfco % 
»*ajitl£»'t*ii:t«t 0, LtWft^* (10.2 mg, 42.8 

°H-NMR Spectrum (DMSO-de ) d (ppm) : 1.25 (2H, m), 1.78 (2H, m), 2.24 (3H, s), 2.45 
(2H, m), 3.51 (4H, m), 3.58 (2H, m), 6.61 (1H, dd, J=2.4, 5.6 Hz),' 7.02 (1H, m) 

, 7.17 (2H, dd, J=9.0. .9.0 Hz), 7.25 (1H, dd, J=2.4, 8.0 Hz), 7.48 (1H, d, J=2.4 
Hz), 7.63 (2H, dd, J=5.0, 9.0 Hz), 8.04 (1H, m), 8.13 (1H, d, J=5.6 Hz), 8.82 ( 

1H, s), 10.10 (1H, s), 10.26 (1H. s). 

ESI-MS (m/z) : 539 [M+H] + . 
[0 4 2 9] 

(11019 3) N- r2-7;Vs?-P-4- (2- I 3 3 - T3- 
)\,\£^?¥y- 1-4 )V) -fu\L$/\ 7 W Kl e'jyy-4-Ott-» T^EJLl 
-N' - (4-7;vtn7i-») TatjK 

N- [4- i-4 A-**y) ■-2-7*tn7ii*] -N' - 

(4-7)^071-^) ?nt5 K (17.6 mg) Of b 9 Ko7?V (2.0 mL) 
Iih.jifjl/jr/ (0.0154 mL) £flnx.> ^JJTWHn?|7xr* (0.00833 
mL) 4iTL, 1 O^S^Lfco RJ©«**JETfc»» Lfco ft &ftfc»a£KN. N 
-y^f *WA7? F (1.0 mL), [3- (4 f-ZUtf'*? v>- 1 - 4 * 

) -/ntf/U] 75^ (67.1 mg) SrJPx., SlT3l|lllffilLt, ^f-*- [3- (4- 
^f;Hi>7^^-l-'f;l') 7*ntf;v] 7 5>(34.5mg) £itj!)DU ^Str £ <b 3 B# 
ram#L/c 0 $<p^^f-^- [3- (4 -jtf-JUH*? *Jy- 1 ->f ;v) 7"n^] 7 5 
> (34.5 mg) £dIJDL. IST2. 5P*B»*|iLfco ^ffcfcftB^*-* (50 ml) fc* 
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(30 mOtML^o mmmzmn&&* (30 mL x 3) mj * a 

T«L/:o »«t9*L"C#&*tfcSlitt^ 1 J (FUJI Silysia NH, vitUifc 

;Sixf;i, : ^^y-;p=2 0 : l~i 0 : i)-c»JKLfco gfi9$5B#£i&fit U # 
fe*L*:5»*C*Blif-A' (0.5 mL), A^f>(2.5 mL)*iIlx.T!BflJ3"£fco @#**ifcR 

, Ifel^iLttl^l (46.7 mg, 12.4%) 

1 H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.68 (2H, m), 2.11-2.60 (11H, m), 2.81 (3H, s) 
, 3.31 (4H, m), 3.58 (2H, s), 6.59 (1H. dd, J=2.0, 5.6 Hz), 7.01 (1H, m), 7.17 ( 
2H, dd, J-8.8. 8.8 Hz), 7,24 (1H, dd, J-2.8. 7.6 Hz), 7.42 (1H, d, J=2.0 Hz), 7. 
63 (2H, dd, J=4.8, 8.8 Hz), 8.03 (1H, d, J=5.6 Hz), 8.10 (1H, d, J=5.6Hz), 9.47 

(1H, brs), 10.10 (1H, s), 10.26 (1H, s). 
H-NMR Spectrum (CDCb) S (ppm) : 1.78 (2H, m), 2.26-2.78 (11H, m), 2.89 (3H, s), 3 
.38 (4H, m), 3.55 (2H, s), 6.52 (1H, dd, J=2.2, 5.6 Hz), 6.88 (2H, m), 7.01 (2H, 

m). 7.51-7.57 (3H, m), 8.06 (1H, d. J=5.6 Hz), 8.20 (1H, m), 9.07 (1H, s), 9.13 

(1H, s). 
ESI-MS (m/z) : 596 [M+H]\ 
[0 4 3 0] 

&t k isffc £ ft mmm »± > mmm 1-93 izuM-&titzjjm*m cx&m$frtz 0 

[0 4 3 1 ] 

mmM94) tfD'jyy-l-^^ft^^ 7-/F |4-r3-^nn-4- 
(3-7x-;i/7-bf^ft»l-f K)7x/Jp->1 \£VV>-2-4 M Z_g_K 
2-7i-;U7-bf^ ?nn* (0.067ml) > ft'>7>t*V7A (99. lmg) , 4- 

(4-75/-2-7*tn7x^y) - 2- [ (tf D U W- 1 -^f ;V) 
x;VT?y] t^Vv> (99.6mg) JiOM'fbM (15.7mg, 14.6%) *r*JMMH#fc L-T 

1 H-NMR Spectrum (CDCU) S (ppm) : 2.05 (4H, m), 3.40-4.10 (6H, m), 6.62 (1H, m), 7 
.09 (1H, dd, J-2.8. 9.2Hz), 7.20-7.50 (6H, m), 7.72 (1H, m), 8.11 (1H, m), 8.36 
(2H, dd, J=9.2Hz), 8.55 (1H, m), 12.42 (1H, s). 
[0 4 3 2] 

(^jte^!l9 5) 4-. j3-?PP-4- T3- (2-7x^»7^ f») f-^fr W K 
1 -7 3.J* : A -2 - r (^P'jyy-l-^f^) 1)fri£=.frT* J~\ bfUvV 
2-7x-^7W ^n'JF (0.2ml) , ftV7>H* , J7A (292mg) % 4- (4 
_ 7 ; / _3_ ?nD 7x^y) -2 - [ ( bf n 'J v > - 1 - -f ;v) *;v**-;WT?y 
] E'<j->*> (166mg) mmit^ (88.8mg, 35%) £ LT#£ 0 

1 H-NMR Spectrum (DMSO-de ) S (ppm) : 1.70-1.90 (4H, m), 3.20-3.40 (4H, m), 3.82 (2H 
, s), 6.59 (1H, dd, J=2.4. 5.6Hz), 7.18 (1H, m). 7.20-7.40 (5H, m), 7.43 (1H, d, 

J=3.2Hz), 7.53 (1H, d. J=2.0Hz), 8.04 (1H, d, J=8.8Hz), 8.13 (1H, d, J=5.6Hz), 
8.74 (1H, s), 11.88 (1H. s), 12.36 (1H, s). 
[0 4 3 3] 

mmM9 6) 4- |3 -7PP-4 - T3 - (2-7x^7-fef^) g^_£W_E 

1 -7^y^ry| -2- r (gjwfrjj >-4--Y;^) a^»7<;i wjy 

2-7x-mf^ ^n'JK (125mg) „ f tv7>S*')7A (I57mg) > 4- (4 
_ 7$ ;_ 3 _ ? nn7xMy) -2- [ (*>U*U >-4 ->f /U) AW-^7 5/' 
] tfVvV (56.2mg) i»K mmit&m (34.3mg, 41%) t6fe«*iU»fc 0 
1 H-NMR Spectrum (DMSO-de) £ (ppm) : 3. 30-3. 40 (4H, m), 3.50-3.60 (4H, m), 3.84 (2H 
, s), 6.62 (1H, dd, J=2.4, 5.6Hz), 7.20-7.50 (8H, m), 8.06 (1H, d, J=8.8Hz), 8.1 
6 (1H. d, J=5.6Hz), 9.33 (1H, s). 11.90 (1H, s), 12.38 (iH, s). 
[0 4 3 4] 

Cfeftg|9 7) 4- 14- f 3 - {2 L =±2u7u*UkZ±±Jkl ^* *WK] -2 
-7;^n7x;ty| -2 - r (eP'jy>-l-^fr) a»aK-»7^] fc'Vv> 
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2-^^n/n^7tf^ 7v K (114.2mg) , * n <; K (0.105ml 

) % J-*isT>M* 'J -7^ (222mg) , 4- (4-75^-2-7^tD7xy*v) - 
2- [ (kfny 1 — f ^) #;wi?xi;l/7</] kfUv^ (103mg) J; <9 , Mlk-g- 

(6i.9m gl 42%) tim&mgkt LXntZo 

'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 0.15-0.25 (2H, m), 0.40-0.60 (2H, m), 1.02 (1H 
m), 1.80-1.90 (4H, m), 2.38 (2H. d, J=7.2Hz). 3.20-3.40 (4H, m), 6.61 (1H, dd, 
*J=2.4, 6.0Hz), 7.30-7.60 (3H, m), 8.03 (1H, m), 8.13 (1H, d, J=6.0Hz), 8.74 (1H 
, s). 11.51 (1H, s), 12.66 (1H, s). 
[0 4 3 5] 

(jg^OS) 4- 14- f3 - (3-J-b^v^P^>- ^) ±**±JJL\ 

^,>l -2 - r (b°o v *jy- i jj )v#-)VT$. /I 

3 _j. b^->^n * T->K (50mg) , ^fc^*-^ (0.5ml) > f-*->7:'» 

#>;>7^ (81mg) , 4- (4-7 5 7 7i/*-» - 2- [ {Mxn ^ - \ - 4 )V) io 
;^;;i/T?;] kf'Jv>" (50mg) X 0 , ^jUll^tl (10.2mg, 13%) ^MffeKtL 

Spectrum (DMSO-de ) 8 (ppm) : 1.11 (3H. t; J=7.2Hz), 1.70-1.90 (4H, m). 2.70 
-2.75 (2H, m). 3.20-3.70 (8H, m), 6.60 (1H, dd, J=2.4, 5.6Hz), 7.18-7.21 (2H, m) 
. 7.52 (1H, s). 7.72-7.75 (2H, m), 8.13 (1H, d, J=5.6Hz), 8.72 (1H, s), 11.50 (1 
H, s), 12.51 (1H, s). 
[0 4 3 6] 

(»^!199) bf^'j -J>- 1 -iPV^yW. 14- f3-^ PP-4- (3~7^~ 
;k7-bf^ft7l/-f K) 7^y^->l fcTU v>- 2 — f 73 K 
tf^,j ! [4- (4-7?y-3-7nD7x;Jfy) f;v>- 

2-^] T5K(52mg, 0.15 mmolK 0. lM7x^7-tf H Vf t*>7*- h 
T-t h-b U^»tt(7.5 ml, 0. 75 mmol) «t •) > iS-fe^t LTM-fk^ (20 mg, 0.03 
8 mmol, 25 %) *%tz 0 

'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.45 (4H, m), 1.54 (2H, m), 3.39 (4H, m), 3.84 

(2H, s), 6.59 (1H, dd, J=2.4. 5.6 Hz), 7.19 (1H, dd, J=2.6, 8.8 Hz), 7.29 (1H, 
m), 7.33-7.38 (4H, m), 7.45 (2H, m), 8.06 (1H, d, J=8.8Hz), 8.15 (1H, d, J=5.6 
Hz), 9.19 (lH.s), 11.90 (1H, s). 12.38 (1H, s). 
ESI-MS (m/z) I 524 [M+H]\ 
[0 4 3 7] 

(IlifeffiJlOO) TVi-i/y- 1 -iJ^^y^L 14 - \3 -»p p- 4 - (3 -7 3. 
-;i/7-bjf-;l/^-7 V 4 K) 7xy4r->l fcf'; y 2 ->f frl 75 K 
j^.yy-j.^^'^ [4- (4-7^-3-^nn7xMv) tT'Ji/V- 
2-^;v] 75K(48mg, 0.15 mmol) , 0. lM7x-^7-bf Vf tv7^- 1> 
7-t b >; ;u?#r^(7.5 ml, 0.75 mmol) ± »K *frfe©*i: Lt^Ift^ (27 mg, 0. 
054 mmol, 36 %) Srtffco 

•H-NMR Spectrum (DMSO-de ) 8 (ppm) : 2.13 (2H, m). 3.84 (2H, s), 3.95 (4H, m), 6.60 
(1H, dd, J=2.0, 6.0 Hz), 7.19 (1H, dd, J=2.8, 8.4 Hz), 7.27 (1H, m), 7.35 (4H, 

m), 7.45 (1H, d, J=2.8Hz). 7.56 (1H, d. J=2.0Hz), 8.07 (1H, d, J=8.4 Hz), 8.14 
(1H, d, J=6.0Hz), 9.13 (1H, s), 11.90 (1H, s), 12.38 (1H, s). 
[0 4 3 8] 

(SifeflllOl) 1- (3-v^^^7?7 7°Pbr;l/) - 3- f4- (2-7;U:*a- 
4 _ |3- f (4-7^P7x-)V) 7-b^JH ^frWKl 7x^y) fcf'Jy> 
- 2 - -f;vl -7 1^7 

!_ [4 _ (2-75^ , JV>-4-^Jl't*-» -3-7HB7x = *] -3- [ 
(4-7^tD7ix)H 7-bf-^] ^ * -7 1^7(100 mgK ^0 0^7^-^(0.0454 

ml). N, N-yW-1, 3 - 7nAV-77 5 >(0. 151 ml) X ^ UTS 

JB'fb'S-* (0.8 mg. 0.6 %) £#fco 
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J H-NMR Spectrum (CDCb) 5 (ppm) : 1.26 (6H, t. J=7.2 Hz), 1.98 (2H, m), 3.07 (6H, 
m), 3.31 (2H. m). 3.68 (2H, s), 6.64 (1H, dd, J=2.0, 6.6 Hz). 7.05 (2H, dd, J=8. 
4, 8.4 Hz), 7.15 (1H, dd, J=8.8, 8.8 Hz), 7.19-7.25 (3H, m), 7.35 (1H, m), 7.86 
. (1H, d, J=6.6 Hz), 7.94 (1H, dd, J=2.2, 11.4 Hz), 8.41 (1H, brs), 8.74 (1H, s), 
12.04 (1H. brs), 12.46 (1H, s). 
ESI-MS (m/z): 571 [M+H] + . 
10 4 3 9] 

mmmio2) 1 ->?-jnf^'; yy- 4-*)v*>m. (4- 12-7^0-4 

^ )V) 7 5 K 

t-T*^ 4- (4- |2-7^*n-4- [3- (4-7J^D7x^)l') 
ft^V'f K] -7^/^->| t?U 2 -<i )VD frs^j )V) tf/^u 1 

^y^-h (38.8 mg, 0.062 mmol) th')7JVtnSt (0.50 ml)^P> fc^l) S>>- 4 

(4- |2-7;v^n-4- [3- (4-7Mn7x;)0 7-tf-^f- 
t^i/O'] 7x;^| fcf'J v^^-'f ;i0 7 5KfflMW: (ESI-MS (m/z) : 
526) 0 £Oiffl£j», 3 7%*JW'jV*it (0.0231 ml), W®. (0.0142ml), hV 
T-fe b*^**^*^*^ H'J (26.3 mg) J:»I, ifeft*iLT*«^» (H« 
g, 3.29 %) tUto 

'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.70-1.83 (2H, m), 1.99 (2H, m), 2.67 (1H, m), 
2.76 (3H. m), 2.84-2.98 (2H, m), 3.45 (2H, m), 3.83 (2H, s), 6.74 (1H, dd, J=2. 
4, 6.0 Hz), 7.18 (2H, m), 7.36-7.42 (3H, m), 7.53 (1H, m), 7.67 (1H, d, J=2.4 Hz 
), 8.00 (1H, dd, J=2.2, 12.2 Hz), 8.23 (1H, d, J=6.0 Hz), 10.76 (1H, s), 11.81 ( 
1H, s), 12.47 (1H, s). 
. ESI-MS (m/z) : 540 [M+H] + . 
[0 4 4 0] 

(ggjjfcffU 1 0 3 ) ^Efrfr'J >- 4 -iifrtfyWi 14 - f3 4 - (3 - 7 j. 

7 -b^ W K) 7^7*~>1 tf'J v>~ 2 -4 M 7U' 

2-7x-;U7W ?n'J K (0.038 ml), v7 'J 7 A (58 mg), 

>- 4 [ 4 _ (4-75;-3->f*7x;*y) tf U v > '— 2 — 4 
] 7 5 K (66 mg) J: Ififel#tU»l (7.0 mg, 6.9 ») 
^-NMR Spectrum (DMSO-de ) 5 (ppm) : 2.19 (3H, s). 3.41 (4H, m), 3.56 (4H, m), 3.83 

(2H. s), 6.57 (1H, m), 7.01 (1H, d. J=8.4 Hz), 7.10 (1H, s), 7.30 (1H, m). 7.35 

(4H. m). 7.44 (1H, m), 7.65 (1H, m). 8.14 (1H, m), 9.27 (1H, m), 11.74 (1H, s), 

12.04 (1H, s). 
ESI-MS (m/z)(neg.) 1504 [M-H]~ . 
10 4 4 1] 

(*KfrglI10 4) ^D'JyV-l-^Wt^S 14- \Z-**n>-l- -(3-7* 
-;V7-bf jVfi 1 ^ 1^^ K) 7x^Vl fc°'J y >- 2 -4^1 75 K 
2-7x^7W ^n'J KC0.038 ml), f-*'>7>**V^A(58 «g)^ ^'Jv 
y-l—fjfrtfy&l [4- (4-75;-3-^f)l'7x7*y) y S»- 2 - 4 * 
] 7 5 K(62 mg) J: 0, LX&Mt&Vd (18 mg, 18 %) £#fco 

'H-NMR Spectrum (DMSO-de ) * (ppm) : 1.81 (4H. m), 2.19 (3H, s), 3.35 (4H, m), 3.83 

(2H, s), 6.55 (1H, m), 7.01 (1H, m), 7.10 (1H, s), 7.28-7.36 (5H, m), 7.53 (1H. 

s), 7.66 (1H, m), 8.12 (1H, d, J=6.0 Hz). 8.70 (1H, brs), 11.73 (1H, s). 12.04 
(1H, s). 

[0 4 4 2] 

mmmios) 4- 13 -»pq- 4 - f3 - (2-7^-^7^ ^^) ±±*±J. 

Kl 7^y^->l -2- (v^ n-/n tf;l/^jU/-K-jV'7 5 y ) tf'Jy> 
2-75^-4- (4-75/-3-?nn7x;*y) fc?yv> (471mg) , F'Jif 
;V7 5> (0.384ml) , y^nyn^;!/*-^ (0.22ml) , (1H-1, 2, 3 
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7JVtn^7x- Kl216mg)«t 4- ( 4 - 7 5 J - 3 - 9 n n 7 x y * '» — 2 - 

(y^nyD^A * r 5 J ) y ->* (63m g ) - ( 

63mg) , 2-7x-Jl/7-fef^ 9 n 'J K (97mg) , f *->7>K*y !>A (122mg) i 
t), mmtte® (30.6mg, 2I@6.4«) SrSfe^B t LT#£o 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 0.87 (2H, m), 1.25 (2H, m), 1.99 (1H, m), 3.85 

(2H, s), 6.71 (1H, m), 7.21 (1H, m). 7.22-7.40 (5H. m). 7.48 (1H, d, J=3.2Hz), 
7.72 (1H, d, J=2.0Hz), 8.08 (1H, d, J=8.8Hz), 8.23 (1H. d, J=5.6Hz), 10.91 (1H, 
s), 11.91 (1H, s), 12.40 (1H. s). 
[0 4 4 3 J 

(gUMlO-D 4- |2 -7;l/*P-4 - T3- (2- y»07 , aem»^) $ 

\,4 ki 7x/t^i -2- r (ep'jy'v-i-^v) ft;y?K- jvT5 yi tr»jy> 

2 -v^nyntf^T-fe K (124mg) , ^n»J K (0.109ml) » 4- ( 

4-757-2-7;^07x^y) -2- [ (t? n U $7 > - 1 - )V) 1j)Vt$-)VT 
$y] fcf'Jv^ (79mg) X*)&Mtem (8.5mg, 7.7%) * t LTHfc, 

*H-NMR Spectrum (DMSO-de ) 5 (ppm) : 0. 17-0.21 .(2H, m), 0.47-0.52 (2H, m), 1.03 (1H 
, m), 1.70-1.90 (4H, m), 2.29 (2H, d, J=7.2Hz), 3.20-3.40 (4H, m), 6.60 (1H. dd. 
J-2.4. 5.6Hz), 7.30-7.48 (3H, m). 7.79 (1H, dd, J-2.4. 8.8Hz), 8.11 (1H. d, J=5 
.6Hz), 8.70 (1H, s). 10.70-10.74 (2H, ■). 
[0 4 4 41 

(*ffiigyi0 7) 4- (2-7->V*a-4- 13- \2 - (4-7;^P7x-JV) 7 

frWKl 7x^y) -2- f (>f»7^) ftfl/jj^ g/Tj^J 
2 _ (4_7^D7i^) 7-feh75K (153.2mg) , fr^MP;* ^o'JK (0.110 
ml) > 4 _ (4-7;;-2-7;^07x7^y) - 2- [ (^W?7) 
;V7 5 7] fcf>Jv> (107mg) «fc 0 . &mtt&W (9.8ng. 5.6%) SriftUffeffr^fc L"C#fc 

°H-NMR Spectrum (DMSO-de ) 5 (ppm) : 2.67 (3H, d. J=4.4Hz), 3.75 (2H, s), 6.55 (1H. 
dd, J=2.4, 5.6Hz), 6.91 (1H, s), 7.15-7.41 (6H, m), 7.77 (1H, dd, J-2.4, 8.8Hz) 
, 7.82 (1H, m), 8.06 (1H, d, J=5.6Hz), 9.15 (1H, s), 10.58 (1H, s), 11.03 (1H, s 
). 

[0 4 4 5] 

mmmi0 8) 1 - (3-yW7 5^n^) - 3- 14- [2-7^*n- 
4 _ (3-7x=^7W7Wh') 7x7^fy] V>-2 -4 *>\ 7 1^7 

I - (3-yxf;V7;7 7 , nt» -3- [4- ( 4 - 7 5 / - 2 - 7 n 7 x J * 
->) t?U->*^-2-'f 7^7(100 mg, 0.266 mmol) , 7x-^7tf H7y7^ 
-YO. 5MA*tV»« (3.4 ml, SStil 1 ) <t D > LtSSM (27.1 
mg, 19 %) 

»H-NMR Spectrum (DMSO-de ) 5 (ppm) : 0.93 (6H, t, J=7.0 Hz), 1.53 (2H, m), 2.35-2.4 
6 (6H, m), 3.13 (2H, m), 3.74 (2H, s), 6.55 (1H. d, J=5. 6 Hz), 6.90 (1H, s), 7.2 
7-7.41 (7H, m), 7.78 (1H, d. J=8.8 Hz). 8.01 (1H. m), 8.05 (1H, d. J=5.6 Hz), 9. 

II (1H, s). 10.61 (1H, s), 11.05 (1H, s). 
ESI -MS (m/z) : 537 [M+H] + . 

[0 4 4 6] 

(3lifcffiJl09) l-jt*-fr\£n)i?>-4-1in>#Z'8L U- r2- 7JW^-P-4 
- (3 -7^^^T-b^;V7 W K) 7x7»yl WJ>-2-4 M 7J_K 
t _-^/u 4- )4- [2-7;U^-n-4- (3-7x-mffl">l"fK) 7x^ 
if y y^- 2 -4 ;i/*;w^>f M tf^'jy'/- l - *;v**+yv- b (60 mg, 0 
.101 mmol) a^WoftU (0.50 ml) irb tf^'J v >- 4 |4- [ 
2 4 - (3-7x-;U7tf;l")V' y f K) 7xMV] If'J 5> >- 2 -4 * 
| 7 5 Kffi&JfcWfcftfco (ESI-MS (m/z) : 492) 0 iO|14jS*, 3 7%*^U >*• 
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mm (0.0376 ml, 0.505 mmol)> WrW. (0.0231 ml, 0.404 mmolK H; 7* f *->**flS 
fr^^j-YV (42.8 mg, 0.202 ramol) X , -fifi-fe^^t LT&fB'ffc'frlfe (51. 1 mg, 
22.5 %) £#£0 

*H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.49-1.61 (2H, m), 1.67 (2H, m), 1.80 (2H, m). 
2.13 (3H, s), 2.39 (1H, m), 2.76 (2H, m), 3.74 (2H, s). 6.71 (1H, m), 7.25-7.42 
(7H. m), 7.64 (1H, d, J-1.6 Hz), 7.78 (1H, m), 8.19 (1H, d, J=6.0Hz), 10.51 (1 

H, s), 10.62 (1H, s), 11.05 (1H, s). 

ESI-MS (m/z) : 506 [M+H] + . 
[0 4 4 7] 

(**?I110) tfn>; v>- 1 -iJfrtfyW. |4- [3 4- (3-7x 
—/PT-fef-A"* W K) 7i^v] fr\ 75 K 

fn'jyv-l-^^r/il [4- (4-75^-3-^f^7xMy) e»jv>- 
2-4/1'] 75 K (100 mg. 0.32 mmolK 7x-^7-tf ;K V>7^- K2.0 ml, 1.0 

mmol, 0.5 M^^*^»k, «ft« 1 ) * 9 * lfet*tU«^l (6.8 mg, 4.5 % 

) frfcfco 

X H-NMR Spectrum (DMSO-de ) <5 (ppm) : 1.80 (4H, m), 2.22 (3H, s), 3.34 (4H, m), 3.75 
(2H, s), 6.54 (1H. dd, J=2.4, 5.6 Hz), 6.99 (1H, dd, J-2.4. 8.4 Hz). 7.07 (1H, 

d. J=2.4 Hz), 7.27-7.37 (5H, m), 7.46 (1H, d, J=2.4 Hz), 8.01 (1H, d. J=8.4 Hz). 
8.08 (1H. d, J=5.6Hz), 8.64 (1H. s). 10.48 (1H, s). 11.04 (1H. s). 

ESI-MS (m/z) : 474 [M+H]\ 
[0 4 4 8] 

(glgyjjj *JV*'J y- 4 14- \2-* *fr- 4- (3-7x 

^;U7-b^JW/- W K) 7x^->1 tf'jy> - 2-4 M 75 K 
^;V*'J >- 4 -*/nj*>BI [4- (4-7?;-2-^f^7x;#y) H''Jv>- 
2 --OH 75 K (80 mg, 0.24mmol)> 7 x = /I/ 7 * f- A"f V 5/7*- b (0. 5. 
**tymm (2.0 ml) J: lfet*ttt|I{^i (10.5 mg, 8.8%) 
J H-NMR Spectrum (DMSO-de ) 8 (ppm) : 2.07 (3H, s), 3.39 (4H, m), 3.55 (4H. m). 3.73 

(2H, s), 6.51 (1H, dd, J=2.4, 5.6 Hz), 7.04 (1H. d. J=8.8 Hz), 7.26-7.35 (6H, m 
), 7.46 (1H, d, J=9.2Hz). 7.50 (1H. s). 8.09 (1H, d. J=5.6Hz), 9.21 (1H, s), 1 
0.49 (1H, s), 10.97 (1H, s). 
ESI-MS (m/z) I 512 [M+Na]*. 
[0 4 4 9] 

(gyfrggii2) gnu vy- 1 -jj^^-ym. 14- r2-*f -fr-4- (3-7x 

=.)VT^)V^V4 Y) 7x/jy] \£Vi?>-2-4 M 75 K 

tfu 'J v>>- 1 [4- (4-757-2-^f^7x7*y) f'JyV- 

2-4/V] 75K(80mg, 0.256 mmol). 7 x-JUT-te-^-f V v7*- h (0. 5Ma 

(2.0 ml) i LT»f&&» (11.3 mg, 9. 32 96) 

J H-NMR Spectrum (DMSO-de ) S (ppm) : 1.80 (4H, m), 2.07 (3H, s), 3.32 (4H, m). 3.74 
(2H. s), 6.49 (1H, d, J=6.0Hz). 7.04 (1H. d, J=9.0Hz), 7.23-7.38 (6H. m). 7.4 
5 (1H, d, J=9.0Hz), 7.50 (1H. s). 8.07 (1H. d, J=6.0 Hz), 8.62 (1H, s). 10.49 ( 
1H, s), 10.96 (1H. s). 
ESI-MS (m/z) I 496 [M+Na]\ 
[0 4 5 0] 

(tWin) N- (4-7»tP^/y» — N' - (3-7 fr*P-4- 12- 
r (bfn 'J ~Jy- 1 -4/u) jjM££^J_5_Zj t:' l Jy>-4-^ , ^t^yl 7_x£Jk) 
jj-^f? 5 K 

4 _ ( 4 _ 75 y_2-7ji-tD7x7#y) -2- [ (fcTn ') v >- 1 - -f flO 
-;U75/] tf'Jv>- (lOOmg) , h U xf^7 5 > (0.132ml) % N- (4-7/V*n^ 
>y;w) **->f J 7vK(187mg), (1H-1. 2, 3 b V 7 V-/V- 

1-^^^-^v) [b 'j (y^f^757) ] *^*-7i ^t7WD,W7x- 
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K419mg) X *) mmft&yo (74.4mg, 48%) £ fife&H k Lt#/:„ 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.70-1.90 (4H, m), 3.20-3.40 (4H. m), 4.38 (2H 
, d, J=6.0Hz), 6.61 (1H, dd, J-2.4, 5.6Hz), 7.16 (2H, t. J=8.8Hz), 7.34-7.40 (3H 
, m), 7.46 (1H, d, J=2.0Hz), 7.78 (1H, d, J=8.8Hz), 7.97 (1H, m), 8.11 (1H, d, J 
=5. 6Hz), 8.70 (1H, s), 9.63 (1H, t, J=6.0Hz), 11.03 (1H, s). 
[0 4 5 1 ] 

(mmmi u) n- (4-7Jvtn7x-») -n* - i4- r 2 - (2. 2-v* 
i_K 

N _ (4- 7 ^tD7i-^) — N' - [4- (2 -75 / feTV v>- 4 ->f ;V**~>) 
-2-7JVtD7i-^] vat? K (20.0mg) > Hj.xf-;V75>' (0.020ml) > W!C 
\>/iu4fr (0.009ml) *DXflft£1fe (3.7mg. 15%) ?rif Lt|#/; 0 
! H-NMR Spectrum (CDC Is) * (ppm) : 1.29 (9H, s). 3.57 (2H, s), 6.63 (1H, m), 6.90-6 
.93 (2H, m), 7.02-7.07 (2H, m), 7.51-7.55 (2H, m), 7.85 (1H, d, J=2.4Hz), 8.03 ( 
1H, s). 8.13 (1H. d, J=5.6Hz), 8.28 (1H. t, J=8.8Hz), 8.69 (1H, brs), 8.90 (1H, 
brs) . 

[0 4 5 2] 

(j&Sfcflfll 1 5) N — (4-7WP7x-)H — N' - (4- 12- [ (2 -it** 
;i/7^7) 7-fef-^T^yl ^ U 4 - ^ jM-jrjd -2-7^^n7x-^) 

t?F 

N _ (4- 7 ;^n7 X ;)i/) — N' - [4- (2-T<^ fcfU y>-4-^^t^y) 
-2-7Wn7xi*] 70t? K (50mg) , h'JxW5> (0.088ml) > N, N 
- yp< v> (65mg) , (1H-1, 2, 3 -^O-Vh U 7'/-*- 1 ->f 

v) [r-U (y^fJV75 7) ] *X*-7A ^#"9" "7 )V-%u-fcZ>7 x.— h (278mg) <£ 

(8.6mg, 14%) ^feKtUfl/:, 
X H-NMR Spectrum (CDC Is) $ (ppm) : 2.37 (6H, s), 3.06 (2H, s), 3.55 (2H, s), 6.63 ( 
1H, dd, J-2.4, 5.6Hz), 6.93 (2H, d, J=8.8Hz), 7.05 (2H, t, J=8.8Hz), 7.30-7.55 ( 
2H, m), 7.87 (1H, m), 8.17 (1H, d, J=5.6Hz), 8.29 (1H, t. J=8.8Hz), 8.57 (1H, br 
s), 8.79 (1H, brs), 9.69 (1H, brs). 
[04'53] 

(mmMlie) (4- l3--7fr»P-4- \2- (4-7)VtP7x-;^»A't 
4 )V) 7-tr^;U7<y] 7x;^>l tf U y > — 2 — -f fr) ft;w<3y» 7vK .* 

N- (4-7^tD7x-JH — N' - [4- (2-7?i'^')y>-4-'fW/) 
-2-7Wn7x-*] vnt? K (11.3mg) , h'Jif^75> (0.016ml) > * p 
n^^^;i/ (0.0044ml) J:DM^ (5.0mg, 39%) Srefe^k Ltffco 
^-NMR Spectrum (DMSO-de ) 5 (ppm) : 3.59 (2H, s), 3.63 (3H. s), 6.68 (1H. m), 7.00 
-7.30 (4H, m), 7.41 (1H, s), 7.50-7.70 (2H, m), 8.05 (1H, m), 8.16 (1H, m), 10.1 
1 (1H, s), 10.26 (1H, s), 10.29 (1H, s). 
[0 4 5 4] 

(mmmi 1 7) n- (4- \2- \z- o-yxf^s^a^ ) - 

J1"7WK1 fcf'J 4 ^^^r->l -3-7^tP7x^) -N' - Cl_Z-Zjk 

1 - (3-yxfjV7 5;7ntf)W - 3- [4 - (4-75y-2-7Wn7xy^f 
-» tf 'J 2 < ;v] - l-^f^7l/7 (50 mg) , N— (4-7Wn7x-* 

) 7D^7? 7vK (76.3 mg) , h'Jxf^T^y (0.0539 ml), (1H-1, 2, 
3_^>«/l..j7y-^-l-/fW + -» [b«J (y^f;i/7U) ] 
Aiff7WD*X7x- h (171 mgUD, S6Jtfe»*t LTM'ft'&W (31 mg, 42 

%) *»fc„ 

J H-NMR Spectrum (DMSO-de ) 8 (ppm) : 0.97 (6H, t, J=7.0Hz), 1.68 (2H, m), 2.31-2.6 
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0 (6H, a), 2.79 (3H, s), 3.28 (2H, m), 3.49 (2H. s), 6.55 (1H. dd, J=2.4, 6.0 Hz 
), 7.17 (2H, dd, J=9.2. 9.2 Hz). 7.30-7.41 (3H, m), 7.63 (2H, dd, J-5.2, 9.2 Hz) 
, 7.82 (1H, dd, J-2.4. 8.8 Hz), 8.07 (1H, d, J=6.0 Hz), 10.21 (1H, brs), 10.26 ( 
1H, s), 10.50 (1H, s). 
[0 4 5 5] 

(|MjJ_8j N— (4- 12- f3- C3-yxf^7 5 /yn^) ^WK] 
tfijy^-4->f^^»'>i -3-7^.n7x-^) — N' - ( 4-7;^P7.x-;i/ 

) 7Dt? K 

1 - (3-yXf;V7^7*D^;V) - 3 - [4- (4-7^-2-7^tD7xy^ 
-» tfU -7W7 (50 mg) , N- (4-7**D7ii*) ^-7? 

T v K (78. 7 mg) , h')if^7?> (0.2 ml), (1H-1. 2, 3-^>7h'J7 
1 _^f;v^-^'>) [hi; (-7^f)l'7 5/') ] *7*-7A A3ft7;l'tn* 
X7x-F (176 mg) J: •) , *|MUfr*kLT*«flS'fr» (31 mg, 42%) t#fco 
^-NMR Spectrum (DMSO-de ) 5 (ppm) : 0.93 (6H, t, J=6.8 Hz). 1.53 (2H, m), 2.37 (2H 
, m). 2.43 (4H. q, J=6.8 Hz). 3.13 (2H, m), 3.49 (2H, s), 6.56 (1H, dd, J=2.4, 5 
.8 Hz), 6.89 (1H. d, J=2.4Hz), 7.17 (2H, dd, J=8.8, 8.8 Hz), 7.31-7.41 (2H, ra), 
7.63 (2H, dd. J=5.0, 8.8 Hz), 7.83 (1H, dd, J=2.4, 13.0 Hz), 8.01 (1H, m), 8.05 
(1H, d, J=5.8 Hz), 9.10 (1H, s), 10.26 (1H, s), 10.51 (1H, s). 
ESI-MS (m/z) : 555 [M+H] + . 
[0 4 5 6] 

\ hi N-(4-i2-f3- o-yxf^ ^T-nw -3-^f- 

ji^W_K] fcfu y>- 4 ->f jv^-^vI - 2 -^^-;v7^-;v) -N' - (4-7/u*- 

D7x-)V) •7Pts K 

N _ [4 _ (2-75^ tTV v>-4--f -2-^Wx^] -N' - ( 

4-7;^D7x-;l') vnf? F(60mg) , h 'J xf-^7 3 > (0.042 ml), ^nn^S 
7^-^(0.038 ml), N, N-v^^-N' -^f;V7*n/^-l, 3-vT3>(93. 
lmg)**), m&®*t LXmmft&yB (7.4 mg, 8.6%) 

J H-NMR Spectrum (DMSO-de ) S (ppm) : 0.97 (6H, t, J=7.0 Hz), 1.68 (2H, m), 2.26 (3H 
, s), 2.36 (2H, m), 2.53 (2H, m), 2.80 (3H, s). 3.31 (4H, m), 3.52 (2H, s), 6.50 
(1H, dd. J=2.4. 5.6 Hz). 6.96 (1H. d, J=2.4. 8.8 Hz), 7.04 (1H, d. J=2.4 Hz), 7 
.17 (2H, dd, J=9.2, 9.2 Hz), 7.35 (1H, d, J=2.4 Hz), 7.57 (1H, d, J=8.8Hz), 7.6 
4 (2H, dd, J=5.2, 9.2 Hz), 8.06 (1H, d, J=5.6.Hz), 9.64 (1H. s), 10.02 (1H, brs) 
. 10.27 (1H, s). 
ESI-MS (m/z) : 565 [M+H] + . . 
[0 4 5 7] 

(mmmi 20) n- u- (2-7*1-73 7 tT';y>- 4-4 -2-* 

j-)vyjL-)V~\ — N' - (4-7)Utn7x^^) va-f 3 K 

N _ [4 _ (2-75^t:')y>-4-'fJVt*y) - 2-^f*7x-^] -N' - ( 
4-7WD7x^) 7Dt5 K(60 mg), h U 73 V (0.027 ml), &4t7*-?- 

)V (0.053 ml) «fc 0, ife8 B B 9 tLtiS{b^» (33.7 mg, 51 %) 

^-NMR Spectrum (DMSO-de ) $ (ppm) : 2.04 (3H, s), 2.26 (3H, s). 3.53 (2H, s), 6.64 
(1H, d, J=5.6 Hz), 6.99 (1H, d, J =8. 2 Hz), 7.07 (1H, s), 7.17 (2H, dd, J=8.6, 8 
.6 Hz), 7.58 (1H, d, J=8.2 Hz), 7,62-7,66 (3H, m), 8.17 (1H, d, J=5.6 Hz), 9.65 
(1H, s), 10.27 (1H, s), 10.53 (1H. s). 
ESI-MS (m/z) : 459 [M+Na] + . 
[0 4 5 8] 

(gftWl2 1) N— (4-7^tP7x-;V) — N' - (3-^^-4- \2- [ 
(^fr^yy-i-UKX-fr) 73^1 bT'J vV-4-^^^^rvl 7^~ ;u) ?nt 
3 K 

^'jy-4-*W>t [4- (4-7?;-2-^f;i'7x^y) tf<;^>- 
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2 _^ ;l/ ] 75 y (50 mg) , N-(4-7^n7i-^o;^ 7vK (90 mg) 
(1H-1, 2, 3 -^>V*h V TV-fr- 1 --f^**S/) [ b 'J (y^f^7^ 
) ] ^4r-9-7;v*n^^7i- b (202 mg) J: *K ife»*kLt*Ift 

(14 mg, 18 56) Srfcfco 

1 H-NIIR Spectrum (DMSO-de ) S (ppm) : 2.08 (3H, s), 3.39 (4H, m), 3.47 (2H, s). 3.53 
(4H, ■). 6.51 (1H, m), 7.05 (1H, d, J=9.2 Hz), 7.16 (2H, dd, J=9.0. 9.0 Hz), 7. 

26 (1H. s), 7.51 (1H, m), 7.61-7.65 (3H, m), 8.09 (1H, d, J=6.0 Hz), 9.20 (1H. s 

), 10.23 (2H, s). 

ESI-MS (m/z) : 508 [M+H] + . 

10 4 5 9] • 
mmm\22) N- (4-7;^n7x-;H — N' - (3- >*fr-4- 12- [ 
(Hp ]) yy- l 7 5 /I -7x-;i0 -yn-J- 

§ K 

tfn U 1 [4- (4-7U-2-^f^7x/+y) £>Jv>- 

2->f;i/] 75 F (50 mg) , N-(4-7WD7x-Jl')7n;^ 7'/K (95 mg) 
„ (1H-1, 2, 3-^>V*b'J7 V— Us— 1 — ^ [HJ 
) ] ^x^- 1 )^ AH7^tn*^7i-f (212mg)J:»K SSfeft*^ LTM-ft 

(27 mg. 34 X) £#fc 0 
'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.80 (4H, m), 2.08 (3H, s), 3.22 (4H, m), 3.47 
(2H, s), 6.50 (1H, dd, J=8.8 Hz), 7.04 (1H, dd, J=8.8 Hz), 7.16 (1H, dd, J=8.8, 
8.8 Hz), 7.36 (1H, d, J=2.4 Hz), 7.51 (2H, dd, J=2.4, 8.8 Hz), 7.60-7.65 (3H. m 
), 8.07 (1H, d, J=6.0Hz), 8.61 (1H, s). 10.23 (2H, s). 
ESI-MS (m/z) : 492 [M+H]\ 
[0 4 6 0] 

($1W12 3) N- (4- 12- T3- (3-/xf» 7^xf») *W_K] 
i; yy- 4 -xf jVj^yj -2-^PD7i-JV) ~N' - (4-7)Vtn7 x^) "7 

1 _ [ 4 _(4- 7 5;-3-^tia7zy+y)kf , Jy , /-2-'f^] - 3 - ( 2 - v-x 
f;l,7Uxf^)^l/7 (95.9mg) , N- (4-7**D7i^) vn^-y* 7v 
K (150mg) , h'Jif^Tr/ (0.106ml) , (1H-1, 2, 

- 1-4 [b'J ] *^*-7A Aift7;vtn*X7x 

- K337ng) J: 9 (79.7mg, 56.3%) Sr^fe^*^ LT#fc 0 

l H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.00 (6H, t, J=7.2Hz), 2.49-2.52 (6H, m), 3.19 
-3.21 (2H, m), 3.61 (2H, m), 6.56 (1H, dd, J=2.4, 5.6Hz), 6.91 (1H, s), 7.10-7.2 
5 (3H, m), 7.43 (lH, d, J= 2.4Hz), 7.63 (2H, dd, J=5, 7Hz), 7.99-8.01 (1H, m), 8 
.07 (1H, d, J=6.0Hz), 8.20 (1H, m), 9.24 (1H. brs). 10.05 (1H, s), 10.30 (1H, s) 

[0 4 6 1 ] 

mmmi24) n- (2-^n-4- 12- r3- ( 3 >-4-^y 

otf^) SlW_K] bTUyy-4-4 fr:**'>l V -N' - (4-7» tn7x 

I - [4- (4-7^-3-^nn7xMv) tf 'J v > - 2 - 4 ;V] -3- (3-* 
^-4-^ ^/n^) 7V7 (lOOmg) „ N— (4-7**D7i-*) ^d- 
7vK (I46mg) > b 'J xfA'T? > (0.103ml) , (1H-1, 2, 
yyy-^j-^^y) (y^f)V7 5 7) ] *^*X9A * -9" "7 /!> * 

n^7x- h(328mg)J: i)3tmit&*B (90. lmg, 62.4%) tefe»*iLT#fc. 
'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.59 (2H,m), 2.22-2.40 (6H, m), 3.15 (2H, m), 
3.56 (4H, m), 3.62 (2H, m), 6.57 (lH, dd, J=2.0, 6.0Hz), 6.94 (1H, m), 7.10-7.25 
(3H, m), 7.43 (1H. d, J=2.8Hz). 7.55-7.70 (2H. m), 7.99-8.06 (2H, m), 8.08 (1H, 
d, J=6.0Hz), 9.13 (1H, s). 10.05 (1H, brs), 10.30 (1H, brs). 
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[0 4 6 2] 

(gliftffM 1 2 5 ) N- [2-?nn-4- (2- 13- T3- (4-^fj^'^7y> 
— 1 — JU) -?u\£fr] *j W KJ fcf'J y >- 4 -4 7x~jH — N' - (4 

-7»tP7i-») 7Df^ K 

1- [4-'(4-75/-3-^nn7z/*y) t?U v 2 -4 -3- [3- ( 
4 -^f-ZHf*? v>- 1 ^7*0^] ^Ix-T (lOOmg) ^ N— (4-7^tD7x 

vn-y^ TvK (151mg) , h'JiWr/ (0.107ml) , (1H-1, 2, 
3 U 7/-^- 1 --ffl'***') [MJ ] 

^t7^!i-D*^7x- K339mg)<t DaEtMH-Mfc (79.7mg, 55.8%) ^QM^tLT 

1 H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.58 (2H. m), 2.18 (3H, m). 2.22-2.48 (10H, m) 
, 3.14 (2H, m), 3.61 (2H, m), 6.57 (1H, dd, J=2.4, 6.0Hz), 6.94 (1H, m), 7.10-7. 
25 (3H, m), 7.43 (1H, d, J=2.0Hz). 7.60-7.70 (2H, m), 8.01 (2H, m). 8.08 (1H, d, 
J=6.0Hz), 9.12 (1H, s), 10.06 (1H, m), 10.30 (1H, brs). 
[0 4 6 3] 

( jSMffli 1 2 6 ) N- r2-?nn-4- (2- \3- \ 3 - T'o 
fc°;H 7WKI fcf'J 4 -4 JU^^r*» 7xr:;H — N' - (4-7;VtP7x- 

jt/) ?nt< K 

1- [4 - (4-7U-3-?nn7x;Jfy) fcf'J 2 -4 >U] - 3 - (3-v 

if;V7 5 yy*nkf;V) (lOOmg) , N — (4-7Jl'tn7x-)l') -7 n — •> * 

7->K (151mg) , h'Jxf;V7 5> (0.107ml) , (1H-1, 2, 3 V* h- V TV* 
1 - -f ;Vt + v) [h'J (y f ^f*7?;) ] *^*-7A * -^ 7 ;U * D * * 
7 x - K339mg) <t •) MflS'&to (70.9mg, 48.7%) Srfi-fe©**: Ltf/:. 
1 H-NMR Spectrum (DMSO-de ) S (ppm) : 0.94 (6H, m), 1.55 (2H, m), 2.46 (3H, m), 3.15 
(2H, m), 3.23 (3H, a). 3.62 (2H, m), 6.57 (1H. dd, J=2, 5.6Hz), 6.92 (1H, m), 7 
. 15-7. 20 ' (3H, m), 7.43 (1H. d, J=2.4Hz), 7.60-7.65 (2H, dd, J=4.8. 8.8Hz). 8.00 
ClH. m). 8.07 (2H, m), 9.14 (1H, s), 10.06 (1H, brs), 10.31 (1H, brs). 
[0 4 6 4] 

(mmm 127) n - j 3 - 7 ju± a - 4 - 12- r (enuw-i-^M^) 

75 7] ^Jy7-4-^W^->l 7i-^) — N' - ( 'J S J > - 2 - j J±} ^uj-- 

N— (3-7^*n-4- 12- [ (E°n 'J l -*;v^*^;i/) 75 y] fcf'J^- 

4-'f;V^-^v| 7x-;u) vnr.y* 7->K (70.0mg) , 2 - 7 5 / t? 'J 5* > (16.4m 
g ) , F'Jxf)l/7?> (0.0363ml) . (1H-1, 2, 3 -*< > V* 1 V 7 V-/U- 1 - 
-f*t*y) [r-'J (v'^f*75/') ] *^*-vA A^7A'*n*^7x-Kl 
16.0mg) i nmmit^ (11.9mg, 14.3%) £&*§feH#i: LTftfc. 
'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.80 (4H, m), 3.31 (4H, m). 3.61 (2H, m), 6.60 

(1H, m), 7.12 (1H, m). 7.35 (2H, m), 7.46 (1H. s), 7.81 (2H, m), 8.10 (2H, m), 
8.33 (1H, m), 8.70 (1H, s), 10.49 (1H, s), 10.68 (1H, s). 
[0 4 6 5] 

(%ffifllll2 8) N — (3-7;l/jD-4- |2~ [ (\£uW>-l—jj)Vi$=-)V) 
757] lf'JyV-4-^^^yl 7i^iH -N* - (ft7xy-2-^f^) 
f > K 

N — (3-7/l/*n-4- 12- [ (tfn 'J 1 75/] kfU^V- 

4-"f I 7x-;i/) 7Dr^ 7vK (70.0mg) , f t7x>- 2 -^^7^ 
> (69.4mg) > h'Jxf;V7 5^ (0.097ml) „ (1H-1, 2, 3 — V* r- 'J 7 V- 
Jl/-l--f;^^fy) (y>f;l'7?/) ] *X^-7A AJft7)Ptn*X7 

x- M77.0mg)«fc *)Mik&ys (50.1mg, 59.5%) ITffc. 
1 H-NMR Spectrum (DMSO-de ) S (ppm) : 1.80 (4H, m), 3.25-3.42 (4H, m), 3.52 (2H, m), 
6.60 (1H, dd, J=2.4, 5.6Hz), 6.71 (1H, dd, J=1.2. 3.6Hz), 6.86 (1H, dd. J= 3.6. 
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5.6Hz), 6.97 (1H, dd, J-1.2, 5.6Hz). 7.19 (2H, n), 7.47 (1H, d, J=2.0Hz), 7.82 
(1H, dd, J-2.0. 13.2Hz), 8.11 (1H. d, J=6.0Hz), 8.70 (1H, s), 10.54 (1H, brs), 1 
1.40 (1H, brs). 
[0 4 6 6] 

mtiMl2 9) N— (3-7**P-4- 12- [ (b'P'Jy'>-l-^»^) 
7^71 e'jy>-4-^^t»'>l 7x~JU3 ~N' -^f-fr-N * -7i^vnt 

^3 (3_ 7;l/ ^n_ 4 _ |2- [ (ifni;$»-l 7<7j f'Jy>- 
7x-;i/) 7Ds?> 7vK (70.0mg) „ ^f*7x = *7?^ (0.0 
283ml) > h')if^7r/ (0.0243ml) , (1H-1, 2, 3 -^>"/H) 7 V*— — 

M77.0mg)«£ Vmmft&W (45.4mg, 53.1*) *efe«ttT#/:. 
^-NMR Spectrum (CDCh) $ (ppm) : 1.95 (4H, m), 3.22 (2H, s), 3.35 (3H, s), 3.44 ( 
4H, m), 6.53 (1H, dd, J=2.0, 6.0Hz), 7.12 (2H, t, J=8.4Hz), 7. 16-7. 30 (3H, m), 7 
.36-7.60 (3H, a), 7.68 (1H, d, J=2.0Hz), 7.73 (1H, dd, J=2.4, 12Hz), 8.03 (1H, d 
, J=6.0Hz), 10.39 (1H, brs). 
[0 4 6 71 

(mmmi3o) n- u- re- (3, \£v$*j>-4- <( 

-3-7^tQ7x-;i/l -N' - (4-7HQ7i ^l ^tU' 
N _ | 4 _ [6 - (3, 3-f>f*9V"f K) ^'1 ^ 4 ->f *^y] -3-7 

;VtD7x-;H vn~y* 7~>K (36.0mg) , 4-7Hn7x-^75V (0.014ml 
) , h'JiW5> (0.013ml) , (1H-1, 2, 3-^^Vh'J7 , /-^-l-'f 

[1U (v^f^757) ] *^*^>7A ^-^^n** 7 x- M42. 
2mg) I 9 3£fi-fh#* (33.2mg, 74.0%) fcfi'&H'fcfc LTftfco 

X H-NMR Spectrum (CDCh) <J (ppm) : 3.05 (6H, s), 3.53 (2H, s), 7.04 (2H, m). 7.17 ( 
1H, m), 7.23 (1H, m), 7.38 (1H, brs). 7.46-7.56 (2H, m), 7.63 (1H, m), 7.70 (1H, 
dd, J=2.4, 12.0Hz), 8.35 (1H, m), 8.82 (1H, brs), 9.25 (1H, brs). 
[0 4 6 8] 

{SMMIAJJ N — (4-7HP7x-») — N' ~ (3-7 ^^P-4- l6~ 
f (E°n'Jy->- 1 -ftJl/»K~JU) TJLZl tf ij ^y>-4-^;V^ ^yl 7x~fr) *7 
□ t^ K 

4 _ ( 4 _ 7;; _2-7^n7x7=lfy) -6- [ ( t? n V v 1 - -Y 
-;V7?/] f'J^y"/ (50mg) , N— (4-7^tn7x^^)vnx^ 7'/ K (93 
.5mg) . h'Jif>73> (0.066ml) „ (1H-1, 2, 3-^>Vh'J7 V— ^ — 1 

(210mg) <fc <? Mft'frto (68.0mg, 86.7%) fcf&flfeH'fcfc LT#^o 
X H-NMR Spectrum (DMSO-de ) S (ppm) : 1.83 (4H, m), 3.32-3.48 (4H, m). 3.49 (2H, s), 
7.17 (2H, t, J=9Hz), 7.34 (2H, m), 7.45 (1H, s), 7.63 (2H, dd, J=5,9Hz), 7.77 ( 
1H, m), 8.39 (1H, s), 9.39 (1H, brs), 10.26 (1H, brs), 10.47 (1H, brs). 
[0 4 6 9] 

mmmi32) N- (2. 4-'V7^D7x^) -N' - (3-7>U*P-4- 

j 6 _■ [- (}£ u >j y>- 1 -ii frX-fr) J_J_/J wwy- 4-4 fr** a A 7x — 

;V) ?Df< K 

4 _ ( 4 -75;-2-7^D7xMy) -6- [ (t? n »J v V- 1 - 4 )V) iifr* 
^7?;] fcfVSv^ (50mg) , N— (2, 4 - S> 7;V* n 7 x vn;»^ 7 
•>F (102mg) , f'Jxf;!/7?^ (0.066ml) , (1H-1, 2, 3 > V h 'J 7 V- 
! [J.i; (^f;i/7?y) ] *X*x7A ^^r-9-7/U*n*^7 

x - K210mg) i XB-fb-S* (74.3mg, 91.4%) *&»feEI#4: LT#£o 
*H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.83 (4H, brs), 3.41 (4H, brs), 3.58 (2H, s), 
7.08 (1H, m), 7.34 (3H, m), 7.46 (1H, s). 7.76 (1H. m). 7.93 (1H, m), 8.40 (1H, 
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s), 9.40 (1H, s), 10.04 (1H, brs), 10.47 (1H. brs). 
[0 4 7 0] 

(mmmi3 3) N- (2. 4-y'7J^P7x- ^) — N' - U- [_6_= (3. 3 
-y^frfrU K) E°V ^ v>-4--i , ;i/^ j P'>1 -3-7JV^n7x-JM ypf-$ 
_K 

1 _ [ 4 _ (4-75;-2-7**D7x/Jf"» t? 1 ; 5 *JV-2 -4 -3-S» 
^;l"7l^7 (30mg) , N — (2, 4-77;KD7x-*) va-y? 7vK (66.5mg 
) , b i;jcf-;i/75 > (0.043ml) , (1H-1, 2, 3 -"O V b 'J T 1 - -f 

fl/**^) [b'j (^f*7?/) ] = ^t7;v*DW7x- K137 

nig) J: 0 WflS-frflfc (5.4rag, 10.7%) tit ltH/; 0 

'H-NMR Spectrum (DMSO-de ) S (ppm) : 2.94 (6H, s), 3.58 (2H, s), 7.09 (1H, m), 7.25 
-7.42 (4H, m), 7.76 (1H, m), 7.92 (1H, m), 8.40 (1H, m), 9.57 (1H, brs), 10.04 ( 
1H, brs), 10.47 (1H, brs). 
[0 4 7 1 ] 

(Hfl&gll 3 4) N- (4-7^ta7x-)V) ~N' - r3-7fr*P-4- (6- 
) p4_ (en:jy'>-l-^^) tf^'J v v- 1 -a;v#-;H 75/1 fcfQ5y>- 

4- (t'nijy^-i-fjl/) tT^'j v>- 1 -A;^^^'] y ? Tv K [6- (4 
_ 7 5y_ 2 -7;i/tn7x7^y) tfV 5 v>- 4 -4 ;H 75 K (30mg) , N- (4 
-7*tn7x-*) -?u-y? 7vK (30mg) , b 'j 5 y (0.021ml) > (1 

H-l, 2, 3 Vh U 7V-JV- 1 [ b 'J (y^W5 7) ] * 

^dp-9-7;U^n^^7i- b (66mg)«t DSH^ (31. (tag, 71.4%) 

J H-NMR Spectrum (CDCls) 8 (ppm) : 1.45-1.60 (2H, m), 1.80 (4H, m), 1.96 (2H, m), 2 
.18-2.28 (1H, m), 2.58 (4H. m), 3.04 (2H, m), 3.53 (2H, s), 4.02 (2H, m), 7.05 ( 
2H, t, J=8.8Hz), 7.16 (1H, t, J=8.8Hz), 7.20 (1H, m), 7.43 (1H, brs), 7.51 (2H, 
m), 7.58 (1H, s), 7.70 (1H, dd, J=2, 12Hz), 8.34 (1H, m). 8.76 (1H, brs), 9.20 ( 
1H, brs). 
[0 4 7 2] 

mMMl 35) N-(4-l6-r([l-4'1 tf^ 'Jy-^- 1' -UK*- 
)V) 757] \£ V 5 v>- 4 -J)V** S A -3-7^tD7x-;V) — N' - (4-7 
JV;fr D 7 jl—JU) 7Pt5 K 

[1, 4' ] if^'Jy-^-r TvK [6 - (2-7^tn- 

4-k>n7x7#y) kf'J 5 v>- 4 >U] 75 K (43mg) , 10%'*7 v 7 ( 
21mg) i •) [1, 4' ] etf^U 1 ' -*my'j7^ 7y K [6- (4 

_ 7; y_ 2 -7^t07x7^y) tf 0 5 v ^ - 4 - 4 *] 7 5 K^fflMt Lt# 
fco C^t, N— (4-7*tn7x-Jl') -7ar.-y^ 7 v b* (38mg) . b'j^-f-;^ 
5^ (0.027ml) „ (1H-1, 2, 3 V b V TV-fr- 1 - -f A'** C b 0 

(y7f^75 7) ] *X*r:>>A AJft7^tn*^7x- b (85mg) i. *) ^M'it^^S 

(28.8mg, 50.2%) iflWatfc 
^-NMR Spectrum (CDCh) S (ppm) : 0.89 (2H, m), 1.26 (2H, m), 1.38-1.78 (5H, m), 1 
.90 (2H. m). 2.44-2.62 (4H, m), 2.92 (2H, m), 3.53 (2H, s), 4.14 (2H, m), 7.05 ( 
2H, t. J=8.4Hz), 7.17 (1H, t, J=8.4Hz), 7.23 (1H, m), 7.44 (1H, brs), 7.51 (2H, 
m), 7.60 (1H, s). 7.70 (1H. m), 8.34 (1H, brs), 8.72 (1H, brs), 9.18 (1H, brs). 
ESI-MS (m/z) : 594 [M+H] + . 
[0 4 7 3] 

(mmWl 3 6) N- (4-7HP7x-^) — N' - T4- (2- 1 U - (tfn 
ijyy-X-vf/U) tf/^ij i -ftjuff^jul 7 5/1 tf'J y>- 4 ^OM^vQ 

7x — ;u] ?nf 5 K 

4 - (4-7577x7*v) -2- I [4- (h'P'Jyy-l-'f*) b'^'jy>-l 
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*;i/#^r5 /| tf'jy> (30mg) , N-(4-7Mn7x^)7c;^ 
TS'K (31mg) > hi;xf;V7V/ (0.016ml) % (1H-1, 2, 3—«>VY*)T*S 

7i- M69mg) J: QMfcfrfe (22.6mg, 51.3%) LTf#fc 0 

'H-NMR Spectrum (CDCh) 5 (ppm) : 1.50 (2H, m), 1.79 (4H, m), 1.92 (2H, m), 2.20 ( 

1H, m), 2.56 (4H, m), 2.96 (2H, m). 3.51 (2H, m), 3.98 (2H, m), 6.58 (1H, m). 6. 

96-7.10 (4H, m), 7.33 (1H, m), 7.44-7.66 (5H, m), 8.04 (1H, d, J=6.0Hz), 8.98-9. 
18 (2H, m). 
[0 4 7 4] 

(g||j 3 7) N— (4— 12 — T ( [1. 4' 1 e^ ')->'^-l' -ft**- 

4 _ (4- 7; y 7 x'My) -2- I [4- (fcT^'J v >- 1 - <f \£iyV>-l 
ii)\>?£=-)V7 5.;\ \£W> (30mg) \ N — (4 -7WD7 ^=-)V) 7D;«; 
* T->K (30mg) \ b-Jif^TT/ (0.021ml) , (1H-1, 2, 3— WSYVT 
1 -J)],**^) [HJ (v>fJP7<;) ] *X*-7A A^f7;^n^ 
X7i- K67mg)<fc *)m.mK%m (37.9mg, 86.9%) tSfelftiLTftfc, 
'H-NMR Spectrum (CDCh) 5 (ppm) :0. 88 (2H, m), 1.27 (2H, m), 1.35-1.75 (5H, m), 1. 
85 (2H, m), 2.36-2.54 (4H, m), 2.85 (2H, m), 3.44-3.54 (2H. m), 4.09 (2H, m). 6. 
56 (1H. dd, J=2.4, 6. OHz) , 6. 94-7. 10 (4H. m), 7.30 (1H, m). 7.45-7.64 (5H, m), 8. 
04 (1H, d, J=6.0Hz), 9.01 (2H, brs). 
[0 4 7 51 

mmmi 3 8) n- (4- 12- T3- (3->w7^yni;» -.3-*?- 

;i/?WKl fcf'J v >- 4 fr** s s\ 7x-M — N' - (4-7^^P7x^) 

[4 - (4-^l>D7xMy) eu ->*>- 2 ->f/U] *;Mv^7vh' 7xi)H 
7.7-)V (60mg) N, N-Vxf;i/-N' - *j-)V7us*y - \ , 3-vT?> (98.6mg 
) J: 1) 3 - [4- (4-iFD7x;*y) \dW>-2-'f fr] -1- (3->W 
7$;7nt» - l - ^ f-A"> l/7tft4flE»J: ITftfco Z(Dit&®> (69mg) £10% 
(72mg) ^fflV>tg|!*«R£*ffv\ 3 - [4 - (4-75;7x 
fcfU 2 -1- (3-yxf^7 5y7*ntf;v) 
7^S4Utitt#fco - <Dit&%0 (63.5mg) , N- (4-7;HD7x-*) 

y * T -> K (67mg) > b 'J xf-^7 5 > (0. 048ml) , ( 1 H - 1 , 2 , 3 ? > V b U 

T y_ ;l/ _ ! _^ [bij (i;^f;l/757) ] ^^-y)V^U 

b (151mg)«fc IJ M-fb-fr* (37.9mg, 86.9%) «r LTfffco 
X H-NMR Spectrum (CDCh) <5 (ppm) : 1.06 (6H, t, J=7.2Hz), 1.78 (2H, m), 2.51 (2H, m 
), 2.60-2.73 (4H, m), 2.86 (3H, s), 3.38'(2H. t, J=6.4Hz), 3.48 (2H, brs). 6.55 
(1H, m). 6.98 (2H, t, J=9.2Hz), 7.04 (2H, m), 7.43 (1H, brs), 7.46-7.62 (4H. m), 
7.71 (1H, dd, J=3.2, 5.6Hz), 8.05 (1H, d, J=5.6Hz), 9.21 (2H, brs). 
[0 4 7 6] 

(HMW13 9) N- 14- T6- (3. bT'J ^v>-4-^ 
^t^rvl -3-7)^n7x-)H — N' - (4-7)^P7x-iV) v°t^ F 
N _ | 4 _ [ 6 _ ( 3> 3 — S J* l"f K) 1-4 -3-7 

;Vtn7x-;W 7nz-y? TvK (36.0mg) , 4-7;vtn7x-^75> (0.014ml 
) , b>ji^;VT5^ (0.013ml) , (1H-1, 2, 3 Vb 'J 7 V-to- 1 - 4 

;l>**->) [b'J (y^f*7?-/) ] *^*-7A A^t7)^n*X7x- K42. 
2mg) «fc 0 (33.2mg, 74.0%) S: fifeSff LT#^ 0 

^-NMR Spectrum (CDCh) S (ppm) : 3.05 (6H, s), 3.53 (2H, s), 7.04 (2H, m), 7.17 ( 
1H, m), 7.23 (1H, m), 7.38 (1H, brs). 7.46-7.56 (2H, m). 7.63 (1H. m), 7.70 (1H, 
dd, J=2.4. 12. OHz), 8.35 (lH, m). 8.82 (1H. brs). 9.25 (1H. brs). 
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[0 4 7 7] 

(*iftgli4 0> l- 14- l3-^gg-4- \3- Ll=2jELEdkZ*±Jk} 

frW_K] \£VV>-2-4M -3-^f;^V7 

l H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.05 (6H, t, J=7.2Hz), 3.20-3.60 (4H, m), 3.84 
(2H, s). 6.61 (1H, dd, J =2.0, 5.6Hz). 7.20 (1H, dd, J=2.8, 8.8Hz), 7.20-7.40 (5 
H, m) , 7.45 (1H. d, J=2.4Hz), 7.53 (1H, s), 8.06 (1H, d, J=8.8Hz), 8.16 (1H. d, 
J=5.6Hz). 8.77 (1H, s). 11.90 (1H, s), 12.37 (1H, s). 
[0 4 7 8 J 

(gjfl 41) 4-|3-^QP-4-r3 - (2-7x^Jl/7 -bf^) ? W 

Kl z*Z±jd - 2 - r (4 i gjMLEiLZAZ] ^'J 

'H-NMR Spectrum (CDCh) * (ppm) : 2.32 (3H, s), 2.40-2.45 (4H, m), 3.49-3.54 (4H, 
m), 3.81 (2H, s), 6.48 (1H. dd, J-2.4, 5.6Hz), 6.99-7.07 (2H, m), 7.20-7.60 (7H. 
m), 7.68 (1H. d, J=2.4Hz), 8.07 (1H, d, J=5.6Hz), 8.41 (1H, d, J=8.8Hz), 8.51 ( 
1H, brs). 

ESI -MS (m/z): 561 [M+Na] + 
10 4 7 9] 

(jjWl4 2) 4- 13-»pp-4- T3- (2-7x-;V7-bf)V) ±£j2±A 
Kl 7x/^->l -2 - T (l->tf-^e^U-yv-4-^^) tfjj 
v > 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.50-1.90 (6H, m), 2.13 (3H, s), 2.41 (1H, m), 
2.75-2.79 (2H. m), 3.85 (2H, s), 6.71 (1H, m), 7.20-7.40 (6H, m), 7.48 (1H, m), 
7.74 (1H, m), 8.07 (1H, d. J=8.8Hz), 8.23 (1H. d, J=5.6Hz), 10.54 (1H, s), 11.9 

0 (1H, brs), 12.39 (1H, brs). 
[0 4 8 0] 

(gjfcflll4 3) 4- |3-^nn-4- T3- (2-7x-;i/7W ) ?-*frW 
Kl 7s.;* s s\ -2 - (xfjry^V^;V7^) t^'jy> 

! H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.20 (3H, t, J=7.2Hz), 3.84 (2H, s), 4.10 (2H, 
q, J=7.2Hz), 6.66 (1H, dd, J-2.0, 5.6Hz). 7.22 (1H, dd, J=2.4, 8.8Hz). 7.28-7.4 
0 (5H, m), 7.44 (1H, d, J=2.0Hz), 7.48 (1H, d. J=2.4Hz). 8.08 (1H, d, J=8.8Hz), 
8.18 (1H, d, J=5.6Hz), 10.23 (1H, s), 11.91 (1H, s), 12.39 (1H, s). 
[0 4 8 1 ] 

mMHAAl 4- l3-*>*->-4- T3- (2- 7i~mf^) J-*Vl> 

-i ki -7x.j**s\ -2- r (ep'jr/-i-^) jj)v#=.)VT< \zwv 

X H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.70-1.90 (4H, m). 3.20-3.40 (4H, m), 3.75 (2H 
, s), 3.83 (3H, s), 6.56 (1H, dd. J-2.4. 6.0Hz), 6.67 (1H, dd, J=2.4, 8.8Hz), 6. 
90 (1H, d, J=2.4Hz), 7.20-7.40 (6H, m), 7.49 (1H, d, J=2.4Hz), 7.95 (1H, d, J=8. 
8Hz), 8.09 (1H, m). 8.64 (1H, s), 9.35 (1H, s). 
[0 4 8 2] 

mmn 45) 4- 13-* i»*->-4- r3- (2- 7x^tw) *-*?>i> 

<( ki 7^y^vi -2- r (^;u*d >-4-w jk) ft;^-->i/7^l 

'H-NMR Spectrum (CDCh) 5 (ppm) : 3.40-3.50 (4H, m). 3.70 (3H, s), 3.65-3.75 (4H, 
m), 3.77 (2H. s), 6.49 (1H, dd, J-2.4, 6.0Hz), 6.58 (1H. d, J=2.4Hz), 6.67 (1H, 
dd, J=2.0. 8.8Hz). 7.23 (1H. brs), 7.30-7.45 (6H, m), 7.59 (1H, brs), 7.70 (1H, 
brs), 8.01 (1H. d, J=6.0Hz). 8.36 (1H. d, J=8.8Hz). 
[0 4 8 3] 

mmmi46) 4- u- T3- (2-7x>»7W) ft ^i/^Ki ?^ 

'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.80-2.00 (4H, m), 3.00-3.60 (4H, m), 3.81 (2H 
, s), 7.20-7.50 (6H, m). 7.51 (2H, d, J=8.8Hz), 7.64 (2H, d, J=8.8Hz). 8.32 (1H, 
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s), 8.74 (1H, s), 9.55 (1H, s), 11.65 (1H, s), 10.31 (1H, s). 
[0 4 8 4] 

(M14 7) .2 - f (-^W^) 3&»^ 7^1 -4- l2-7;l^n 
_ 3 _ [ 2 - (tert-m) 7^tik±±] »WK7xMi/| fc:'Jv> 
J H-NMR Spectrum (DMSO-de ) d (ppm) : 1.04 (9H. s), 2.38 (2H, s). 2.90 (6H, s), 6.61 

(1H, dd, J=2.4, 6.0Hz). 7.36-7.43 (2H, m), 7.54 (1H, m), 8.05 (1H, dd, J-2.4. 8 
.8Hz), 8.13 (1H, d, J=6.0Hz), 8.94 (1H, s), 11.47 (1H. s), 12.72 (1H, s). 
[0 4 8 5] 

(Hjfefffl 1 4 8 ) 1- 14- f3-^PP-4- (_3^ 1 2_ ^=JkZ*±J)t±1^±^-t 
) 7 X ;^>1 Vf»jy>-2-^^l -3 - F3- -fvH^I 
g 1/7 

1 H-NMR Spectrum (DMSO-de ) (ppm) : 1.59 (2H, m), 2.27-2.36 (6H, m), 3.16 (2H, a). 

3.56 (4H, m), 3.85 (2H, s), 6.56 (1H, d, J=5.6Hz), 7.00 (1H, s), 7.21 (1H, d, 
J=9.2 Hz), 7.29 (1H, m), 7.35 (4H. m), 7.47 (1H, s), 8.02 (1H, m), 8.09 (2H, m), 

9.17 (1H, s), 11.91 (1H, brs), 12.39 (1H, brs). 
[0 4 8 6] 

■($1^14 9) l- 14- r3-^pp-4- L3jz2^ ^k2jfe±±±j^iii-b 

) y^ZJUd WS>-2-4M -3- T3- (1 -^-f-^tf^7v>-4 -4 fr) 

] H-NMR Spectrum (DMSO-de ) 8 (ppm) : 1.57 (2H, m), 2.13 (3H, s), 2.29 (10H, m), 3.1 
4 (2H, n). 3.85 (2H, s). 6.56 (1H, dd, J-2.4, 5.6 Hz), 6.99 (1H, d, J=2.4 Hz), 7 
.20 (1H, dd, J=2.8, 8.8 Hz). 7.29 (1H, m), 7.35 (4H, m), 7.47 (1H, d, J=2.8 Hz), 
8.01 (1H, m), 8.09 (1H, d, J=8.8 Hz), 8.10 (1H, d, J=5. 6 Hz) , 9. 16 (1H, s), 11. 
91 (1H, brs), 12.39 (1H, brs). 
ESI-MS (m/z) I 596 [M+H] + . 

[0 4 8 7] ' , 

ommiso) l- t4- r3-»gq-4- (3-7 x^)V7^f^t^i/^ 

) 7a^->] -3- (3-yxf»7S^P^») ^ VT 

'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 0.94 (6H, t, J=7.0 Hz), 1.55 (2H, m), 2.44 (6H 
, m), 3.15 (2H, m), 3.85 (2H. s), 6.56 (1H, dd, J=2.4, 5.6 Hz), 6.98 (1H. d, J=2 
4 Hz), 7.21 (1H, dd. J=2.8, 8.8 Hz), 7.30 (1H, a). 7.36 (4H, m), 7.47 (1H. d, J 
=2.8 Hz), 8.09 (3H, m). 9.19 (1H, s), 11.91 (1H. brs), 12.39 (1H, brs). 
ESI-MS (m/z) I 569 [M+H]\ 

[0 4 8 8] ^ _ 

(jEffiflll 51) 3- T4- (4- 13- [2 - (4-7Hn7x-») y-fef-ZU] 
Y\ 7x^y) e'Jyy-2-^^1 -1 . 1^2J-£*±kZ 
1 H-NMR Spectrum (CDCh) 8 (ppm) : 3.00 (6H, s), 3.71 (2H, s). 6.51 (1H. dd, J=2.0, 
5.6Hz). 7.03 (2H, m), 7.06-7.24 (5H, m), 7.32 (2H, m). 7.47 (2H, m), 7.60 (1H, 
d, J=2.0Hz).8.02 (1H, d. J=5.6Hz). 
[0 4 8 9] 

(3£ifrWl5 2) 1- (4- !3-»nn-4- T3- (2-7x^7W ) 
frWKl 7x^->l lf'J-yy-2-^») -3- xf;V^W7 

1 H-NMR Spectrum (DMSO-de ) S (ppm) : 1.04 (3H, t, J=7.2Hz). 3.12 (2H, m), 3.82 (2H, 
s) 6.54 (1H, dd, J=2.4. 5.6Hz). 6.99 (1H, s), 7.18 (1H, dd. J=2.8. 8.8Hz), 7.2 
0-7.40 (5H. m), 7.45 (1H, d, J=2.4Hz), 7.92 (1H, brs), 8.00-8.10 (2H, m), 9.13 ( 
1H, s), 11.89 (1H, s), 12.38 (1H. s). 
[0 4 9 0] 

( jSHMfll 1 5 3 ) >- 4 1 4- [3-^^-4- (3-7x 

z^7W7l/-f K) 7x/^] b'')y>-2— f;W 7< K 
1 H-NMR Spectrum (DMSO-de) 5 (ppm) : 2.22 (3H. s). 3.41 (4H. m), 3.55 (4H, m), 3.75 
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(2H. s), 6.56 (1H, dd, J=2.4, 5.4 Hz). 7.00 (1H, d, J=8.4 Hz), 7.07 (1H, d, J =2 
.4 Hz), 7.27-7.37 (5H, m), 8.01 (1H, d, J=9.2 Hz), 8.10 (1H, d, J=5.4 Hz), 9.23 
(1H, s), 10.48 (1H, s), 11.05 (1H, s). 
ESI-MS (m/z) : 512 [M+Na]\ 
[0 4 9 1 ] 

mmmi5 4) 1- (3-y^jur5/ypW -3- 14- r 2 — ^ ^ — 4 

- (3-7x^;U7-bfJ^I/-f K) 7^/^rvl ll l Jy"/-2-^Vl frl^T 
1 H-NMR Spectrum (DMSO-de ) $ (ppm) : 0.93 (6H, t, J=7.2Hz), 1.53 (2H, m), 2.06 (3 
H, s), 2.38 (2H, m), 2.43 (4H, q, 1=7.2 Hz), 3.13 (2H, m), 3.73 (2H, s), 6.44 (1 
H, dd, J=2.0, 5.6 Hz), 6.78 (1H, d, J=2.0Hz), 7.04 (1H, d, J=8.8 Hz), 7.24-7.37 

(5H, m), 7.46 (1H, dd, J=2.8, 8.8 Hz), 7.51 (1H, d, J=2.8Hz), 8.02 (1H, d, J=5 
.6 Hz). 8.11 (1H, brs), 9.07 (1H, s), 10.50 (1H, s), 10.97 (1H, s). 

ESI-MS (m/z) : 533 [M+H] + . 
[0 4 9 2] 

mmmi5 5) n- (4-7^07x^1 -n* - u- i \2- i2J-±Jtz 

5/) ii )vtf—)VT 5/1 fcfU yy- 4 zJ. -7x^) -y7^p?af? 

_K 

1 H-NMR Spectrum (DMSO-de) 5 (ppm) : 2. 94 (6H, s), 6.90 (1H. m). 7.11 (1H. m), 7.20 
-7.31 (4H, m), 7.72-7.76 (2H, m), 7.86-7.89 (2H, m). 8.20 (1H. m), 11.05 (1H, s) 
,11.14 (1H, s). 
ESI Mass: 488 [M+l] + 
[0 4 9 3] 

mmmi5 6) n- (3--7;v*p-4- 12- r [2jl±±zA21 hj^^lz 
5/1 tr»; *** 9 s\ y^EJk) -n* - (2-7j^ xf^) ±3l£z 

5 K 

1 H-NMR Spectrum (DMSO-de ) 5 (ppm) : 2.91 (2H, t, J=7.2Hz), 3.01 (6H, s), 3.65 (2H, 
q, J=7.2Hz), 6.54 (1H, m), 7.10-7.40 (8H, m), 7.59 (1H, br), 7.65 (1H, s), 7.77 
(1H, m), 8.05 (1H, d, J=5.6Hz), 9.34 (1H. brs). 
[0 4 9 4] 

(gdfeffl] 1 5 7 ) N — (3-7»tn-4- 12 - [ ( y^f^7U) ft;v^_;VT 
5/1 As**^ y*-*) ~N' ~ (3-7i^aW £±g 

7 5 K 

1 H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.96 (2H, quint, J=7.2Hz), 2.71 (2H, t, J=7.2H 
z), 3.01 (6H, s), 3.42 (2H, q, J=7.2Hz), 6.54 (1H, dd, J=2.4, 5.6Hz), 7.10-7.40 
(8H, m), 7.53 (1H, m), 7.66 (1H, d, J=2.4Hz), 7.78 (1H, dd, J-2.4. 12.0Hz), 8.05 
(1H, d, J=5.6Hz), 9.32 (1H, s).. 
[0 4 9 5] 

mMM! 5 8) N- (4-7HQ7x-») ~ N' - (4- I f2- (tfaU V> 
)V1j)V#-)\,) T5/1 »j yy- 4 -4" ;v*^->l -2-f'J7^n^f;i> 
•7j.~;1/) -7P-j-5 K 

1 H-NMR Spectrum (CDCh) 8 (ppm) : 1.88 (4H, m), 3.37 (4H, m), 3.49 (2H, s), 6.46 ( 
1H, d, J=5.4 Hz), 6.94 (2H, m), 7.10 (1H, m), 7.20 (1H, m). 7.29 (1H, s), 7.43 ( 
2H, dd, J=4.8, 8.0 Hz), 7.64 (1H. s), 7.97 (1H, d, J=8.8 Hz), 7.99 (1H, d, J=5.4 

Hz), 8.81 (1H, s), 9.21 (1H, s). 

ESI-MS (m/z) : 546 [M+H]\ 568 [M+Na] + . 
[0 4 9 6] 

(3dfcff!ll5 9) N— 14- [2- (y^P7'n(f;V^;^)U7 <;) \dV*J>-4 
-^f;l/^-^->1 -2-h 1 J7^tP^f^7x-^| — N* - (4-7)VtP7x-JV) 

1 H-NMR Spectrum (DMSO-de ) <J (ppm) : 0.78 (4H, m), 1.23 (1H. m), 3.56 (2H, s), 6.73 
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(1H. d, J=5.4Hz), 7.16 (2H, m). 7.49-7.63 (4H, m), 7.68 (1H. s), 7.76 (1H, d. 
J=8.4Hz), 8.22 (1H. d, J=5.4 Hz), 10.03 (1H, s), 10.27 (1H, s). 10.90 (1H, s). 
ESI-MS (ra/z) : 517 [M+H]\ 539 [M+Na]\ 
[0 4 9 7] 

mmmi 6 0) N- 12 -» an- 4 - \2- Q-^^p^p^^ UO') 
yy - 4 -4 Ji/**»>1 7x-jH -N' - (4 -7^*0 vnt? F 

'H-NMR Spectrum (DMSO-de) 5 (ppm) : 0.40-0.42 (2H, m). 0.61-0.64 (2H, m), 2.53-2.5 
6 (1H, m). 3.62 (2H, m). 6.57 (1H, dd, J=2.4, 5.6Hz), 7.01 (1H, m), 7.14-7.20 (3 
H, m), 7.43 (1H, d, J=2.4Hz), 7.61-7.64 (3H, m), 8.01 (1H, d, J=9.2Hz), 8.08 (1H 
, d, J=5.6Hz), 9.03 (1H, s), 10.06 (1H, s). 10.30 (1H, s). 
[0 4 9 8] 

(MMLL3JJ N- (2-»oa-4- 12- r (1 -^?-;vbf^y y>-4 -ft^ 

'H-NMR Spectrum (DMSO-de ) d (ppm) : 1.48-1.62 (2H,m), 1.68 (2H, m), 1.80 (2H, m), 
2.12 (3H, s), 2.39 (1H, m), 2.58 (1H, m), 2.76 (2H, m), 3.78 (1H, m), 6.71 (1H, 
dd, J=2.4, 5.6Hz), 7.13-7.23 (3H, m), 7.43 (1H, t, J=2.4Hz), 7.55-7.72 (3H, m), 
7.96 (1H, t, J=9.2Hz). 8.15 (1H. d, J=5.6Hz), 9.71 (1H. d, J=12Hz), 10.32 (1H, b 
rs), 10.52 (1H, s). 
[0 4 9 9] 

(jdfefffl 1 6 2) N-/^^nb>-N' -. (3-7fl/*P-4- 12- [ LggJi 
y>- 1 -jjfrtf-fr) 7 5 71 tf 1 J V v- 4 - -i fr** vl 7x:=.JtQ -7Pt^ K 
'H-NMR Spectrum (DMSO-de ) 8 (ppm) : 0.42 (2H, m), 0.63 (2H, m), 1.80 (4H, m), 2.65 

(1H, m), 3.21 (2H, m), 3.25-3.45 (4H, m), 6.59 (1H, dd. J=2.4, 5.6Hz), 7.33 (2H 
, m), 7.46 (lH; d, J=2.4Hz), 7.81 (1H. dd, J=2.4, 13Hz). 8.10 (1H, d, J=5.6Hz), 
8.18 (1H, d. J=4.0Hz). 8.69 (1H, s), 10.41 (1H, brs). 
[0 5 0 0] 

(*fliig|16 3) N- 14- T6- (3. 3-^W V>fK) tf'J?y>-4->f 
jj/j^vj - 3 -7 frtv? *=-fr\ — N' -^f-ZU-N' - 7 x - ;i/~7 p t ^ K 
^-NMR Spectrum (CDCI3) 5 (ppm) : 3.06 (6H, s). 3.22 (2H, s). 3.35 (3H, s). 7.10-7 
.30 (4H, m), 7.32 (1H, brs), 7.38-7.45 (1H, m), 7.45-7.52 (2H, m), 7.64 (1H, s), 

7.73 (1H, dd, J=2.4, 12.0Hz), 8.35 (1H, m), 10.40 (1H, brs). 
[0 5 0 1 ] 

(mmmi 6 4) n- o-7^tp-4- 16 - [ (eo'jyy- i-^^) 

75^1 H°U $ V 4 jMl^jd 2_£i£Jkl} ~N' -jt-f-JU-N' -7x-^-?p 

'H-NMR' Spectrum (DMSO-de ) d (ppm) : 1.83 (4H. brs), 3.21 (5H, brs), 3.25-3.55 (4H, 
m), 7.10-7.55 (8H, m), 7.68 (1H, m), 8.39 (1H, brs), 9.39 (1H. brs), 10.19 (1H, 
brs). 

[0 5 0 2] 

(&MLL&.52 N- (4-7HP7x^) -N* - (4- 12- [ (\£u*)*Jy 
-1-4 )V) ^J^=JUT±22 - 4 -4 frT 5. J\ 7x£jj ?PtU' 

'H-NMR Spectrum (DMSO-de ) 5 (ppm) : 1.70-1.90 (4H, m), 3.20-3.40 (4H, m), 3.45 (2H 
, s), 6.47 (1H, m), 7.00-7.20 (4H, m), 7.40-7.70 (5H, m), 7.83 (1H, d, J=6.0Hz), 

8.16 (1H, s), 8.63 (1H, s), 10.13 (1H, s), 10.23 (1H, s). 
[0 5 0 3] 

mmmi66) 1 - 16- r2-7;u*a-4- {z JZ y^=JkZ±±±± ±^±d 

K) 7xy^->l fcf'j 5 2 4 z^QkJ -3- (l->f L ^^ , J"^>-4-^f^) 7 

[6- (2-7*tP-4-ihn7x-/*i') kfU 5 vV- 4 --OV] AJW\*§ 7^ 
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T'sY: 71-^X7^ (I90mg) tN,N-^fA'*A'A7? K (2ml) Kv§fl¥£-£fc 
& 4-7^-1-^^^';^/ (176mg) -N.N-y^fWMTU' (3ml 
) SrJHlx.> 4B$ISI«#Lfco JRtE«*»K^f-^ (30ml) ffift b «;* A 

«t (20ml) t^set^o %mmz®.m}m.ymi- 1 >) Afcrn®. (20ml) % * (20ml) , 

ftttfttt* (20ml) "CffifrgU ^ittfc^bU^ATttJitfc. *«E**L-C, 1- [6 

- (2-7*tn-4--fn7xM'>) fcf'J 5 S> >- 4 -4 JU] -3- (l-^^;v 
tf^i; y > _ 4 _^;u) $ ^ 7 ( 2 00mg) k tTUfc. £0*l*tmt/ (200mg) 

(5ml) -fFHFn77> (5ml) a*»H$CTfclO% 

A7-/-)A^I d09mg) ^Jnx./co *rt***l*ut-*im ^rttimt 

x-x;V (2.5ml) -'s*->r>' (5.0ml) *im*.T!R«$-£fco BttfrfcttU 
4itHJ:»). 1- [6- (4-75^-2-7^n7x^-» «; 3 3>>- 4 -4 
;v ,] _ 3 _ (j _^f-;utf^t; v>-4--f;V) 71^7 (183mg) *®MW$0 1 LX&tz 

mm^m%T, 2-7x-jV7^f;v *n>JK (36.6mg) i:f*->7^tA'J^A (53 
.8mg) i7-feh-h'J;v (3ml) 60 < C;cC2^^m#b/c o RJfc ift 

RlS*H*H|J-f->l' (20ml) b 'J (20ml) t*pA30 

(20ml) , 7K (20ml) , ^fD^Tje (20ml) U i*Wth'JfAt«L 

fc„ »*Lt7i-;i'7-tf^H 7ftv7*- b iM&tkWtob LT#7Co 
1 - [6- (4 -7 5 y - 2 -7;V*n-7 jc / ^v) tf 'J 5 ->* V - 4 - -f >W] -3- (1 
-pi^-^e^'; v>-4-'f Sl'T (50mg)*x?V-;V(lml)l::?§fl$$-£/.:^ D-10 

- iJ y -7 7 - * * * > m (64 . 6mg) ^Jjnx.5^P^m#L^o i;i:7x-)V7tf JHVf t 
->T*-b-hA'J->a.5ml)#««:JPiL4ll»Ba#Lfc. KJfc«fc*RJ.? L M30mlh IS 

b 'J ">Ajk»ffi(2'<tal)*iWx.T$HELfco *«li*IMDjK»**^ b V 
*»ifc(20ml), *(20mlK ttJfDM*(20nl) KTJIUttfciMfc, »*«»t h ^Attft 
*Lfco »«tflf*UT»6*L*:a*4:3' , J*y**9A^n-r b^97-f- (Fuji Silys 
ia NH,*#ffi?£ ; SSxf*) KJ:i)««^ B Lfc„ #?.n^gi:vi 

(0.5ml)-^*^> (2. 0ml) fcfiPxTM 
SClfclCfclK fgflMfrfr* (13.5mg, 18.1%) tfife»*tLt1lfc. 
'H-NMR Spectrum (CDCh) <Mppm) : 1.40-1. 62 (2H, m), 1.95-2.10 (2H, m), 2.20 (2H. m 
); 2.29 (3H, s), 2.74 (2H, m), 3.76 (2H. s), 3.80 (1H, m). 6.27 (1H, s), 7.20 (1 
H. t, J=8.4Hz), 7.25-7.52 (6H, m), 7.86 (1H, dd, J=2.4, 11.6Hz), 7.93 (1H. brs), 
8.38 (1H, s), 8.73 (1H, brs), 8.96 (1H, m), 12.47 (1H, s). 
ESI-MS (m/z) : 538 [M+H] + . 
[0 5 0 41 

[0 5 0 51 

(»jftg|2 9) 3- [4- (4-7?y-2-7J^a7xAy) \£*)V>-2-4 
jVj _ i i - ( i -^jn^ij 4 ->f ;V) frl^T 

(3_ 7J Vtn-4- |2- [3 3- ( 1 f-^^U 4 -W /U) S 

V/f K] tfi; 4 -4 71-^) *JW^y? Tvb* / ^v^r 

;l/ (38. 7mg) £x b?fc Kn?^ (1. 5ml) fc^*/-^ (1. 5ml) K 
^fi?$^fc^> M3f#B^;^ 1 0%^7y^M (1 6mg) ^lJPx./co £J£^rt& 

%i*»ffiaWl|-f*itt J: 0, «*JK«WfE«'fb^W (2 8. 5mg) fc&ltfeilllttW 

ESI-MS (m/z) : 3 7 4 [M + H] + . 
[0 5 0 61 

f«jftW2 9-l) 4- (4-7?;-2-7»tP7x^y ) fcf i) 2 - * ^ 
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4-^nDE , "Ji?>-2-*il'^v"J^ T->K ^fjl/XXf^ (3 0g) t2- 
7**n-4-=FP7x;-* (41. 2 g) ^9^ti^y^y (24ml) 

)V (10 0ml) £JD;U 3 0^?mWLtz o ®M*ffi1± 1 g%^M&> #<bft*r^£ifc 
M^Tfr (3 0 0ml) tl N&Miti- V x ) V &*m%L (150ml) -C55-S£L£o ^ 
LfcJfrflMi * 1 NTK^bi- b 'J f A7K^?^ (10 0ml) , g&ftl&^K (150ml) T 
MtKW^ b 'J^«U:o ^^ri^M*^, #<b^/^£tHi^ y -)V 
(2 0 0ml) 3 0^»#L7c o HfrfcfcfllLfcft, %btitzhW.*i/V * V 

**7i^O-7^77^ - (YMC, SIL-6 0-4 0 O/2 3 0W, ^ffijS ; ^7 
^>:^jcf-;u=l : l) i:±*)S^L/;, g I&t/Ii53*£ iltSli U ti^H^Sr 
±lfill#i:^=b^^-i:^«t 4 - ( 2 - 7 n - 4 - - b n 7 ^ / * ->) £° V v > - 
2_^;i // fdfyij 7 ^ 7vK (20. Og, 40. 0%) fri^Hfe® 

±|Bf»» (9. 90g) 9 (340ml) tfh7KKn75V (340m 

1) K^fl?£^7M£, ^fS^BI^WK 2 0%7Kift^7y7i^f (2. 4g) £Jn 

L, > ^y-;UT>»L7Co 5iC4NM-^f)V (4. 18ml) £3jnx.7tfU 
^JEM-T^C: fcfci ^M^flfk^t (1 1. 5 g) Srifcfrfe®^ tt#/c. 
E S I —MS (M/Z) 12 6 3 [M+H] + . 
[0 5 0 7] 

(Stat 2 9-2) 4- (4-^>"7JVt^ya;^f-^7^-2-7JVtn7x7 

4 _ (4-7?;-2-7J^n7iy=lfy) E"'Jy'>-2-*;v*'*-/'J'^ 7vK 
^f^xxf^ (11. 5 g) £7-b 1> (3 4 0ml) (1 70ml) iZfeffiZ 

■ttzo *<D'ik. K£*:»ftHJ7A (17. 3 g) SriOx., tKtJc^*PT. ^ 
v;i/ ynn*;M-f (9. 79ml) £3jnx-> 1 5MtfL/; 0 SfSt^IStt 
#&L*:^ 2f$TO#L£o KE>&K7K7Ki§#*PT\ ^°W-1 (2 

4 5ml) ££C>KJD;U 1 8^P B mj|Lfco iet*8EI«t^t> #ibtt/.:5lS 
K&M^fr (5 0 0ml) tmm-$t&& (2 0 0ml) ^-inx-T^KL^o frMLtz^ 
iit* (100ml) , ^n^Tjc (2 0 0ml) TifeifrU iSTjcKm^ b V V A Tf£ 
^L£ 0 ^*^J±@*b^^> ^ibtL^HftKpm^.-^ (5 0ml) (3 
0ml) *iD£> iivi^-tiTto ®^^1-^^i:ic«t I9«a<b^ ( 

9. 6g, 7 0. 6%) *fffei#i:U||/;o 

I H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :3. 95-4. 10 (3 
H, m) , 5. 23 (2H, m) , 6. 84 (1H, m) , 7. 00 (1H, m) , 7. 

II (2H, m), 7. 34-7. 50 (5 H, m), 7. 56 (1H, m), 7. 62 
( 1 H, m) , 8. 5 9 (1 H, m) . 

[0 5 0 8] 

(Mm 9-3) 4- (4-^>v^^^->^^^-^7;;-2-7J^n7x7 

gjj v 2 -*)\/#*isV 2 9 7v_K 
4 _ ( 4 _^>y, l ,^^->^;v,f-;i/7 5 / /-2-7;l'*n7i7 4y) \£W>~2- 

)l<#*i/i) v 9 7vK ^f^f* (10. 7g) (4 5 0ml) 

, N, N-v^WH75 K (150ml) tK (7 5ml) him. 

(i. 3 6 g ) *m*.. mmr~im$mWLizo iNtttdoomi) *m 

z.tz'&. KfcWLtm&WtML, mWLx-T)\< (5 0 0ml) *tU*-Xfr&&. ffi&Ltzmfr 
ZZT&Ltzo %btvfz®fc**k^*4)->-(:m&Ltzik, m%UmLfz 0 Z.Z.X'&htttz 
t>WL<D7g1&m 4:* (100mlX2) , f&fO&i&Tfc (2 0 0ml) X-m&Ltz'fc, iSTkfifc 

, s^^lt^o z<Dm#-*%i'nbtitzmfct&t>it. 6 cc-e-Hfei^i-a- tt«t 
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*K ftatt'frtt O. 53g, 9 2. 3%) t64»*iLtftfco 
1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) :3. 32 (1H, brs 
) 5. 19 (2H, s) , 7. 21 (1 H, m) . 7. 25-7. 58 (8 H, m) , 
7. 64 (1H, d, J = l 2. 8 Hz) , 8. 59 (1H, d, J = 5. -6 Hz) , 1 
0. 18 (1H, brs). 
[0 5 0 9] 

(|^j2 9- 4) [4- (4-^>'^;Vi j ry^^»'-J'''7</ > -2- 7JVtP7x 
y^v) bf'J v>- 2 -4 ;vl 7>;W<< -y K tert-rf^xxf» 

4 _ (4_^>>;;p^iifv*;i/^^;i/T^^-2-7;i'^-n7^y^rv) 
*^#*^»; 7->K (5 0 0mg) tt«rt -/f^T^n-^ (5 m 1 ) fc» 
SfflMlTCateF'JAf^Tr/ (0. 4 5 7ml) , ^^-W 
X*-;* TvK (0. 3 10ml) *ix., 1. 5 B#M#L7c 0 RlStt* 3 0 1C 4 "C 
#M&3*ll$IHI«#L;fc ; », 4 0*CtM 5#W«#L;fc. EJS** 5 0CSf# 

0T3*-C#»**3 0*W«»Lfclfe, sox;x~3 0ftmmwLi-zo 9 otst- 

Kxf;i/ (5 0ml) fctStfQ&Bfc**-*- b 'J ^ATjc^ifc (3 Om 1 ) T-^BBL^o Ml 
*7K (30ml) . ttfflltt* (30ml) T0**»U b 'J ^« ^ 

/co #(bttfc^ : £r'>y*^*7A^nvb^-77^- (Fu 

ji Silysia NH, itaajA^^lSSlif^S^) 

0 B»!»Ilfl'fc*ffi*»Lfc|JL »e.iifc»fii:i'xf*x-tJi' (3ml) fc^*-^ 
(3ml) *tnifC««**^o HttSrfcJRLfcfc, aA«*+* - t \z X , £H*fr& 

4ft (2 7 7mg, 46. 6%) Sr^-feHfffc LT#£ 0 

1 H-NMR Spectrum (CDCh) 5 (ppm) : 1. 4 9 (9 H, s), 5 
. 22(2H, s) , 6. 46(1H, dd, J = 2. 0, 6. 0Hz), 6. 77 (1H 
, brs), 6. 99-7. 14 (2H, m) , 7. 28-7. 48 (7 H, m) . 7. 
52 (1H, m) , 8. 06 (1H. d, J=6. 0Hz) . 

ESI-MS (m/z) : 4 7 6 [M + Na] + . 
[0 5 10] 

(MJ3J2 9-5) T4- (2-7^e')-^-4-^ m-» -3-7fr*P7 

4NM-S^fif^it (3 0ml) C, 7K7K^<%*PTT' [4- (4-^>-»^^v 
*;^^7?;-2-7Hn7x/^/) t°i;v>-2-W^] Tv 
K t e r t-'/f)l'*^f* (5 1 Omg) fcimS-fco Rl£*tIilt'P#I$*fc* 
, 1 6iHi#L)t. SJeftCVif W-rA' (l 0ml) t 5 NTfcStffcT" b 'J "7 AtK 
(1ml) S-tnx-s 3 O^BJHfLfc, ##L;fc#«JI SrI&fl&B***'*- b <; <7 A* 
«(20ml),*(20ml), f&LfflJtm* (20ml) TMfeifrU b U 

-(Fuji Silysia NH, ifflt ; > : Hfif ^= l : 2) 
»*Lfclfe, g«)»*«EillL/;o f^MlKv^^^^-^^ (4ml) fc- 
^^■9-> (6ml) 4rlni£T*fWtTV^Hflt*}giB$«fco 0#*%3lLfcgU 3*^ 
^-ra^ktci 0, SEHft^ft (4 6. 6mg, 11. 7%) fci&Hfe^k LT#/c 0 
1 H-NMR Spectrum (CDCh) 8 (ppm) :3. 35 (2 H, brs 
), 5. 1 9 (2H, m), 6. 14 (1H, brs), 6. 69 (1 H, m) , 7. 30 
-7. 52 (6H, m) , 7. 66 (1H, m) , 7. 83 (1H, m) , 7. 97 (1 
H, m) , 10. 2 4 (1 H, brs). 
[0511] 

(Mf02 9 - 6) (3 -7fr*n-4- 12- f3 — ^^JV— 3 — 
i J c; > _4_^; l/ ) frWKl fcT 'J v >- 4 -4 fr***A fi 9 T_ 
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[4- (2 -T 5 J tfV y>- 4 --f^**'» -3-7)l/tD7x-*] 
T->K ^yj/^f* (4 1mg) *fi*#iB^T, N, N-^f^^AT? . 
K (2ml) fc»J&SL **»*33UR»T»: b U *f"*7 5 > (0. 0485ml) t ? 
dd^7i-^ (0. 0 5 4 5 ml) *m*.£:o KBWL*^M.1t-ML, 30frfflW:WL 

tzo aeat^^f-A'- a-^f-in^y vy-i-**) t?v (o. 0 6 7 5mi) 

£flP;i, 2 OH#|flJ«#Lfco ' EJS**»«*f-A' (3 0ml) fc*&fnifrfb7 A* 
»fft (2 0ml) t*BU. 5M*Lfc#«JS*t^tt<b7 (2 0ml 

) % jjc (2 0 m 1 ) , ttfflfttt* (20ml) TifcifrU h 'J 

0 *it*«E«*Ufclfc, #«bti7 t >:^*v , ;*^^*7A^n-7h^97^- (Fu j 

1 Silysia NH, tomtit;^?** :**if*=2 : 3-1 I 5) 
«Lfco IttHlH^SrWEEWtl-iifcti'JSSJl'fb'frW (38. 7mg, 65. 7%) 

E S I -MS (n e g. ) (m/z) : 5 0 6 [M-H] . 
10 5 12] 

[0513] 

118) 4- (4-^>^JH^->^J^-^7^-3-7;Vt P7iy^r 

v) if 'J v y - 2 - ii frtf 

4 _ (4-/^^y>tJfy*)l'*-^75/'-3-7)VtD7x/^y) tf'Jv 
>_ 2 -#;i^3r->^- b (7. 51g) ft-x^y-* (100ml) (20ml) 

gi&-C*B*fbyf">A (6 5 7mg) SriPx^o JRJ&«t*Sffl^ 1 WPW«J? 
tVco RlS«**^T-eti#PL, ^CCOSi (6 0ml) *Snx.fco 5fl"W**Mft, 

0 ftStfta^fA'-f f ? t Kn 7 ? ^ L, .l*t£4£7jt*&7 V V •> A-Cft»L 
/Co COHfrtKJiU iffeSfttLttl^i (5. 0 4g, 7 2. 0%) 

o 

[0514] 

(»it0U18-l) ^fJV 4-^ani: , iJy>-2-^^^yl'-l- 
4-^nnlf'jyy-2-3!imv'Jy? TvK (3 9. 4 g) fc »fbf- * - * (6 
4ml) Ofl^t/^SStOT^T 1 0 ort-6ilWii#t/:o RUBiStMi^SI 

»fcLtS*ft^« (38. 8g, 83. 6%) fcftfco 

1 H-NMR Spectrum (CDC 1 3 ) «5 (ppm) : 1 . 46 (3 H, t, J 
= 7. 2Hz) , 4. 50 (2H, q, J = 7. 2Hz) , 7. 49 (1H, dd, J = 
2. 0, 5. 2Hz), 8. 15 (1H, d, J = 2. 0Hz), 8. 67 (1H, d, 
J = 5. 2Hz) . 

[0 5 15] 

1 1 8 - 2 ) x.^;u 4- ( 3 - 7 o - 4 - - b n 7 x J * v) kf'lvV 

.x^/U 4 - jrnDtf'J v>- 2 b (19. 4g) l'3--7;V^-n-4 
--Fn7 X ;-)l/ (24. 7 g) , tuu-^y^y (7. 0ml) £#Dx.> .TftSrS^ 
fB^Tl 2 0«4l$WilDft«#Lfco E*oift*Mi-C^Ufco id KB**-*** 
(4 0 0ml) , mUk&l- b (4 0 0ml) fciJDx., £*Lfc£ffl-C2 7 B# 

0 0ml) rllBLfc. fOTt^fc^ £*i«:i&«]«ft*T?i*i£Lfco 

aiSE# 2005-3029062 



#11 2004-370801 



^-v: 158/ 



- (Sttiift ; > :ftp|xf-^-i : 2~i : l-Siiif^) tffllL/:, 
■»fr»*U »ftflMKWfcLT»Tfc'&* (12. 9g, 4 0. 2%) fcftfco 
1 H-NMR Spectrum (CDC 1 a ) S (ppm) : 1 . 45 (3H, t, J 
= 7. 2Hz), 4. 49 (2H, q. J = 7. 2Hz), 6. 97-7. 01 (2H, 
m) , 7. 16 (1H, dd, J = 2. 4, 5. 6Hz) , 7. 79 (1H, d, J = 2 
. 4Hz), 8. 20 (1H, m), 8. 76 (1H, d, J = 5. 6Hz). 
ES I -MS (m/z) : 3 2 9 [M + Na] + . 
[0516] 

(jgjfeflt i i 8 - 3 ) ■ ^±Jk 4- ( 4 - ^y y^t^y ^;wt-^7 ; ; - 3 ■ 
tD7x;t-» 'J v > - 2 - ij ;wif 3- 2 b 

xf^ 4- (3-7WD-4-->n7i;**/) tf U *J>- 2-*^#*^^- b 
(8 5 6 g) <Oi^^-* (15 0ml) j§SC2 0%*i{t^9^7A^t (1. 0 
g) £Ati> **#B*tTa»t?RJ6*«:9. 5 «f««#Lfco fm**>W Ltz 0 hmz 

4Ntt*-#s^^jS» (i4mi) ^*n^> liitftiLfc. e@-f*nrt=««^it 

*feo (75ml) > T^iYy (150ml) , KittftbV^A (11.8 

g) fcirailfco i^**^T-C«^L. ^Vy^t^fy*^^-^ * n >J K (6. 0 0 
ml) fctllitfco aE&ffi*Sa^4«FlW«#L^o Ri£«**E*l8Lfco JME****- 

*M*iwDAtt*-c*»'L, b ') fAT?<e*»tfco 

)V= i : i~i : -eflHRLfco BM«foII$5-*i*ffiSUi8Lfco 

fcC^*-9->*ifll*., H#*JR»3*fco L«r&<ML;fc», ±»*tf^y b^>J» 
v»fc 0 C^S^iLt^ ftJtfeHflEkL-rM-ffc-fr* (7. 5 1 g, 6 5. 4%) * 

1 H-NMR Spectrum (CDC 1 s ) S (ppm) : 1. 43 (3H, m), 

4. 45-4. 52 (2 H, m) , 5. 24 (2H, s),.6. 87-6. 92 (2 H, 
m) , 6. 99 (1H, dd, J = 2. 4, 5. 6Hz) , 7. 3 5 - 7. 4 5 (6 H, 
m) , 7. 6 5 (1H, d, J = 2. 4Hz), 8. 19 (1H, m) , 8. 6 0 (1H 
, d, J = 5. 6 H z) . 

[0 5 17] 

s&fli 119-1 \z%d,mz>tt&w&. &T<r>-xmx'i>&]&x-£ a c 

[0 5 18] 

(Sail 19-1) f4- (2-7 5/tf'Jy->-4 --Ql^*y) -t2 

-7)l'tP7i-Jl'] gjWOLZ-b 

4N«-Sfif^lI (12 0ml) 7Xf&±^*Pt^o tCKSMTF. t e r t - 
[4- (4-^y^Jl't^y*/i'**-^75;-3-7^*n7x7*y) tfU 

y> _ 2 -^;u] (3. 92g) SrJPx.> 7K^±T- 1 0 L fc. 

KJ6«fcMt?3. 5l$m«#Lfco RJ&««r*E«NIUfco i-l^f^ (1 
5 0ml) , S&ft&m***bV-7A7M§ifc (70ml) SriDx., #ELfco 
xf;v (5 0ml) -ClftffiLfeo *fc*fc#«Ji*fe*D*t&*-?»5i*U M***^- b U 

ri<&i§& (5 : l) KjRas-frfco ttflfcfcflu ^t'/-*«xf*«*»« (5 : l 

) "C«fe^Lfco dnSrMS^BI^L, LTM-fk-fr* (2. 9 3 g. 9 

5. 9%) £#£ 0 
[0 5 19] 

(ggjffll 1 1 9 - 3 ) tert-7f^ [ 4 - ( 4 > Vfr* * v * fr7 * 

/ -3- 7 ,Vtn7x^y) fr] » >W<* - b 

4 _ ( 4 - y i; ji/ 1 •> A ;v - ^ 7 5 / - 3 - 7 JV t o 7 x y + y ) fcfv)v>-2- 
* v'J-y? 7yK (5. 04g) (50ml) MfflfeK- 

, h>;if*75> (4. 6mi) *ini;t-c»#L;fco ::CliSfy7x-^ 
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TVV (3. 13ml) 0 »WL^o f 

oft 9 0t;f3 0^ ioou-4 b#h ira&&# t fc. RlSifc =Sr ^rS* T-^*p t fc. i 
:(;' H=«.x*-* (25ml) ^*Px.> *fcT, Rfc«*3 0t>M#L£o WBLfctt 

tt*fcL-C*»ft<&*' (3. 9 2g, 6 5. 5%) 

1 H-NMR Spectrum (DMSO-de) 5 (ppm) : 1 . 42 (9H, s 
), 5. 17 (2H, s) , 6. 62 (1H, dd, J = 2. 4, 5. 6 Hz) , 7. 0 
1 (1H, dd, J = 2. 2, 8. 8Hz) , 7. 21 (1H, dd, J = 2. 2, 11 
. 2 Hz) , 7. 35-7. 42 (6 H, m), 7. 70 (1H, m) , 8. 14 (1H 
, d, J = 5. 6Hz), 9. 53 (1H, s ) 9 . 83 (1H, s). 
10 5 2 0] 

mmmi6 7) 4- (t-z**j>- 1 zl±M ^'J^^-i-^^^'J^ 

|6 - [2-7;^^P-4 - (3"7x^)l'7^f»ft')V^ K) 7jV_jLk 

g»#H^T, 4- (TWJ's- 1 ->f^) ^ ^ 'J v > - 1 - * v 'J V >? 7v 

K [ 6 _ (4-75;-2-7)Vtn7x^-» k? U 5 v > - 4 - -f *] T 5 K (4 
Omg) (lmD'tSffHfcft, D-10-*>77-^A'*>S (2 

2. 3mg) **qx.5^ram#U^ 0 itC7* = mfHyWT*-fr (3 4 
lmg) -T-bf-h'JJl' (0. 5ml X3) *Jnx., 3 0^i#Lfc» MCft 
(3 0ml) , jfiifllKII*tt b 'J *A*»ifc (2 0ml) ZmZ-Xfrm U * 
ttfi Srt&W^Bft**^" b 'J * ATjcjgffi (20ml) , * (20ml) , ttffM^C ( 2 0 
ml) KTife8M&, i^Kth'JfiC-C^tfco #«*«E9*Lfco 
iS^vV *yjW5A?D7 h^77-f - (Fu j i Silysia NH, ?#tBt£ ; 

-t)V (1. 5ml) (1. 5ml) *ftl;lT!MI3*fco 

, I^fn^Ci^II^ft (3 3. 5mg, 6 1. 8%) tSM*tU 

1 H-NMR Spectrum (CDC I 3 ) (ppm) : 1. 22-1. 50 (2 
H, m) , 1. 74 (2H, m) , 2. 07 (2H, q, J = 6. 8Hz) , 2. 25 ( 
1H, m) , 3. 11 (2H, m) , 3. 20 (4H, t, J = 6. 8Hz) , 3. 74 
(2H, s) , 3. 89 (2H, m) , 7. 0 8 - 7. 5 5 (8 H, m) , 7. 62 (1 
H, m), 7. 86 (1H, dd, J = 2. 4, 11. 6Hz), 8. 33 (1H, m) 
, 8. 4 1 (1 H, b r s) , 12. 4 2 (1 H, b r s) . 
E S I -MS (m/z) : 5 6 4 [M + H] + . 
[0 5 2 1 ] 

(1M16 7-D 4- jzM±JL£=-k=d£l - i -^> v^tf^V 2Z — a 

7^f-v>mmm (2. 35g) Of h?kKn7?> (60ml) life b 'Jif* 
7?> (3. 5 1ml) tti^o uCi:i-'<>y>-4-^n'> (3. 7 1ml 
) , (2. 2 9ml) Srjjnx., 7X^±"C»L/c 0 b 'J T -t b * 

b U *7 A (6. 36g) , yj'DDir/ (60ml) *iP£, £fi"C 3 . 3 B# 
HMW*Lfc. RJ6*t, Hr&^JRt St-C^mt-bU^ASrlrax., * (50ml 

) % ftgi^u (3 0 0ml) , «WPft»* (50ml) ^Unx-T^lfi Lfco ?jtJI£§£M 
(2 0 0ml) fifflLfc. ^S^^fe, &#0#tm*#-f b U * A7fcrtfi$T*^» 
U b 'J 7AtgiLfc. C«ftfl)|ra***Ei»L^ 

„ iih,*5;if*i-f* (2 0ml) (2 0ml) fc»»U 4Nli-i 

txf^ti (i imi) iMZ-tzo mth^tzmfctzM. ^*y-y-em&Ltzo -ft* 

a*t£J*U efe@#UTfM^<Dfflil» (6. 5 5g. £iB) fcfcfco 
ES I -MS (m/z) : 2 3 1 [M+H] + . 
10 5 2 2] 
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4- (TWy>-l-^^) -l-^v*^ 1 )^ 5llttO«4W (6. 5 

5 g) ©2-/n/V-^ (50ml) -* (50ml) «K 1 0%^7y^^| ( 

6 0 Omg) «rinx.> *IMKTMt2 3«HHWU, ftMK*%SU, 2-:/n/y 
-/UTflfcfrU 5l^lLf:.IIt:i^-^ (10ml) -^4Mr> (5 0ml) 

u efe»*aT«aifl:^ (4. 2 6 g ) 

1 H-NMR Spectrum (CDs OD) S (ppm) : 1 . 70-1. 80 (2 
H, m) , 2. 2 5 (2H, m) , 2. 4 9 (2H, m) , 2. 8 6-3. 12 (2H, 
m) , 3. 5 5 (2 H, m) , 3. 6 0 (l H, m) , 4. 2 2 (4 H, m) . 
ES I -MS (m/z) : 141 [M+H] + . 
[0 5 2 3] 

(g^!6 7-3) 4- [TWZz 1 ±) - l-^V-y^-l- *^ 

2_LLl2 ^' >k r 6 - (2-7^ta-4--ha7xy^^ n°i)5->'>-4-^ 

6 _ (2-7;vtn-4--H37i^y) tTU 5y>-4- / f^7?> (2 0 0mg 
) ©rF7tKn77> (10ml) Mi's Ifith'Jif^7Sy (0. 2 7 8ml 
) ^d«7i-^ (0. 17 6ml) S:1)P^> MM.-? 1 5»R«#Lfco RJS^S* 
S^xf;v (60ml) , * (50ml) X~frW.Ltz 0 #«JSfrte*ffiEBft^*'*~> * 
16* U itEiit^. RitKN, N-f >f ***A75 K (3. 0ml) , HJif 
jVT^y (i 0ml) , 4- (TWS»- 1 ~ 4 if^'J (6 8 1m 

g) tiraiU M-ei onfrwatttfc. Rt£«t*-i N*@Hfc+ h ') f (5 0ml 

) sfxf;i, (10 0ml) |:»BLt, :(MMr^tt»Att*"Cft*U fc*ttB** 1* 

5 7 4- (Fuji Silysia NH, »W« I B^^HfeK^* : * * ' 

-;u= i o : 1) -CWKLfco BW»Hfr**«§U i&Sefe@#t 

S4fe (3 6 4mg) £#fc„ 

ES I -MS (m/z) : 4 1 7 [M+H] + . 

[0 5 2 4] _ „ . 

(MM16 7-4) 4- f7^ff y>- i — ^ ^) -l -tr^yy- 

->'J-y? 7-/K [6 - (4-7U-2-7Ji/ta7x^-/) E'')?y>-4-^ 

4 _ ( 7 ^j;y- i -^;V) - 1 - tf^'J yy - 1 - y * 7vh (6 

- (2-7Hn-4--hn7x; + ->) tf'J 5 4 -4 75 K (364mg 

) ;-)vmWL (2 0ml) 1 0%^7y*7A^I (8 5mg) fciJD*., **# 

H^iT^fiT-1 2 ISWiRffLfc.- U ***«E»«L^o *#&ftfclHfr*ft 

;VT-ifcmL?o £*LfrjI$«£»U 6feS*!:LTiI{^l (16 Omg) 

1 H-NMR Spectrum (DMSO-de) 5 (ppm) : 1. 09 (2H, m 

) , 1. 5 7 (2H, m) . 1. 9 0 (2H, m) , 2. 15 ( 1 H, m) , 3. 0 5 ( 

6H, m) , 3. 79 (2H, m) , 5. 38 (2H, m) , 6. 37 ( 1 H, dd. J 

= 2 4, 8. 2Hz), 6. 46 (1H, dd, J = 2. 4, 13. 2Hz), 6. 9 

3 (lH.m), 7. 22 (1 H. d, J = l. 0Hz), 8. 37 (1H, d, J = l 

. 0 H z) , 9. 7 1 ( 1 H, m) . 

ES I -MS (m/z) : 3 8 7 [M + H] + . 

[0 5 2 5]. , 
(tft«16 8) 4- (7-b'^v>- 1 zAJkl ^ 'l^-l-^^'J'^ 

14- r3-7;v^-n-4- (3-7a-»7Wf ^•^V 'f P) 7^Z±2 
1 y 2 -W JH 7 5 K 

^t>y;i/ (4- 12- [ (4 -7-iff-*>*>- l --f;n;*^ •)->*>- l r 

miE#2 005-3029062 
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5/] t?V v>- 4 ->f ;U^-^rv| -2-7i^D7i-^) AW-b (12 8mg 
) W7h7t Kn77>)II (10ml) 10%A7v'7Ati (2 6. 2mg)£ 
JD^> TMI^IS^T^S-e 1 6f^P5»t7to filU^E =£: ^> SIJ . rh7bKD77^ (4ml 

) fffi&L-fzo :«Ho7m l ^mUnUtx-mmLtzo z<nnm.<n^t J -)v (3. 

0m 1 ) v#i£K, lSt"2-7x-JV7-lrf;i/-< h (32. 8mg)Oh 

;HV (3. Oml) ?#r££]to;U M-e2B#p B m#t/Co ECS-^SrS^m^^^ (6 0m 
1 ) > S&fD^TltifT h V "7 A7KM (30ml) KfrW.Ltz 0 tfii «r^n^7XT*^ 

?ovh^77^- (Fuj i Silysia NH, ifflt ; »f 

*:>*y-/i/=20 : l) tISU:, gtfjM7>£iS*t t/c 0 ^«:LC-msi:t 

«tLT»^ft (8. 9mg, 12. 9%) £#£ 0 

1 H-NMR Spectrum (CD3OD) 3 (ppm) :i. 16 (2H, m), 
1. 8 0 (2H, m) , 2. 11 (2H, m) , 2. 3 7 (1H, m) , 2. 9 1 (2H 
, m) , 3. 30 (4H, m) ,3. 76 (2H, s) , 4. 09 (2H, m) , 6 . 6 
4 (1 H, dd, J = 2. 4, 6. 0Hz), 6. 97 (1H, m) , 7. 05 (1H, 
d d , J = 2 . 4, 10. 8Hz), 7. 26-7. 35 ( 6 H, m) , 7. 49 (1H 
, d, J = 2. 4 Hz) , 8. 11 (1H, d, J = 6. 0Hz), 8. 27 ( 1 H, m 
) - 

E S I -MS (m/z) 15 6 3 [M + H] + , 5 8 5 [M + N a] + . 
[0 5 2 6] 

ataSffl 1 6 8 - 1 ) g^yjk (4- 12- r (4 -T-b'f-v>- 1 --f )Vj£r<VjS 
>- 1 75^1 e'jy>-4-^fW->l -2-7»tP7x^V) ft 

[4- (2 -75 V t£V v>-4 --f****) -2-7*tD7iS*] * 
;Wn*^- b (1 0 3mg) ©f h7tKD77V (5. Oml) IStf'Jxf 
^75> (0. 0 8 14) , ?Dnflj7i-)l' (0. 0 6 4 1 ml) £tJD;l> Ifi^l 
5*W»3?Lfc. RJ6ifc**»Lfc. MCN, N-y^fMW75 K (3. Oml 
) , hyxW?^ (1. 0ml) % 4- (T«f-y>- 1 ~-f^) 
mm (2 4 9 m g) fcim*., ^fiT* 10.5 ftPHIIttLfca 1 Nt^I^ h'Jf 

AtK^tS (50ml) , Kifif* (100ml) KfrfBLfco ^r««*ft»JdS*^«S 
i£L> h V -7A-e^L/c 0 *«EE«»Lfco SStvVA^ 

;v* 7 A7nvh^77^ - (Fuj i Silysia NH, SB* ; 
Wm^^'. *9 ;-)\<= \ 0:1) tiSL/:o Btt!fciHH:»ll&U 86*lfeilMK»fc 
U$1M (12 8mg, 8 4. 4%) 

1 H-NMR Spectrum (C DC 1 3 > 8 (ppm) II. 26 (2 H, m), 
1. 69 (2 H. m) , 2. 0 6 (2 H, m) . 2. 19 (1 H, m) , 3. 01 (2H 
, m) , 3. 18 (4H, m) , 3. 90 (2H, m) , 5. 22 (2H, s) , 6. 5 
0 (1H, dd, J = 2. 0, 5. 8Hz) •, 6. 8 4-6. 89 (3 H, m) , 6. 9 
9 (1 H, s), 7. 33-7. 41 (5H, m) , 7. 62 ( 1 H, d , J = 2. OH 
z), 8. 03 (1 H, d, J = 5. 8Hz), 8. 11 ( 1 H, m) . 
ES I -MS (m/z) 15 2 0 [M+H] + . 
10 5 2 7] 

C^^fe-gg 16 9) 4 f »7 ; y ^'J ■>"/ - 1 'J y ^ 7->K I 

4- r3-7;V^P-4- (3-7x = »7-bW»»HK) 7xy^r->] \£ V ~J > 
-2-4M 7 5 K 

^y'JJV (4- 12- [ (4 - yVfA-7 5 J fcf^'J VV- 1 1U) 73^] 

\£*) s J~y—A—4ft'1r 3 ? s s\ -2-7^^n7x-;v) ft;WNV - V <Dt h 9 ^ Ko 7 9 
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>*« (10ml) 10%A , 77^ai (21. 2mg) fciflx., *aS£H3CT£ 
fi-Cl 6B»WtWPLfc. |*ilt*r«»l, f h?kKD7?> (4ml) TifcifrU 4-v> 
•^;V75 y kf^'j v>- 1 -AJi'^v'J y * T*sY [4— (4-75^-3-7^ 
*u 71; ^r->) fcT>; v?>- 2 -<f >U] 7 5 K«f b 7 t Kn 7 9 >*tS (14ml) * 
ftfco :©H«7ml^@ilfK*«iU:, C(7)iti©x^7-;v (3. 0ml) 

M?ST-2 -7i-*7 , tfH Vfti'T*- b (2 6. 4mg) ©HVx^ ( 
3. 0ml) mmZbnz., Sl-C2#IHHILfc. RE* * (6 0ml) , & 

fn&Bfcfc** b y 7 A7K?#?S (3 0ml) tj^EU, £M <rlMPfttt*"t?ft*t, m 

imM-r b >; 7A«ifc. tfc« ®i*'> i )*W7A?n7 > 

^9 7^- (Fuji Silysia N i&fflifc ; ^m^^^-TO- 1 ^^ : * 9 
y-;i/=2 0 : l) till/:, %htitz®fo*^**f>KM\m-£^Xh 1 ®.\.-tz 0 ztii 
^*^>~?ffi&Lfz 0 £tt£LC-MS (?#&?£; 7-fe b- b <J;w-7k- b 7 ;v*n@£ 
BtfO CTfflIU:. IttWlBfl- M b U 7 

xf-A/K-^HEL^o ^«JS**S3M*aW- b U 7AT*KJ»L^o U fife©* 

fc UTM'fk'ft* (8. 4mg, 15. 4%) 

1 H-NMR Spectrum (CDs OD) 5 (ppm) : 1. 37-1. 47 (2 
H, m) , 1. 92 (2H, m) , 2. 31 (6H, s) , 2. 47 (1H, m) , 2. 
88 (2H, m) , 3. 76 (2H, s) , 4. 20 (2H, m) , 6. 40 (1H, d 
d, J = 2. 4, 6. 0Hz), 6. 97 (1H, m), 7. 04 (1H, dd, J = 2 
. 6, 11. 0Hz), 7. 26-7. 36 (6 H, m) , 7. 49 (1H, d, J = 2 
. 4Hz), 8. 11 (1H, d, J = 6. OH z) , 8. 27 (1 H, m) . 
ES I -MS (m/z) : 5 5 1 [M+H] + , 5 7 3 [M+Na] + . 
[0 5 2 81 

(«ffill6 9-D- 4 - 2* ±JkX § ^ ~ 1 — "^^JH^'J y> — 
•>Vf 5 > ttfttt (11. Og) O^nnxn (3 0 0ml) SiiKn-^ 
> V)\>- 4 - f ^ U K > (20ml) , IfcM (6. 15ml) trim*., **?&±"C*J* U 

fco cicnc, b «; r-fe b 7*-*- b u 7 a (34. 3 g) £2in;i> ?K?&± 2 0 

5MW«#Lfc&, M-C5. 5l$HJ*#Lfco RM^tK (2 0 0 ml) *iJllx.;fco $ <b 
piic^St h y 7A^7jci7)^7;v7J';i4t*^»*-ctax.T, M"? l o#ffl*#L 
/Co £*L*5frKU TldiftlRiffl'taHlLfc. b 'J 7 AT? 

S£»Lfco ft*»0*«Ji*:«E»«t^. ISCyi^^i-tJV (100ml) , 4 
NfflK-ftK-^f-^*ift (5 9. 5ml) *inx.fco £*L& yxf^x-t* (5 0ml 
) , (5 0ml) TtfJRflL @#*61RLit, ^LfcHffrfc yif /h-t* 

t?ft»Lfco d*t*a«ia»u ««feBi#fcb , r*«'ft'fi'*©a&is«j (30. o g ) 

E S I -MS (m/z) : 2 1 9 [M + H] + . 
[0 5 2 9] 

(Mj&ffi) 1 6 9 - 2 ) 4 -v^f-JWy^ / bf^'J y> "ffiBfttt 

4-y>f;V7? y - 1 -^Vv^tf^'J W (3 0. 0g)O2- 

7"n/V-;V (300ml) -tJc (300ml) i&Jfcfc 1 0%^7 y-)A^f (2. 0 g 
) £*D;i> 7jc«#H^Tm^T* 2 2eM«fl!Lfc«, tt«**S(JU 2-7 p u^<y-^Tft 
i£Lfco %ffifc»«Lfco mbtitzgigkZx-9 (5 0ml) 

yjf^x-fH/ (5 0ml) T*RLfc« £fifc%JRU £*L&>*/-;W (10ml 

) -eifc&Lfco ttt u m&m&t itsaMi:** (1 6. 4 g ) 

1 H-NMR Spectrum (CD3OD) 5 (ppm) II. 94-2. 05 (2 
H, m) , 2. 35 (2H, m) . 2. 89 (6H, s) , 3. 06-3. 16 (2H, 
m) , 3 . 5 2 - 3. 6 2 (3 H, m) . 
[0 5 3 01 

iMMM 1 6 9 ~ 3 ) (4- 12 - f (4-y^f^7^ ^'Jy'>-i 
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- b 

[4- (2-75; \£V*Jy-4-<{ frt^i/) -2-7HD7i^y7 
x-;U] 77;W<?,<- b (103mg) Oth?tKn79V (5. 0ml) £fi 
X- b >jxf*7 5 > (0. 0814ml) , ?DDfl|7ii* (0. 0 6 4 1 ml) £ 
ftnx., SiftTM 5»H«»Lfc. RlS**»E*»L N, n-S^f-**** 

75 K (3. 0ml), hyxf*7§> (1. 0ml) , 4-^f;V7^^'Jv 

> -%M& (2 3 5 m g ) fcjox., M-e*#L^o RE** i nMStibi- b "J 

»ft (50ml) , BMfct*-* (100ml) C*EU. Jfr«W«rft»***t?ft*L' 

vb^y^- (Fu j i silysia N H, m M I : 
>*y-*=io:i) -eflHRUfco BttftHfl-fcJMtU Iffei»^L-cii^ 
ft (lOlmg, 68. 1%) iWtZo 

1 H-NMR Spectrum (C DC 1 3 ) 8 (ppm) : 1 . 27-1. 55 (2 

H, m) , 1. 86 (2H, m) , 2. 27 (6H, s) , 2. 34 (1H, m) , 2. 

87 (2H, m) , 4. 09-4. 15 (2H, m) , 5. 2 2.(2 H, s) , 6.51 
(1H, dd, J = 2. 0, 5. 6 Hz) , 6. 8 5 - 6. 9 3 (3 H, m) , 7. 06 
(1H, brs), 7. 33-7. 41 (4 H, m) . 7. 51 (1 H, brs), 7. 

63 (1H, d, J = 2. 0Hz) , 8. 03 (1H, d, J = 5. 6Hz), 8. 11 
(1 H, m) . 

E S I -MS (m/z) : 5 0 8 [M+H] + , 5 3 0 [M + N a] + . 
[0 5 3 1] 

{gmUJLO} 3- [6- (2-7fr*-P-4- 13- T2- (4-7;VtP7x- 

E3t#B^T> 3- [6- (4-75;-2-7KD7iMv) f'Jv/'y-4-^ 
-j-^f-^-i- (i -^-^;l/tr^i; v>-4--f ^) 7^7 (70. 3mg) * 
x.? ;-)V (2ml) »C#J»***:lfc, D-10-*V77-^*^»(4 3. 7mg 
) *Jnx.5^IHI*#Ufco ddtCO. 24M 2- (4-7Hn7x^V) 7-te^JM 
Vf*i/7^-b-b^>iS« (1. 02ml) fcflD*., 17. 5 B#l$m# Lfco 

EMIIO. 2 4M 2- (4-7JVt07x-)l') 7-fefMVf*5'7*-b- 
hjvx>j|t (0. 3ml) ££<bK;&nx., 3 0 3-|W*#Lfco (3 

0 ml), ftfP^Wt**f-b (2 0ml) *irax.-C#ELfco *«B*iS«l 

b 'J *7 (20ml) , tX (20ml) > ftftfttt* (2.0ml) 

«feJWfe, *fcfcBfflH-h 'J7Ai:-Cgj|Lft, i9S*«E9*Lfco #6 3"J * 
^V*7A^n7h^77^- (Fuji Silysia NH, *IB*;^>: 
SHxf^=i : 8) CJ:i)ffllLtt, lWftS5fr**E*lfiLfco #<btL^^^v 
(1ml) (2ml) fcirailTSi* S^^^lL^t 

, J: *K &mil&® (3 9. 4mg, 36. 8%) fci*3tfe»5fc£ L 

1 H-NMR Spectrum (CDC 1$) 8 (ppm) II. 50-1. 73(2H 
, m), 1. 8 1 (2H, m) , 2. 12 (2H, m) , 2. 3 1 (3H, s) , 2. 9 
3 (3H, s) , 2. 96 (2H, m) , 3. 72 (2H, s) , 4. 20 (1H, m) 

7.13 (2H, m), 7. 17-7. 42 (5H, m) , 7. 69 (1H, m) , 7 
87 (1H, dd, J = 2. 8, 11. 6Hz) , 8. 35 (1H, m) , 8. 48 ( 

1H, brs) , 12. 39 (1H, brs) . 

E S I -MS (m/z) I 5 7 0 [M + H] + . 
[0 5 3 2] 

(^fjl7l) 4 - y>W5 J kT^J 1 -*n/#^r->'; v ? TvK [ 

6- (2-7^*0-4- 13- [2- (4-7**n7i-*) T-fef-A'] 

ki 7x^-» tf ? 9 Jy- 4 tsk 
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4 _y^fjv 7 5 j fef/«?i; v*>- 1 -5&;u y * 7~>K [6- (4-75/- 

2-7Wn7xMv) tf; §r/-4-'f *] 7 ? K (89. 3mg) SrJ.^y-;!' 
(2ml) CiH^^t, If fi^T, D-10-*>77-^*>«(55. 3 
mg) *init5^Wt^o 0. 2 4M 2- (4-7^n7x-iV) 7-fe 

i^;M vft-/7^- b- f^xy|il (0. 4ml) £ira;L, 1 R#TO# Ltz a -toffe 
, R)£$^0. 24M 2- (4-7A'*n7x-A') 7-tf H Vf *^7*-b - F 
(0. 4ml) ££<bKjjnx., lB#«#L£o JSO&i£K51^f-*' (3 0m 

i ) , mmm?mi- y v 7a*»» (2 om i ) **n^r^set, *«w 

%-T Y 'J 7 A7Xr§?W (20ml) , 7X (20ml) , j&fnfttt* (20ml) £"C?Jlsi£& 
b 'J * ACTft*tfc. »i*IE9*Ufc. >> 'J ar** 

7A^7b/77^- (Fuj i Silysia NH, SttiSl^niSli 
^;v=8 : l) let Dtt«Lrt:1fc, BM*lI53-**E*»L2fco.f» e»ftfc«iCi'*^i' 
i--r;b (0. 5ml) t^**ty (4. 0ml) *Jn;i"CJK?B3-tf fc» ffift* ?>WLtz 
a«K*-r*ifctJ: <), ftfHfc-ft* (2 4. 9mg, 18. 4%) ^fiWH 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) :l. 50 (2H, m), 
1. 91 (2H, m) , 2. 30 (6H, s) , 2. 38 (1H, m) . 2. 96 (2H 
, m) , 3. 7 1 (2H, brs), 4". 12 (2H, m) , 7. 12 (2H, m) , 7 
. 16-7. 50 (5H, m), 7. 63 (1 H. s), 7. 86 (1 H, m) , 8. 3 
3 (1H, s), 8. 46 (1 H, brs), 12. 38 (1H, brs). 
E S I -MS (m/z) :5 7 0 [M+H] + . 
[0 5 3 31 

(mnmn2) 4- (rwjy-i-J fr) ^'jy^-i- ^^y'j^ 

7vK T6- (2-7^*0-4- 13- T2- (4-7^tP7 i-») 7jfc±jh! 

Mf?f#H^;T, 4-7**07*^7*^^09^ K (5 8mg) \z***/T V&ii 
'J 7 A (6 5. 3mg) fcT-fc b- b U A- (4ml) *iPx.> 6 OtCt 2Hil#Lf; 
o KJ£**M*-C»fr*PL;fcfc, RJoiftKlWUtf-* (3 0ml) tlMD***** b 'J 
•> AtK«F« (2 0ml) *irax3 0#M«#Lfco *#ELfc&. frttLfctfft 

« b 'J 7 (20ml),* (20ml), «HD*«* (20m 

1) TifeifrU te**H*7-b i ;*A-CEi*Lfc. ^ 
^cr>2- (4-7*tn7x;jl/) 7-fe-f-A^f Vf-tVT*- b £3f-fer41£t/ £: LT#7t 

° 4 _ (y-ef-i/y- l ;i/) fcf^D 1 9 7vK [6- (2 

_ 7 ,l /tD _4_ 7 ;;7 I ;3f-» fcf V 5 v ^ - 4 - 4 JU] 75K (7 0mg) Sr-^* 
(2ml) M##B5aT, D-l 0-*V77-^**>l (4 

3mg) SrJnx.5^«^Lfe 0 Cl CI K 2 - (4-7H07x-*) 7*f;WVf* 
-> 7 *_ h-r^r h (0. 5mlX3) tin*. 2 HBStfLfc, R(B*»C»«x 
(3 0ml) , &*O0tm7jtSf:r- b 'J 7 AtK^tK (2 0ml) fctaxTfl-EU 181 
fcf&fn&Bfcit*?- h V 7 ATjc^fS (20ml) , tK (20ml) , g&fn&i&Tk (20ml 

ij Ttf-^;!/* 5 A ? n-7 f/77^- (Fuj i Silysia NH, *ttBl£ ; ^7°* 
> : »*J-f-*= l ■: 5) i:i *)m$lLt:&, i»*I^t«E*»Lfco »&*L;fc5*a 
CyxfjU-fJl' (0. 5ml) t^^y (4ml) £irax.T@#*®S $-£fco @ 
ttfcfcJRLfcflL l^t^iCJ: 0, mmft&® (3 6. 9mg, 3 7. 8%)* 

1 H-NMR Spectrum (CDC 1 3 ) * (ppm) II. 23-1. 40 (2 
H, m) , 1. 6 3 - 1. 8 4 (2 H. m) , 2. 07 (2H, m) , 2. 25 (1H, 
m), 3. 11 (2H, m) , 3. 20 (4H, t, J = 6. 8 Hz) , 3. 71 (2H 
, s). 3. 80-4. 00 (2 H, m) . 7. 12 (2H, t, J = 8. 4 Hz) , 7 
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. 18-7. 50 (5H, m) , 7. 62 (1H, s) , 7. 86 (1H, d d , J = 2 
. 4, 11. 6 Hz) , 8. 3 3 (1H, s) , 8. 4 9 (1H, b r s) , 1 2. 3 8 
(1 H, b r s) . 

ESI — M S (m/ z ) 15 8 2 [M+ H] + . 
[0 5 3 4] 

(^117 3) 4- (b?n'jy'y-i-^^) y:/- i -ft JUK^i/U y» 

7vK T6- (2-7**p-4- 13 - T2 - (4 -7;^n7 x-;i/) 7-fef-*] 

E^#ffl^T, (4 -7Jl/*n7x- *) 7-fcf-*? n 5 4 K (3 4 5mg) fcf-rfrv'T 
>Hfc*'j7A (388m g) tT-b b- b 'J* (2 0 m 1 ) *Jp£. 6 0 "CKt: 2 B*lflJ« 

> (10ml) fcteJfn&Bft*** b VV^frmWL (10ml) £*nxT 2 Ofl-IBja^U 

0. 2M 2- (4-7**071-*) 7 -tf V f t v 7 ^ - f - b *i 

ffi;ft»o 4 - (eoyyv-i-'f *) if y > - i - a **** v »; v v r -> k 

[ 6 - (4-7U-2-7*tD7x/Jfy) t? U 5 v > - 4 - A *] 75 F (8 8. 
4mg) £i*y-* (3ml) K!K» D — 1 0-^7r-^W>S (5 

1. 3mg) *JmiL5 5-W«#Lfco iCICO. 2 M 2- (4-7***7*-*) 7 
■bfn"fyft*/7*-h-HH5'»* (1. 3ml) ?rDnx. 6 2B#P^^#t7 l Co SCS 

tatK^a^^* oomi) , lafp^m^T- b v 7Atkm (20ml) fctrax-ca-E 

**&*IlfcBMc*7- b U 7 (20ml) > * (20ml) , fifllftfi* 

(2 0ml) KTfttMk teTK^mf- b 'j9A[:tglL/: 0 ****E9*L;fc|fc, # 
*y**7A$ r n**'b$ r 9 7'r- (Fuji S i 1 y s i a NH, 
; ^7**> :IHR-xf-*= l : 9) fciOfllNKLfco IWII^^giL^ # 
fctifcBiatfc^f-*-*--'^* (1ml) (1. 5ml) fcSn*.TSSffi3*fc 

0 BH***WLfc*L a«<©l»-r*itKJ:i}, Mft#» (4 4. 7mg, 3 4%) * 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) I 1 . 2 7 (2H, m), 
1. 8 1 (4H, m) , 1. 9 7 (2H. m) , 2. 2 4 (1H, ra) , 2. 5 9 (4H 
, m) , 3. 04 (2H, m) . 3. 71 (2H, brs) , 4. 03 (2H, m) , 
7. 12 (2H, mj . 7. 18-7. 3 2 (3H, m) , 7. 3 3 - 7. 4 6 (2 H, 
m) , 7. 63 (1 H, m) , 7. 86 (1 H, d d, J = 2. 4, 11. 6Hz), 8 
. 3 3 (1 H, m) , 8. 48 (1H, brs), 12. 38 (1H, brs). 
ESI -MS (m/ z) : 5 9 6 [M+H] . 

[0 5 3 5] 

0Kj6ffll7 3-l) 4- (tfn V v>- 1 ~-f *) ^'JW-i-^^y'Jy 
? 7->K f 6 - (4-7^^-2-7 **n7*/ J r'» l^ l )5y'/-4- / f *1 7 

. 3 K 

6- (2 -7**n- 4 -= b D7x7 *v) tf V 3 5* > - 4 - <f *7 5 > (150mg 
) *mmWm%T, 7" b 7 fc b*n 7 9 > (6ml) yXTfc^ip-R- b 'J 
iWr/ (0. 2 5 1ml) t?on«7x-* (0. 2 2 6ml) fcifflx-fco R 

jes«*mhru, 3 o»iw«fliU«, KBWLzmmmmLtzo %bMznm^* - ( 

k'n'Jy'V-l-'f *) (3 7 0 mg) — N, N-^fM^7?K (6 

ml) ZmZ-t:®. 1 5. 5B*W*#Lfco KJfcifcfcftBtx^* (3 0ml) , t&fB^Mk 
7Vt-->A*»S (20ml) fcftlx.-Cfl'ELfco *T*S® SrfSfD^tT 7 
% (20ml) „ tJc (20ml)., ftSfPftft* (20ml) T8fei£&. b U 7 

AC-C^U, »&fc«ffi9*L*:8L #e>ttfc»aESr->U*r**7A^nvb^7 

7 - f- (Fuji Silysia NH> »HJ«; ^7?'/ :»*i^=l : 5) i: 
J:Dtt»Lfco BW!»li«-*«E««li-*-t^«tO, t»»*»4- (fn<j v>- 1 
->f^) e^'Jy'V-l-A^^y'J"^ 7->K [6- (2-7**o-4-- b 
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D7i ^V) kf'J 5V>-4-'f;V] 7 5K (8 8. 4mg) £ LTlf 

±feffim» (8 8. 4mg) (6ml) tf h5tKn7y> (6ml) 

£J)D;LTr#fll£-£*:^ mm^m^TKl 0%^7vfA^| (1 2 8mg) £JJ!lx£o 

^97 -f- (Fuji Silysia NH» »B*;*iif A'lxjry-^l 9 

: i) nii?»*ufe«, EtowwfrZfa&mmir&ztKXbmmMmv&mtt&w ( 

8 8. 4mg) Sr^fe^^i: LTftTto 
ES I -MS (m/z) : 4 0 1 [M+H] + . 
[0 5 3 6] 

mmmi7 4) 4- (ti°pvy>-i-^^) ^'j-^-i- jim^'jy^ 

72Jf T4- (2-7^^P-4- 13- r 2 - (4-7^D7x ^) 7*?^] 
frW_Kj 7iMy) 2- 4*1 73 K 

m^m%T. - (4 -7)^n7x-^) 7*h75K (2 8 2 mg) £ 1 , 

(2 0ml) Srinx-^o RJ&**«#T-C, 1 1 0tn-#S?^: 
ft* RlCcfSKKl^WJ^^o^'f K (0. 2 0 1ml) OBx-s 14. 5 B#Fb131# Lfco 

3*3£B*tT\ nbtitzmm-N, N-^f**^7?K (4. 5ml) «rjj|]x.fc!fc 
4- (t'n'Jy^-l-^^) ^'jyv-l-A^y'J?^ TvK [4- ( 
, 4 _ 75 ;_2-7;l/*n7xy^y) 75 K (2 4 5mg) -N 

N-y'^mM7U' (0. 5mlX3) SriD/U 1. 5 ftlWaH^Lfco 
«xf;v (2 0 0 ml) fcttJfDjftHt*** h U 7 (50ml) T^SU. # 

IRLfctftI *r<&*I^Hft*3R^ > V 7 ***ifc (50ml) , * (50ml) , ttftfttt 
7K (100ml) -C«*ft*Ufc«, h 'J yAt««Lfco «ffi®*L 

HP>*LfeJSat4:->U *W7A?D7 F777-f - (Fu j i Silysia 

nh. ?#ffi$. ; «^7°* >:iiif^= i : 5~i : 8) laMSL/co BWI* 

tifcffittSLfclfe, #&*tfc»itt:^J-f-A/i-f-/l' (3. 0ml) b^*Vr> (3. 0 

mi) ztuz-rmfczmmmttzo 8****1**:*, mititm-t vmmitG 

m (171. 2mg, 48. 3%) iafe»*tL^ft. 

1 H-NMR Spectrum (CDCh) 5 (ppm) 1 . 44-1. 66 (2 
H, m) , 1. 79 (4H, m) , 1. 93 (2H, m) , 2. 20 (1H, m) , 2. 
57 (4 H, m) , 2. 96 (2 H, m), 3. 72 (2H, s), 4. 01 (2H, m 
) , 6. 23 (1H, dd, J = 2. 4, 5. 6 Hz) , 7. 02-7. 40 (4 H, m 
) . 7. 21-7. 34 (3H, m) , 7. 55-7. 66 (2 H, m) , 7. 94-8 
. 13(2 H, m). 10. 55(1 H, brs). 
E S I -MS (m/z) : 5 7 9 [M+H] + . 
[0 5 3 7] 

mmmi75) 3- f6- (3-7**0-4- 13 - \2- (4-7Hq7x- 

)V) T-fc^^l t^jVAJX 7x7^/1 tfu 5^>-4 ->f *i - 1-^7-^-1- 
( 1 T-juf^u V"y- 4 --f ;v) 

N- (2-7>i/*D-4- 16- [3-^^-3- ^t'^'Jyy 
-4->f;i/) 7l"f F] kf'; 5 VV- 4 -4 ***v| 7x-^) #;w^-b (18 9 
mg) t^b?kF07?> (2 0ml) fc»#**;fco 2 0%*ift^7^vARf ( 
1 0 4mg) fciflx., **#H$CTt?l 0B#HJ*#Lfc. tt#*2>HlU If***-*-?* 
frbfco %»U «****>*T«ETtaMSL, 3- [6- (4-75/-3-7^tn 
■73.;**;) fV5y>-4-fJV] - l f-*- 1 - (1 - ^f )V^')^>-4- 
<;v) ^l/7i#*ifett«*i:Ltftfc [ESI -MS (m/z) I 3 7 5 [M + H] 

3 _ [ 6 _ (4-75y-3-7)Hn7x/^y) fcfy 5 ^ 4 -4 *] 
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(i -t^-)],}*^) yy-4-<< vurmtt (+) - io-*>77-* 

;wt>I (8 6. 2mg) Oi^-*-(2. 5ml) »2- (4-7^ta7x- 
7-bf;l"fVfiv7^-f-f;l'i>M (0. 2M, 3. 4ml) *£M.KX1JU 

-e^LfCo ?§J»@*U SMfctS"; *^k*^?nv b ^57^ - (Fuj i Si 
1 y s i a NH> ! ^f;V) OffiSJLfco § W«®fl-*«ffi»SiS U t# 

^fc^$t:yxf;^-f)i' (2. 0ml) *m?LX$$&*ffimZ*tfco ffi£k*?>ML 
, J: 0> &»ft*tt (2 1. 0m.g, 10%) * k UTftfc 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 64-1. 72 ( 
2H, m) , 1. 7 4 - 1. 8 8 (2 H, m) , 2. 04-2. 16 (2H, m) , 2. 
31 (3H, s) , 2. 8 6 - 2. 9 8 (5 H, m) , 3. 72 (2H, s) , 4. 18 
(1 H. m) , 6. 9 5- 7. 0 5 (2 H, m) , 7. 0 9-7. 15 (2 H, m) , 7 
. 20-7. 40 (3 H, m), 7. 62 (1 H, d, J = 0. 8 Hz) , 8. 35-8 
. 4 2 (2 H, m) , 8. 4 8 (1 H, b r s) , 12. 3 2 (1 H, b r s ) . 
[0 5 3 8] 

(HiSflll 1 7 5 - 1 ) 4-;na-6- (3-7)Hn-4-- fP7x^-» gJJ 

mMnm%T. 2, 6->^nnf'J5y> (5. 0 g) k3-7*tn-4--l>07 
(6 1 1 g) *IS(:Tl-^fJV-2-eniji;y> (2 5ml) 
yVvynE'JVif;V7?> (6. 8 1ml) fciJP/LT 5 0 "CKT 1 3 m®M& 

1 NTK^kr- m * atrm, tKs i o v tf A7K*«t, «rtD*tt*T?«*«fe 

2 5mi) *ira;LTtta**rm3-£fco -«*t%5tu »5MW*i-a £ 

ft (2. 6 1 g> 3 0%) i LXWtZo %m%$L&iik%feLxnbtitznm~V 
(30ml) tmZ-rffiWLtZo ffimLtz&&*?>mL. yif^-r 
;u (5m 1 x 2) T?ifei* U a«K*t4i.fcKJ:»)$I^* (3. 98g, 4 4%) 

1 H-NMR Spectrum (CDCls) 8 (ppm) 17. 09 (1H, s) 
, 7. 14 (1H, m), 7. 20 (lH, m) , 8. 20 (1 H, d d, J = 8. 8, 
8. 8Hz) , 8. 6 2 (1 H, s) . 

[0 5 3 9] 

(«jjfffl 1 7 5 - 2 ) 4- (4-7^-3 -7^tP7xy^ry) - 6 - g P n U 

ligllt 4— ^nn— 6 — (3-7;i/tn-4--H37x7^fy) fcf'JS^y (9. 7 

2 6 g) *3-9J-K (10 0ml) -N, N-y^fWA75 K (100ml) 

* (50ml) , M7>^-7A (2 0 g) > ftttftft (1 0 g) £*D 
x-Cl 0 0ti:TlHfflS#U. RlS**:S»4T?»fcWb;fc. *7>f b*a£T**» 

»&S*U ^iBlt£* (8. 2 0 4 g, 9 5%) « 

StfeftfikLTfcfco 

1 H-NMR Spectrum (CDCls) 8 (ppm) : 3 . 76 (2H, br 
), 6. 74-6. 9 0 (4 H, m), 8. 60 (1H, s) . 
[0 5 4 0] 

(g|gj 7 5-3) 4-7$y-6 - (4-7U-3-7»t P7x^y) fcjj 

4 _ (4_ 7 5/_3- 7 jvtn7x7*y) - 6 - ? n a if >; 5 *S > (2. 2 5 g) Z 
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f]>7t KD75> (25ml) , 7N7>*-7-^ (50ml) 

ttfK 1 3 Ott3 0«Lf:. RJ&iS*MiT?^*PLfc^ ftBU-f-^fc 

i ntk»^^ b v <y j*ykmmx'frniL?zo ^tLtz^mm^tkm-k^x-m^Ltzo 
i : 3-*«^^^) »>*«u &mt&»i (o. 7 3 g , 35%) *«fea#a 

1 H-NMR Spectrum (CDCla) 5 (ppm) :3. 69 (2H, br 
), 4. 81 (2H, br), 5. 80 (1 H, s) , 6. 70-6. 86 (3 H, m) 
, 8. 2 9 (1 H, s) . 
[0 5 4 1 ] 

iMMM 17 5-4) iVitfr N — r 4 - (6-7^tf'Jv>' ^-4-^»i^-> 
) - 2-7)^a7x^;v1 

4-757-6- (4-7^-3-7)Ptn7x^y) b?'J5v?> (730m g) £ 
7-t r- > (60ml) -* (30ml) fc»*3tffcfk **«*»TtjftBfc**^ h U 
7 A (335mg) , ^>v;W ^nn*JM-l (0. 550ml) &inx.T|»JfflKT 
*#bfco 3. 5BSM«. 9 A (14 0mg) , >ruu*fr* 

-Y (0. 12 0ml) fcitinLT, $?>|:i«FWa»Uo Klo«**m*l&U »S 
HS^xf^ (50ml) -f FnKn77> (100ml) fcifeffi^BI**^ M! * 
AtKM (5 0ml) *m*-c'*#Lfco #«®*fl«U ilMOttflKttt*-Cft»Lfc 
ft, #*Ji**EiMiL;fco MC^f^ (2 5ml) *iHx.T*#L;fco WWLfc 
^i&ftfc^U ftRxf^ (5ml x3) tife&Lfco fcflfcfcWEftlli UTfc&tifcJS 
|^y'J*^A7A?n7i>777^ (*tti«E ; > : S»xf-^= 1 : 2 ~ 1 
: 4) |:iO»SL, Mffr&W (5 14mg, 4 4%) SrgfeW'fe©**: LTfcfco 
1 H-NMR Spectrum (CDCls) 8 (ppm) :4. 86 (2H, br 
s), 5. 23 (2H, s) , 5. 86 (1H, d, J=0. 8Hz), 6. 86 (1H 
, brs), 6. 90-6. 95 (2 H, m) , 7. 30-7. 45 (5 H, m) , 8. 
1 3 ( 1 H, m) , 8. 2 8 ( 1 H, s) . 
[0 5 4 2] 

(SHfrWI 1 7 5 - 5 ) ?<Z2Jk N- (2 -7Hn- 4 - 1 6 - T3 f-Jl'- 3 - 
(1 -;<f-;Hf^'Jy>-4--nv) fr^-f K1 ^'JSyy-4-^^t^yl 
) ft - b 

7i-ji/ ' N — [6- (4-^>y>i*yAM-;i'7?>'-3-7)i'tn7i/^y 
) tf'j < >- 4 --f ;v] -N- (7^y ^ri/*;w**-;v) A;W^-hi# (3 5 8m 
g) |:f Si:t l - ;i/-4 - >f ^7 5 ^ l^^V 9 JV (0. 3 5 5ml) ON, N-— 
j;>f***A7 5 K (2. 5ml) Jnx.T 2 WpW«#Lfco KlSifc * 

^7 7 -r- (Fuji Silysia NH, ^fflf£;^-/^> 

f-;v : > * /_;!✓ = 9 5 15) KJ:0»»U M-fb-fr* (189. 4mg) 

1 H-NMR Spectrum (CDCls) « ( P P m) :i. 6 0- 1. 9 0 ( 
4H, m) , 2. 04-2. 14 (2H, m) , 2. 30 (3H, s) , 2. 80-3. 
00 (5H, m) , 4. 18 (1H, m) , 5. 23 (2H, s) , 6. 88 (1H, m 
), 6. 92-6. 96 (2H, m), 7. 29 (1H, brs), 7. 30-7. 45 
(5H, m) , 7. 58 (1H, s) , 8. 16 (1H, m) , 8. 38 (1H, s) . 
[0 5 4 3] 

( jjflgfffl 17 6) 4 - ( en V v y - i - ± )±} bf^'j yy— i —ii > !2 z Z 

7->K f4- (3-7»tn-4- 1 3 - T2- (4-7«/ta7x-») 7tf;v1 
f-pj- 7 V Kj 7 j. y * -» tf U v > - 2 - << /H T 5 K 
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s<y*j)v [2-7)v*u-4- (2- I [4- (en ye/*- 1-4 *) ^'iv^- 
l-**^*] T5/| tru v>-4 -4*** SO 7x-;H 7>;wsv-b (15 5 
mg) Of h?KKn7?^ (10ml) MC2 0%*BI^7y9A^I (4 0. 7 
mg) fctlllx., ***lftTSItl SMlfftft. SMC2 0%»<7^A 

(8 1. 4mg) fciJDx., **#H«TgzS.-eSfcfc3. 5WpH«^L^o 
SU> iMfh7tFn7r/«U 4- (tfn>Jv>>-l-4;iO tf^';v>-l 
-»W/'J»^ TVK [4- (4-75/-3-7**n7*;tf) tf'J^> 
-2-4*] 7 5 K©f h?fc KU7 9>»« (2 2ml) fcfcfc (ES I -MS (m/ 
z) 14 0 0 [M + H] + ) o £W7*>©1 1ml fci^y-* (4.0ml), (IS 
) _ ( + ) io-#'/7T-^**>» (6 7. 4 nig-) tJWX., Sat?5fl-W»i*b^ 
0 ddir^ST'2- (4-7*tD7x-Jl/) 7-fe^*4 Vft'/T*- h 0. 2Mb 
(0. 8 7 0ml) £JJP;L, IStm»t^. 2- (4-7JVtD7x 
-)V) 7-kf-* •f7ftv7^-> 0. 2MhJVi>M (0. 4 0 0ml) Srfinx. 
, gfi-C2H#lfl»#Lrt:o 2- (4-7K07i^) VftvT^ - b 

0. 2MbW/M (0. 4 0 0ml) tlBil, ia"P2B||IIJWU. HK2 - ( 
4-7Hn7x^) 7W >fvft'>7*-h 0.'2MhJH^ifft (0. 7 

0 0ml) £*P;L> Mi&TM 5fl-W«#Lfc„ jR(S«*rft*n&B&**'f- b V ^A*«FIBt- 
ftSjxf-^Hfl-lELfco U &7fcfiSc8£+ b 'J * A Life. 
iil^EIIU ->'J *y**9A^D7 h^?7-f - (Fuji S i 1 y s i a 

nh, : ftBi^ ^= l : i~i : 2~ft*ifJ>) -c*l»Lfco SB 

%*£trlI#*«flE**SLfco »fc*LC-MS m&>WL',*-T*Y-Y } ) b V 

7**nfj:B*&ijn) -cffiSb^o lttWH$fr*—«»E**U c*L*ft*n&»*3t?- > 

At?ie*L^. #«W*»ESM«U SW^ffiM (2 4. 5mg, 2 8. 4%) «r 
^ (15. 4mg) 

1 H-NMR Spectrum (CDCl's) 5 (ppm) : 1. 48-1. 58 (2 
H, m) , 1. 80 (4H, m) , 1.'94 (2H, m) , 2, 22 (1H, m) , 2. 
58 (4H. m) , 2. 98 (2H, m) , 3. 72 (2H, s) , 4. 02 (2H, m 
) , 6. 56 (1H, dd, J = 2. 4, 6. 0Hz) , 6. 91 (2H, d, J=8. 
8Hz) , 7. 09-7. 14 (2H, m) , 7. 25-7. 32 (3 H, m), 7. 6 
8 (1H, d, J = 2. 4Hz), 8. 08 (2H, d, J = 6. 0Hz), 8. 32 ( 
1 H, m) , 1 2. 3 0 (1 H, b r s) . 

E S I -MS (m/z) : 5 9 5 [M+H] + . 
10 5 4 4] 

mmmi7 7) ' 4- (y-tf^yv- 1 =AM ^'jy^-i-*^^>'iy» 

7 ->K T4- (3-7^D-4- 13- r 2 - (4-7)VjD 7x^) 7-bf-JH 
f^frWKt fcf'Jy>-2-4*1 7s K 

[4- (2- I [4- (7ffy^-l-'f^) ^'J-7V-l-*^f-^ 
] 7?;| eyy*- 4 -4***30 -2-7**07* = *] * */<■*-* (12 8 
mg) cox l7t K077>» (10ml) K, 1 0%^7V-7A|£# ( 2 6 . 2 m g 
) SriPx., **»ISlTSfi?l 6B$W*#Lfco tt«E**SIU f>7tfn77> (4 
ml) Trft&U 4- (74£^v>- 1-4*) tf^ 'J v V- 1 - * **** v 'J y 9 7 
s y y [4- (4-7 = ;- 3-7*tD7x/*y) fcf'J 2 -4 *] 7 5 KOt 

hn'KD7 7>§» (»14ml) (ES I -MS (m/z) : 3 8 6 [M+H 

] + ) o £iT.£-««E»«L4. 5m 1 HL7c^coco^*>c0 1. 5mlUi*y-* ( 
1 Oral) , (IS) - ( + ) -1 0-*777-^**vS (3 6. 4mg) SrTjPx. 
> ka-C 5 Lfco --HMT-2- (4-7**H7x=*) 7-kf* 4V> 

^, >7 ^_|. o. 2Mh*^V»S8[ (0. 5 8 8m 1 ) £JP;U gST 2 BSIHHKflsLfc 
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h'J^Af^Lfc. dtifcMMItU y^^*7A^D7h^7^ (Fuj 
i Silysia NH, : 2~Sfxf^) fi 

«Lfc„ itt»**trWfl"**E»»K:o »**LC-MS (»Hi«t I *-7-fe b - b 

± b 'J V A*»ifl^II«*-f-/i'fc4WELfco #«Jf*IMnAtt*TftiMfe, *R*«Bfc^ b 
•J*A-e*gJ»bfco tf*W**BE»«U iMtoWfi&fiSiW (15. 5mg) *#fc 0 - 

(lml) fcinilTBHfcStffco H#*:t*tt*«jf**-C6?tU 
i*L*^**^-C«fe»tfe, U afe»*fcfC*»fb** (11. 0 m 

g) *%tz<, A n . 0 

1 H — NMR Spectrum (CDC 1 s ) 6 (ppm) M. 23-1. 47 U 
H, m) , 1. 74 (2H, m) , 2. 08 (2H, m) , 2. 26 (1H, m) , 3. 
04 (2H. m) , 3. 24 (4H, m) , 3. 72 (2H, s) , 3. 92 (2H, m 
), 6. 55 (1H, dd, J = 2. 4, 5. 6Hz), 6. 91 (2H, d, J = 9. 
2Hz) , 7. 11 (2H, m) , 7. 2 9 (3H, m) , 7. 6 7 (1 H, d, J = 2 
. 4Hz), 8. 07 (1H, d, J = 5. 6Hz), 8. 32 (1H, m) , 8. 64 
(1 H, s) , 1 2. 2 9 (1 H, s) . 
E S I -MS (m/z) I 5 8 1 [M + H] + . 
[0 5 4 5] 

TvK f4- (3-7;V^-a-4- 13- \2- (4 ~7 )U*uy ^-fr) 7-fe-^H 

[4- (2- | [4- (7-fe*fy*y-l-'f;l') \£n) V>- 1 -* 
] 75 y| tf V v?>- 4 -4 /I'** SO -2-7*tD7x-)H Hfcrtt-Y (12 8 
mg) Of h?k Kn7?V»« (10ml) 1 0%^7V7AM ( 2 6 . 2 m g 

) £jnx., **#H«Taa-ei enwmwhtzo mm*?>w> f>?tKD75> (4 

ml) Tfta-U 4- (7-fc?^v>- 1 --OW tf^U^>- l-*^v'J 7 
vK [4- (4-7?;-3-7Wn7x; + -» WW- 2 -4*1 7§KOf 
h?t Kn7^>»* (»1 4ml) fcftifc (ES I -MS (m/z) : 3 8 6 [M + H 
] + ) o C^^-Ml±jifilt4. 5mli:L/:i^H«3. 0mlClilt2- ( 
4-7*tB7i-*) T-fcf-^ ^fVv7*-b (0. 2 5Mf b 7 KD77>»iS 
, 1. 57ml) tin it, iitO. 5^»Uo E£Si:lfit2- (4-7** 
U7^=-)U) 7-fef-JV -*Vv7*-b (0. 2 5Mf b 5t Kn7 7>»», 0. 8 9 
m 1 ) fcJniU MUX' 0 . 5 l$lfll«#Lfco BU&lltBXaStWa&i- b 'J •> A7Rr#^-6^ 
Rif^fcfl-ffiLfco #^*4te*tt»^bU Lfco £*l**EE*«U > 'J 

*^*7A^nvh^77^ - (Fu j i Silysia NH, W;^7*^> 

i^LC-MS (»ffi*;*-7-kb-b';/M^ bU 7^*nftg|*Jn) ^SL^o 
Btt»M#*--«*E»»U £;K.fc*&5fO&l***-*- b y * A3K»*-*m^^^^5-E 

U Bftjt/<affl£/» (3 0. 3mg) fc&fco ^C^fW-T* (lml) , ^ 
(lml) , 7-bbV (0. 2 ml) fciraxTWW LfcH#*«S3*fco 

(11. 3 m g , 2 4. 2 %) £#fco 
1 H — NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1 . 24-1. 33 (2 
H, m) , 1. 6 8 - 1. 7 3 (2 H. m) , 2. 06 (2H, m) . 2. 21 (1 H. 
m) , 3. 03 (2H, m) , 3 . 1 9 (4H, m) , 3. 73 (2H, s) , 3. 90 
(2H, m), 6. 52 (1H, dd, J = 2. 0, 6. 0Hz), 6. 87-6. 92 
(2H, m) , 7. 08 (2H, m) , 7. 2 6 - 7. 3 4 (3 H, m) , 7. 62 (1 
H, d, J = 2. 0Hz) , 8. 04 (1H, d, J = 6. 0Hz). 8. 15 (1H, 
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m), 8. 90 (1H, m), 10. 72 (1H, brs). 
ES I -MS (m/z) : 5 6 5 [M+H] + . 
[0 5 4 6] 

(gjjMJL7_9) 4- 1 r (3_SJ -3- [jLi£i!iZAZ2L±jk) ea'Ji^ -l- 
fjtj *)V*=.)VT*J\ -6- (2-7;U*P~4- 13- f2- (4-7MP7x 

4 _ ( 4 -75;-2-7Hn7x/*f) -6- I [ (3S) -3- (v^^TS 
y^f-;i/) t'n'jyV-l-^^] # ;U*'-;WT 5 7 1 tTUSvV (10 5mg) ( + 
) -10-*>7r-^**>l (65mg) <n*-9 J -fr (2. 5ml) iSiftfc 2 - ( 
4-7)l/tD7x-JP) 7ft->7^- b~ bA^^t^ (0. 2 M, 2. 2 

Fuji Silysia NH, : ^>=2 : l-ft»x^ 

) CitJilU %Mit&m (6 0. 5mg, 3 8%) Sr LT^f 
1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1 . 72 ( 1 H, m) 
, 2. 10 (1H, m) . 2. 25 (6H, s), 2. 29-2. 32 (2H,m), 2 
. 50 (1 H, m) , 3. 20 (1 H, m) , 3. 40-3. 70 (3 H, m) , 3. 7 
1 (2 H, s) , 7. 10-7. 4 0 (7H, m) , 7. 7 0 (1 H, s) , 7. 8 6 ( 
1H, dd, J = 2. 4, 11. 2 Hz) , 8. 32 (1H, s), 8. 44 (.1 H, b 
rs), 12. 38(1 H, brs). 

10 5 4 71 . 

mm I 79-1) 4- I [ (3 S) -3- (^fJV7 5^f^) \lu*)~Js- 
A;i/^;V7 5 y I -6- (2-7Wn-4— ^7x^y) fcT'JS-7 

4_ T = y_ 6 - (2-7^tn-4--l>n7i^y) tf'J^v^^ (125mg) * 
S?g#H^T. t Yvt}?V77> (2ml) £»#3*;fco 3Mc**#T »= b V ^ A' 
75 y (o 16 7ml), ^no^i7i-A- (0. 150ml) SrSSTLfco IIP 

3S ) _ 3 _ (y'>f;V7 5y^f;v) tfaV^> IMS (5 0 3mg) ON, N — 
s ^f***A7U'(2. 5ml)Stth , Ji^7?> (0. 8 4 1 m 1 ) Srfln;L 

x3. smmmwLtto Kmm^m^^t^-c^mLtz 0 mmm* 1 N*«-fb7- b 

«IjflI<tfi*"C«fe»L, «R*«»7- b ';->A-Cftifttfco »««r»E9*Lfc 
t^, 5^££->'J *^*7A?D7 b^77-f-(Fuji Silysia NH^ I 

1%) ^ifeiWtLr#/:o 
ESI —MS (m/z) : 4 2 7 [M + Na] + . 
10 5 4 8] 

(SUt-KI 179-2) 4 - (4-7S/'-2-7^tD7x/*y) - 6- I I (. 3 S 
) _ 3 _ (i;^f-^7U^fW t?oiJv^y-l-'f;V] a A^-JUT 5 ^ I tf V 5 v 

4_ | [ (3 s) -3- (y>f^75^f^) k?n 1 ->f ^] rt^-^T 

= _ 6 _ (2-7;^n-4--ln7xM-» f'J5yy (124mg) Srx b 
7tKD77^ (15ml) H»»$*fco 20%*I^7y'9^f (86mg) * 
mix.. *«M*T-C-lft«»Lfco.»«ES:%8IIL, f>nKn7?ytft»U, * 

d05mg, 91%) zmn&mvtmt L-t#fc„ 

ES I -MS (m/z) : 3 9 7 [M + Na] + . 
[0 5 4 9] 

(gjfllgO) 4- 1 r 4 — (-7> j±7J y jjj£jk) e^u v>- 1 --f ^] *2k 
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#^T±Zl -6- (2--7;u^-D-4- 13- T2- (4-7HP7x^) Tjfc 
4 _ (4-7S;-2-7Jl/t07xM-» - 6- I [4 - (y^W^^^) 

e^u^>- 1 -4 ;u] *fri$—fr7\ y| tru 5 v> (l l 8mg) t (+) -10- 

*>7r-^^*VJ» (70. 6mg) <7)i^y-;u (3. Oml) »«i:2- (4-7 
;HD7x-;V) 7-tf^'fVft->7^-h-bA'i>^t (0. 2M, 3. Oml) 

b'J7AT?e*tfco »flft«*U ®I^>'J*^*7A?D7l-777^- (Fu j 
i Silysia NH, : =4 : 1) CiOiSU.U 

a-fb-fr* (70. Omg, 40%) LX%tz a 

1 H-NMR Spectrum (CDCls) 8 ( p p m) :i. 10-1. 40 ( 
2H, m), 1. 70 (1H, m), 1. 80-1. 90 (2H, m), 2. 10-2. 
15 (2H, m) , 2. 2 2 (,6 H, s) , 2. 8 5 - 3. 0 0 (2 H, m) , 3. 7 1 

(2H, s), 4. 05-4. 15 (2H, m) , 7. 10-7. 40 (7H, m) , 7 
. 64 (1H, d, J = 0. 8Hz), 7. 86 (1H, dd, J = 2. 4, 11. 2H 
z), 8. 33 (1H, d, J = 0. 8H z) , 8. 49 (1H, brs), 12. 38 

( 1 H, brs). 

E S I -MS (m/z) 15 8 4 [M+H] + , 
[0 5 5 0] 

(M#J1 8 0-1) 4- | [4- (yVf)V7?^f^) bWv>-l-'f^] 
*^#=.*7§/l -6 - (2-7*to-4-->n7i/+J') b?D5v>> 
4-757-6- (2-7;l'tn-4--FD7xy#y) kf'J5v> (125mg) £ 
£**BI*CT\ f h7HKa77V (2ml) K#*3"*fco *.7jc^iPTH b 'Jif* 
7 5>(0. 16.7ml) , ^nn^R7x-^ (0. 15 0ml) *iTU, SSI: 

ti ofl-m«#.Lfcii, »«t*«E«*Lfc. ien^agciifsa^T, mkt4 

- (i;>f*7§ tf^U^V rltt (5 3 8mg) ON, N-y^f;V* 
M7U' (2. 5ml) »«ihVxfA'7?> (0. 8 4 1 m 1 ) SrJlJxT 2 ftRHft 

*yjl/^7A?nv h^ 7 7^ - (F u j i Silysia NH, »IB«;ft»xf 
;p : ^7 P ^>'=2 : l-ftBtJ^AO lilOilt^-tCl 1 ) il^ft (1 3 6mg 
, 6 5%) %&&%i&tLXmtZo 

1 H-NMR Spectrum (CDCls) 8 (ppm) II. 20-1. 40 ( 
2H, m) , 1. 7 2 (1H, m) , 1. 8 0 - 1. 9 0 (2 H, m) , 2. 10-2. 
20 (2H, m) , 2. 22 (6H, s) , 2. 9 0 - 3. 0 0 (2 H, m) , 4. 05 
-4. 15 (2 H, m) , 7. 41 (lH.m), 7. 45 (1H, brs), 7. 73 
(1H, d, J=0. 8Hz), 8. 06-8. 16 (2H, m), 8. 32 (1H, d 
, J = 0. 8 H z) . 
10 5 5 1 1 

(m&mi 8 0-2) 4 - (4-75/-2-7**D7x/ + '» - 6- I [4- ( 

4- I [4- (y*^f^7 5;^fJV) fcf^U 1 -W >U] *;V#-^7 5 / I -6 

- (2-7*tD-4--lD7x;^y) tf'J5v> (136mg) *fh5HKn7 
9^ (15ml) H»»S*fco 2 0%«^7yvA^i (lOOmg) £SDx.> tR 
ffl^TT-t^Lfco MUSE* £ SOU f h?kK0 7 9^eft»Lfc. fcifc, 
^^^TfiETCliL, »e,*tfc«««-«EEK*i-*itCJ:iJ*Hft#!» (118 
mg. 9 4%) *$k&mmat Lt#fco 

E S I -MS (m/z) : 3 8 9 [M + H] + . 
[0 5 5 2] 
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^;U,-K^;i/T?yl -6- (2--7;M-D-4- 13- [2- (4-7;^n7x-^) 

4 _ (4-7;;-2-7;vtn7x;^) -6- I [4- (2-^W5;if 
*-) yy^ 1 -'f ;u] #;i/#-;v7< 7| fc?'J3v*> (I5 0mg) i: (+) -1 

0-a>7r-^*^» (1 7 3mg) <T>3-9 J-fr (3. 5ml) Mil 2 - (4~ 
7*^D7i-*) 7-fef^W V^#v7*- h- Yfrx-yfeWL (0. 2M, 3. 5ml 

Fuji Silysia NH, W^^-W 1 ^^: ^^- ;v=9 5 

: 5) Hi 19 f^fb-g-itl (8 4. 8mg> 3.8%) *frfett*fc LTftfco 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) :2. 26 (6H, s) 
, 2. 4 2 - 2. 5 8 (8 H, m) , 3. 5 2 - 3. 6 0 (4 H. m) , 3. 71 (2H 
, s) , 7. 09-7. 40 (7 H, m) , 7. 63 (1H, d, J=0. 8 Hz) , 7 
. 86 (1H, dd, J = 2. 4, 12. 0Hz), 8, 33 (1H, d, J = 0. 8H 
z), 8. 49 (1H, brs), 12. 38 (1H, brs). 
E S I -MS (m/z) 15 9 9 [M+H] + . 
[0 5 5 3 ] 

(M«18 1-l) 4- I [4- (2-/^*75 7X^1/) bf^9v>-l-^ 

*;i/^jV75 7| -6- (2-7Ji'tD-4--l>n7x7^y) WSV* 
4-T57-6- (2-7;vio-4--fn7x7^y)'e'J5y^ (125mg) 4: 
mm^m%T, Thv^Vuyyy (2ml) H»*S*fco **JW«TC b U 
7;-/ (0. 17 4ml) > ^ nD^|7xxjl/ (0 . 157ml) £rgT L/c IS!: 
T2 0#m*#Lfc&; »**«M*Ufco »e>*ifc»«K:ft*#fMrF\ ISK l 
_ (2-i;^f)V75 7if-;V) fcf^7V> (3 9 3 mg) ON, N-^fJV*W7 
3 K (2. 5ml) #«*lPiLT2. 5HWHWU. RJ6«*r»«lif->»'fc*"C5'SlL 

ATftiLfc. Lfcfc, MS->V*^*7^^nv^77^- (F 

uji Silysia NH, #HJ* ; ftK^A'-ff*- 1 -^^ : *9J-*=* 5 : , 
5) laOilt^-tCi^lik'&i (16 7rag, 7 7%) «r**fe»*fc LT» 

1 H-NMR Spectrum (CDC 1 3 ) § (ppm) :2. 26 (6H, s) 
, 2. 4 0 - 2. 6 0 (8 H, m) , 3. 5 0 - 3. 6 0 (4 H, m) , 7. 39-7. 
45 (2H, m) , 7. 73 (1 H, d, J =0. 8Hz), 8. 07-8. 15 (2H 
, m) , 8. 3 2 (1 H, d, J =0. 8H z) . 

[0 5 5 4] , r / 

GKttffl 81-2) 4 - (4-7?7-2-7**n7x/*y) - 6- I [4 - ( 

4 _ 1 [ 4 _ (2-y^f)V7?7xf^) ^7 v >- 1 — f ^75^1 
_ 6 _ ( 2 - 7 ;i,ta-4--hD7x7^-» tf'J5v7 (167mg) t^b?KK 
D7 5'7 (16ml) fc»»£-£ifco 2 0%*Rft^5^'7A** (I08mg) £iDx. 

5 0mg, 9 7%) £«fcSlfe©*i:LT»fco 
E S I -MS (m/z) ! 4 0 4 [M + H] + . 
[0 5 5 5] 

( jUSfrgl] 1 8 2 ) 4- 12-7/H-P-4- T3- (2-7xx» 7^f;M T-*yV 
K1 -2- If4- (l-^f^^7->'7-4-^H fcf-^'J y 1 
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4 _ ( 4 -75;-2-7^n7x^y) -2- I [4- ( 1 - * f-ZUlf*? V >- 
4-4/1/) ^ijyy-l-f*] **#i*75 7| tfUvV (85mg) t ( + ) - 
I o-a>7r-^W5'» (9 2mg) W^-* (2. Oral) W2-7xi 
*7-bfJl"fVf*5'7*-h-hA'i>jSft (0. 2M, 2. Oral) Sr^fiKTin*. 

*Lfco »I»S*U SS*y'J*^*7A^DYF^ 7 7-f - (Fuji S i 1 y 
s i a NH,.*m*;l»**-A': **s-»"=9 8:2 -9 5:5) KJ:!)ffiSU 
MftfcW (30. 5mg, 25%) £ LT#fco 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 50-1. 95 ( 
5H, m) , 2. 28 (3H, s) , 2. 3 6 - 2. 7 0 (8 H, m) , 2. 89 (2H 
, m ) , 3. 74 (2H, s) , 4. 04-4. 16 (2H, m) , 6. 53 (1H, d 
d, J = 2. 4, 5. 6Hz), 7. 10-7. 50 (8H, m) , 7. 62 (1H, d 
, J=2. 4Hz), 7. 89 tlH, d d , J = 2. 4, 11. 6Hz), 8. 05 ( 
1H, d, J = 5. 6Hz), 8. 47 (1 H, brs), 12. 44 (1H, brs) 

E SI-MS (m/ z ) :6 0 6 [M+ H] + . 

1° 5 5 61 v , r . / 

(MHSflO 182-1) 4 - (2-7;l/tn-4--hP7x7^y) - 2- I 14 - I 

1 -^ ) n/V7y>-4-^n tf-^v y >- i --OH ft/i^-/vT?/l tfuy> 

2 _ 7 5y-4_ (2-7)l'tn-4--Fn7xM-» (lOOmg) £M 

■ m^m%T. t h 9 fc Kn 7 v > (2ml) ^*J»$*^o *****fr*PTfc: h U *f*7 
5 > (0. 140ml) > ?dd^|7x-* (0. 12 6ml) fciSTLfco S»t-"C 

(l-^f;Hi>7v>'-4-^) tf^UvV (3 6 8mg) <DN, N-v>f"^^^ 
AT? K (2. 0ml) T-«MI#Lfco JBOS**#aiif-^i:*t?*Kl-^ 

0 1 NJkBMbr b l ) "7A*»»u teiftfcJSfcdcTifcifrU *&*«EBfcr b 'J 7 A T*S 
jftLfco »***ES*Lfcft* »it*y , J*m?Am>/77^ (Fuj i 

S i 1 y s i a NH, Wli^f^ I *9S-*=9 8 : 2-9 5 : 5) i:i 
l)3WI*-t-*ii:KJ:l)SMMt'frW (I3 8mg> 7 5%) *8tHfe»* t LT#fc 0 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1.6 0- 2. 0 0 ( 
5H, m) , 2. 28 (3H, s) , 2. 4 0 - 3. 0 0 ( 1 0 H, m) , 4. 00-4 
. 20 (2H, m) , 6. 64 (1H, dd, J = 2. 4, 5. 6Hz), 7. 20-7 
. 40 (2H, m), 7. 70 (1H, d, J = 2. 4Hz), 8. 00-8. 20 (3 
H, m) . 

(Mfffll 8 2-2) 4- (4-7^-2-7)H n7xMv) - 2- 1 f 4 - ( 

i-^^e^7y"/-4-^w e^'jyv-i-'f^l 5 j\ fcf»jy> 

4 _ ( 2 -7)Ho-4--l>n7x^y) -2- I [4- (l->fMf^y>- 
4--f/V) ^ijy>-l-^] *^**-^7^ /I tf'Jv^ (138mg) $rxb"7 
tKG79> (30ml) fc»#3-frfco 2 0 %*&ft'<9 ^ 9 (89mg) 
x. x 7K##ffl^T-C-Bfea#t^ 0 tt«E*6gllU f^KKn7 9'/-eft»Lfc. ^ 

(8 5mg, 6 6%) taatfe»*fcLT»«:o 
E S I -MS (m/z) : 4 2 9 [M+H] + . 
[0 5 5 8] 

(*ttg|i8 3) l- fi- (2 =L ^?L±jkiZJ j^±M fcT^'J y>-4-4/H - 

3 - [4- 4- |3- f 2 - (4-7JVta7x^) 7 -fc^/H 

7 W^vU'D y >- 2 -4 /V) - 1 - f- Jl"7 V 7 
[4- (2- |3- [1- (2-^^7 5^^) tf^y v^-4-4 
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-s-jj-frrjuj k| bf U v>^- 4 -4 -2-7;vtD7x-^] ft;u 

b (5 1 3mg) Of b?t h*P77V (5. 0ml) »*K2 0%*IMt>'<? 
y^Ajft* (2 0mg) Srin*., **#H*TM^6l*nil«#Lfc. tt***S«Ufc 0 
*ife***fiU «feMfc%i:tr3- [4- (4-757-3-7;i/to7x7 + y) 
t?V 2 -4 -1- [1- (2-y^WS7xfM kf^'J 5?>-4-'fA' 

] -i_>f^^i/7 (ES I -MS (m/z) 14 3 1 [M + H] + ) fcftfco £tt* 
(0. 6 8ml),i:»»U (1 S) - ( + ) -1 0-*>77-^ 

(4 0. lmg) fciJDx., ilU5»HaffU, £ - 2 - (4-7*tD7x 
'fVft'>7^-h (0. 2MF)Vi'/ll 0. 6 8 2 ra 1 ) 
, SlTlB»«S»Lfc. t:C2- (4-7WD7x^) 7-fef^ ^Vf*V7 
*-b (0. 2Mh^x>M, 1. 24ml) fcflPx^ SIT 1 HWWJWPLfco $ h 
2 _ (4- 7 jVtD7x-JV) T-fef"^ >f Vf-*->7*- b (0. 2Mf^^t> 

0. 2 0 5ml) frftli, Mt?H*M«#^«. (4-7JVtn7x^) 
7-fef-;i/ -fVftv7^-h (0. 2Mh^i>»v 0. 2 0 5 ml) ^rtOx.> 

M***«MW-b';*A-Cft*U MIU= MUC-MS (*Hi«[;T*b 

0 nmL, mt^»^tLx$mit^b.{s, 5m g> 1 

4. 9%) *#fco 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 65 (2H, m), 

1. 79 (2H, m) , 2. 12 (2H, m) . 2. 29 (6H, s) , 2. 49 (4H 
, m) , 2. 89 (3H, s) , 3. 01 (2H, m) , 3. 72 (2H, s) , 4. 1 
7 (1H, m) , 6. 57 (1H, d d , J = 2. 4, 6. 0Hz) , 6. 91 (2H, 
d, J = 8. 8 Hz) , 7. 11 (2H, m) , 7. 2 3-7. 31 (3H, m), 7. 
74 (1H, d, J =2. 4Hz), 8. 09 (1 H, d, J = 6. 0Hz), 8. 32 

(1 H, m) , 1 2. 3 0 (1 H. s) . 
E S I -MS (m/z) : 6 2 6 [M+H] + . 
[0 5 5 9] 

(§aWl83-l) tert-7^ [1- (2-yVf)V7$7 7^f;v ) ^ 
i) i? y — 4 — 4 ;H ft JWO - b 

4- (tert-7^vA^-^757) kf^'Jv> (5. 0 g) ON, N-v*f 
MK75M7 0ml) N, N-^WJ3'^.(2. 9 7g)> 1 - * 

Kn^v^Vb U7'/-* (3. 89g), (3-y^W5 
n^) 5 K i&mm (5. 2 7 g) fcUDx., Saf&HStTMTM 6ftlHltt 

#Lfco KlSSEC**^*-* (4 0 0ml) , (2 0 0ml) , 1 NtX®^ 

bV*Ajjc«F« (5 0ml) £3JD/L, 3 0 fl-W«»L«:|fc, - ft£7>IS Lfco *J1 

U »E£m+ b V ^AfglL^ «£*ft«lrtW*«E«IL> 
gUtilft^ (8. 03g, Jfcitt) *»fco 
E S I -MS (m/z) : 2 8 6 [M + H] + . 
[0 5 6 01 

(MM18 3-2) N— Tl- (2-y>f^7;7 xf^) fcT^'J v*^- 4 -4 * 

tert-7^ [1- (2-^f)l'7 5 7 7-bfM tf^V v >- 4 - 4 ft7U 
/■c^_ h (7 0 2mg) Of l7tKD77> (10. 5ml) igifc*fi3tS#ffi*tT*?fr 
SKfcLfco ^iH7jc^ / fC , J-^'>^'7';l'5-^A (2 8 0mg) £iD;i> zM§±"C-i 5 7>K 
, liStl 5^HS#L7to g##H^T, EJS«*1 0 0 8 &M&n&&% Lfco R 
jfcfcfcattfrtfco (o. 2 8 0mi), 5N*Btfb* (0. 28 
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0ml) ,7K(0. 8 4 0ml) SrJOUfeJllJU £fttll*IS»Lfc. ^»«t%'MU 
&WLK4ll]£M-tffl&.3~?-X'fe& (1. 2 3ml) £inx.fco ^ftSrigatL, i&JtfefSiH 

LT&«ffc'fr» (6 7 3 mg, 56*W) *Wfco 
1 H-NMR Spectrum (CDsOD) 5 (ppm) : 1. 7 0- 1. 80 (2 
H, m) , 2. 07 (2H, m) , 2. 19 (2H, m) , 2. 70 (3H, s) , 2. 
7 3 (2H, m) , 2. 8 9 (6H. s) , 3. 0 2-3. 13 (3H, m) , 3. 2 6 
(2H, m) . 

ES I -MS (m/z) : 1 8 6 [M+H] + . 
[0 5 6 1 ] 

1 8 3 - 3 ) ^>y* U- (2- 13- [1 - (2-/^f»7;/x 
gvjj/j e^'J y >- 4 -4 -3-^f)^l/-f M K''Jy>-4-^;Vt ^y) -2 

-7;t/tn7x-;v] gjW*2Lr_h 

sOi/)V [4- (2-7;y^'jy>'-4-^**-» -2-7^07x^] * 
M^ - b (113m g) F5KKn7?> (5. 0ml) i&iftfc b '^W? > 

(0. 12 7ml) , ^du^|7x-;M0. 10 0ml) tffl^TIiS 
X' 3 0 5M$$H$ Lfco RJS*«r»« J-f"^ (50ml) (30ml) 
L£„ #«Jl**S*ffiB&?- b 'J *A-C«£i*U Cih-t^ffiiftMIL^o »3Et% N- [1- 

(2-y^f*7^if-^) kT^U v>- 4 --<;!'] -N-* f-A'TS > =.:£Hfc£ ( 
6-7 3 mg) i:tF?KKo7?> (6. 0ml) , b >; xf;V7 5 > (2. 0ml) * 
flnx.-C-e&fc!BSifc (4m 1) £flnx.. £*t*M^2 7#M*#Lrt:o RiSttCBH** 
(30ml) > 1 N*BMfc-*- b U -7 Afcmm ( 1 0 m 1 ) fcjQ^T, S&T? 5 f$TO 

mbfco 1 N7XBHb+ b 'J *A**»U f&^Jt^KT-m^WU 

»tbV>A1?«»Lfc. *»»U Satty'J»W7A^n7 b ^ 

7 7 <f- (Fuji Silysia NH, Mlfttxf ^ : >^;-JV=2 0- : 
1-10 : 1) -Cttf&Lfco i«J«»Ii# i S:*«U SfeBfltSrW^o £ £fc * / - * ( 
3ml), 5 N*K-fb^ b 9 >7 A 7 JcM (1ml) £*0X-, Sift-C 1 ISNHttfLfco KB 

7AtKiL/:o t*Lt»«Lfco »**LC-MS (»ffi« I 7* b - b U ;v-tJc- b 

*»»u LT^aft-e* (51. 3m g , 28. 4%) 

1 H-NMR Spectrum (CDC13) 5 (ppm) : 1. 64 (2H, m) , 
1. 7 8 (2H, m) . 2. 11 (2H, m) . 2. 2 7 (6H, s) , 2. 4 8 (4H 
, m) , 2. 88 (3H, s) , 3. 01 (2H, m) , 4 . 16 (1H, m) , 5 . 2 
3 (2H, s) , 6. 52 (1H, dd, J = 2. 4, 6. 0Hz), 6. 85-6. 9 
1 (3H. m) , 7. 20 (1H, s) , 7. 3 3 - 7. 4 3 (5 H, m) , 7. 68 ( 
1H, d, J = 2. 4Hz), 8. 05 (1H. d. J = 6. 0Hz), 8. 12 (1H 
, brs) . 

E S I -MS (m/z) 15 6 5 [M + H] + .. 
[0 5 6 2] 

(jg*fcW!8 4) 1- [1- (2-y^^7^x f;V) ^'Jy'>-4-^H - 
3 - f6- f2-7;^a-4- 13- T2- (4-7^tD7x- jV) T-bf-JH 
frWKl 7x^^y) tf'J <y>-4-^>>Vl - l->f^V7 
3 _ [ 6 _ (4-7^-2-7;vtn7x;^y) kf'; < v 4 - 4 -1- [1 
- (2-y^W?;xf^) bf^'J v>-4 --filO - l-^)l'7l'7 (110m 
g ) ox?;-* (2. 0ml) i&ttfc (IS) - (+) - 1 0-*>7T-^*>» 

(lOlmg) fcSDx., Iltl 5»B»#U. iiC2- (4.-7*tD7x = *) 
T-tf-/U 4 Vf-*->7*- b (3. 0 6ml, 0. 25M FKV*S) £flnx-. ^ 
»-C 1 BSMHHJltf Lfc. KJS**fi*D&BfcJc*"*- b U -7 (10ml) > 
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(3 0ml) Kfl-flBLfco *«»*<&«lAffl*^»t % «R*«E»f- h 'J^«L/: 

0 ***U ^y'J*W7^nYK77^- (Fuj i S 

1 1 y s i a NH, ! ftR^f JV-ftRi^^ : > */"-^ = 2 0: 1-10: 
l) T?ffi»Lfco IM»Ifl > S:iSiLfco Ht^a^yiW-f;!' : ^t> = 
1 : lSriDx., :iitliSH/co ifcJS:*6fl!U yxf)Vx-f;K-at»L, $11 

(5 0. 5mg, 3 1. 6%) «r#^o 
1 H-NMR Spectrum (CDC 1 3 ) * (ppm) : 1. 69 (2H, m) . 
1. 83 (2H, m) , 2. 15 (2H, m) , 2. 30 (6H, s) , 2. 51 (4H 
, m) , 2. 92 (3H. s) , 3. 05 (2H, m) , 3. 71 (2H, s) , 4. 1 
9 (1H, m) . 7.10 (2H, m) , 7. 2 0- 7. 3 7 (5 H, m) , 7. 6 8 ( 
1H, s) , 7. 86 (1H, dd, J = 2. 4, 7. 6Hz) , 8. 34 (1H, s) 
, 8. 50 (1H, brs) , 12. 38 (1H, s) . 
E S I -MS (m/z) : 6 2 7 [M + H] + 
[0 5 6 3] 

(Mff!)18 4-l) N— T 1 — jJsz2j^±JkZAZ^z±M bf^ Uv>-4--f;u 
1 -N-^f^7 3 y 

tert-rf-JV [1- (2-y7f^7;y7-bf^) fc^U v>- 4 -4 AO ^ 
( 7 o 2mg) ©f b 7t (1 0. 5 m 1 ) i&ilfcfcSSS&HftTzR^ 

»#Lfco ^ £ ("TK^'fkV f7A7JV?-7A (2 8 0mg) «rjDx_> 7Ki§-±T" 1 
, IStl 5^HS^t^o fi*£H*t~r\ RJSfcfrl OOtt-1 1 ftHIAlMkXtt Lfc„ 
RJc>?K*7K^L/co (2. 8ml) > 5 N*BMfc+ h U * (2. 8ml 

) ,*(U. 0ml) *JH*iJDx.* £ti* 2WMHJ«#Lfco **W*%»JLfco 
atHiU Sfei«itLtflft-&ft (4. 6 5g, J£*W) fcttfco 
1 H-NMR Spectrum (CDC 1 3 ) S (ppm) : 1. 34-1. 43 (2 
H, m) , 1. 8 7- 1. 9 0 (2 H, m) , 2. 0.2-2. 08 (2H, m) , 2 . 2 

5 (6H, s) , 2. 31-2. 50 (7H, m) , 2. 90 (2H, m) , 3. 14- 
3. 2 7 (1 H, m) . 

E S I -MS (m/z) : 1 8 6 [M + H] + . 
[0 5 6 4] 

(MjfefflJ 184-2) 3 - \6- (2-7)^P-4--hP7xM-» tf U 5 v > 

_ 4 _^; )/ -] pi- tf^u yy- 4 z-i jk] -i- 

6 _ (2 -:7;l/:*n- 4 hD7i/*y) tf U 5 v > - 4 - -f A-7 5 > (2 0 0mg 
) (D-r Y 7t Yuyyy (10. 0ml) SSfcfc b 'J^W^ > (0. 2 6 6ml) > 
yDD^7x-)V (0. 2 2 1ml) fcSD*.* mi»Tlffl-C3 0*Hi#Lfc, 
a6«*»»L/io ^t"N, N-y^fJ^^A?? K (6. 0ml) . , N- [1- ( 
2-y^f^757ifW ^ 'J v > - 4 - -f A'] -N-^f^75> (5 9 3 mg) 
£2jq;i, iiita»-e8l*Wa#Lfco JRJSfcKftK^* (3 0ml) , lN**ftt 
h U VAfcmWL (10ml) S-tDx-T. gift-C5fl#HHJI#Lfco ££fc<&fltft!fcit&in£ 

O^^^it^lL, 5Sa*->U *^*9A^a-rh^9 7-f- (Fuji S i 1 y s 
i a NH, fefcWL ; Sfif-^ : ^*y--A-=2 0 : 1-1 0 : 1) T?ttSLfc„ B 6*J 
WHMrftMlLfca #f>ti/:@#i:yif;vi-f;i'-A^ty (1 : 1) £iJfl;i> H# 

4 Omg, 65. 0%) 

1 H-NMR Spectrum (C DC 1 3 ) 8 (ppm) :l. 67 (2H, m), 
1. 8 5 (2H, m) . 2. 15 (2H, m) , 2. 3 0 (6H. s) , 2. 5 2 (4H 
, m) , 2. '94 (3H, s) , 3. 06 (2H. m) , 4. 20 (1H, m) , 7 . 3 

6 (1H, s), 7. 42 (1H. m) , 7. 77 (1H, d , J = 0. 8 Hz) , 8. 
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08-8. 24 (2 H, m), 8. 33 ( 1 H, d, J = 0. 8Hz). 
ES I -MS (m/z) : 4 6 2 [M+H] + . 
[0 5 6 51 

_4-^; t/ l - i- fl- (2-^^f^7;/xfjl/) fci^'j y7>-4 -4 JVl -1- 

3- [6- (2-7J^D-4--t-n7x;^y) b°'J < 4 - 'f ;v] -1- [1 

- (2-^/f^7 5/ ifiV) e^ij >— 4 — W ;V] -l-^'f;i"?V7 (2 4 0m 
g) Of b 5 t KD7 v y (10ml) »»tC2 0 %7K$Ht^7 v >7 A^i (18. 3 m 
g) £2)0;L> 7X^#ffl^T^?ax- 1 5. 5fl#ra#t#L£o ^ ££SUU ^ * /-;v-c-Sfe 
&Ltz 0 ?>mzm.mL, ffe7t;V7rXJ:UtlM (2 2 0mg, 9 8. 0%) 

ES I -MS (m/z) : 4 3 2 [M+H] + . 
10 5 6 6] 

(»ff!)18 5) 4- l2-7fr*P-4- T3- (2-7x^ 7W) f-frfrU 
Fl 7^y^vl -2- I T4- (4 -fc Fn^y^'J v>- 1 -4 fr) 

4 _ (4-757-2-7Hn7x^y) -2- I [4- ( 4 - Kn * v If* U v 
tf^i; v'y- l --f;V] #/|'#~A'7 5 y- 1 tf'J^y (16 4mg) fc ( 
+ ) -l0-*y7r-x;wt>i (8 5mg) <r>s-9 j-fr (4. 0ml) »ifcfc2 - 
7x^;V7-bf^-fVfty7|.-b-b^i>it (0. 2 M, 4. 0ml) trlSC 

^AtiaiLfc, »iS*L, ^jS«r->'J #W?A^n7l«^77'f- (Fuji 
S i 1 y s i a NH, fcffi* rHMUt*-* I 9 8 : 2~95 : 5) tCtO 

«»U mmit&m (12 7mg> 5 7%) *SM*tLT||fco 

1 H-NMR Spectrum (CDCls) o (ppm) :i. 4 0 - 2. 0 0 ( 
8H, m) , 2. 2 5 - 2. 4 0 (2H, m) '. 2. 4 9 (1H, m) , 2. 7 5-2. 
90 (4H, m) , 3. 70 (1H, m) , 3. 74 (2H, s) , 4. 05-4. 20 

(2H, m) , 6. 53 (1H, dd, J = 2. 4, 5. 6Hz), 7. 10-7. 50 
(8H, m), 7. 62 (1H, d, J = 2. 4Hz) , 7. 89 (1H, dd, J = 2 

. 4, 11. 6Hz), 8. 04 (1H, d, J = 5. 6Hz), 8. 53 (1H, br 

s) , 12. 4 4 (1 H, b r s) . 

E S I -MS (m/z) I 6 0 7 [M + H] + . 
[0 5 6 7] 

(flfij 8 5-1) 4 - (2-7HP-4--FP7x^y ) - 2- I [4- ( 
4 Ka^y^'^'J v >- 1 -4 AO tf^V v>- 1 »>m*~/t'7 3 1 gjj 

2-T?y-4- (2-7JVtn-4--hD7x;^fy) tf'Jyy (lOOmg) «rS 
St^H^T, fh7HKD777 (2ml) CjS*S*fc. **»»9TI^Uf ^7 
5 > (0. 14 0ml), ?anf|7x;;l' (0. 126ml) tiTLfco &ftfc"C 

2 0 3-W«#Lfclfc, *flE**E«*Lfco »e.*i/i»S»:a*»i»T, 1*^4- 
( 4 Kn^->e^'J -^y- 1 ->f JV) ^Vy> (412mg) ON, N-v^f-^ 

*;WA7 5 K (5. 0ml) »**JPxT-ifta#Lito KJfc**IWfct*-* 

t^o i N7KM+ h v f atJc^, mm±m*-?m#.m&L, y u 

Fuji Silysia NH, iW;Sixf;K ^7-^=98 : 2-95 : 

5) ict ofsst-rscitci vmmtt&m (usmg, 91%) lt# 

1 H-NMR Spectrum (CDCls) 5 (ppm) :l. 4 0- 2. 0 0 ( 
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8H, m) , 2. 31 (2H, m) , 2. 52 (1H. m) , 2. 7 0 - 2. 9 5 (4 H 
, m) , 3. 70 (1H, m) , 4. 00-4. 20 (2 H, m) , 6. 64 (1H, d 
d, J = 2. 4, 5. 6Hz), 7. 20-7. 40 (2 H, m) , 7. 70 (lH.d 
d, J = 2. 4 Hz) , 8. 00-8. 20 (3H, m). 
[0 5 6 8] 

(»ff!ll 8 5-2) 4- (4-7^- 2-7;l/tn7xM-»-2- I [4 - ( 

4^(2-7Wn-4--ho7i; + ->) -2- I [4- (4 - t Kn^tf^U V* 
y-!-^;^) tf^i; v'y- i --f;H # ;v ;V 7 5 / | k?'Jv> (16 8mg) rr 
h7tKD77> (2 0ml) H»*$*fco 2 0%*» < fb^9^fAj^3tf (I0 3mg 
) fciJBiU **#H»Ttf-lft*#tfc« »***8IIU tb7tKn7 7^»L/; 

ffrfrlfc (1 6 4mg) «r«6*fe»*fc LTlfTto 
E S I -MS (m/z) : 4 3 0 [M+H] + . 
[0 5 6 9] 

mmm is 6) 4 - (>^ f-^r 5 j * *») ** } ) w-i-n u * * 

] tf 'J 5 4 -4*1 75 K 

mmw-m%T, 4- (y^w?^^) tf^«jv>- 1 ?t t-> 

F [6 - (2-7;^n-4-^bo7iy*y) kf'; 5 >- 4 -4JV] 75 K (8 
8mg) Cf b 7 Ko79> (2ml) t*9J-*' (2ml) in 1 0%'< 

(4 5mg) *UniL-caE^I*l*7lcMiftt, 9B*W«#Lfco RlBmrt* 

ffiii£tW4- (y^f^7$7^f;V) ^Uy>-l-*^^v")^ 7vK 
[ 6 _ (4_ 7 5/-2-7^n7i^y) U 5 v^- 4 -A *] 75 K (9 0m 
g) fc^f*^**? r*i: LtUfco 

£*3£H*CT\ ±I5ffi£$* (8 1. 6mg) (1ml) fc»»Lfclfc, D 

_ j o-*>77-^*>S (4 9mg) fciDx. 5 T^W&^Lfco RJE*K0.' 5M 
2 --7ir:7i/7-t^;i/^ vft->7^- h- h^>»» (0. 6'3 m 1 ) *in*.ll$KI 

m^L/co Rt&ftfcfta***-* (50mi) tmm^mi- v u ?^7k?§®. <3 om 1 

) T?OTLfco *<&ffi^»*3lf ^ h 'J * (30ml) , * (30ml) , 

ftJWAffi* (3 0ml) -?m%.fc&Ltz&, i*«atb'^A-Cft«IU. #K«r«E 
9£LfctiL. %hthtzT&fe i ki'V1i'f)\'-ft?&*v-?\-yy7 4- (Fuj i Si ly 

s i a NH, W,A7r/»fJV=l : 1-2 : 3) CiOSSLfc. B«> 
*&M#fc#flE*«Lfc&» # <b *lfc»aSfc v^f^-f ;V (1. 0ml) ( 

3. 0ml) *Jn*.»S3*;fco a«£»t*ii:fciO»ft*« 
(34. Omg, 28. 6%) * &&VT&£ Ltff:. 

1 H-NMR Spectrum (CDCU) i (ppm) : 1. 50-1. 56 (3 
H, m) , 1. 8 5 (2H, m) , 2. 14 (2H, t, J = 7. 2 Hz) , 2. 2 2 ( 
6H, s) , 2. 93 (2H, m) , 3. 74 (2H, brs) , 4. 09 (2H, m) 
7. 16-7. 50 (8 H, m) , 7. 64 (1 H, m) , 7.86 (1H, dd, J 
= 2. 4, 11. 6Hz), 8. 33 (1H, m), 8. 44 (1H, brs), 12. 
4 3 (1 H, brs). 

ESI-MS (m/z) : 5 6 6 [M + H] + . 
[0 5 7 0] 

(ttt«18 7) 4- (2-y^f^75;xfjv) e^7y>-l-^^^ y'Jy 
p 7i/ y | 6 _ \2--7)V%u- 4- (3 - 7x-JV7-bf ^ft 1 ? V-l* K) 7_±_L 
* y] e 5 v V - 4 - 4 fr> 75 K 
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7?K [6- (2-7Wo-4--hn7i;*v) tf V 5 i> >- 4 75 K 

(9 4mg) Cf f7^Kn77^ (2ml) h*9J-* (2ml) SrJWx.fclife, 10 

(4 6m g ) tjnitTKjesrt*****^^ 9B*w«»U3to 

TvK [6- (4-75^-2-7^n7xMy) fcf V 5 v > - 4 - 4 /U] 7U 

(9 1mg) «ffe7t*7r7tU#f:. 
fiSfS^H&T, ffi&J&^ (8 1mg) fcx*/-* (1ml) KfcfffLfclfc. D-10- 
A>7r-^Wy| (5 1mg) RMCO. 5M 2-7x 

— jV7-fef-;i^f V^*->7^>- b - Yfrz-yfefo (0 . 651ml) £}jn;i 1 H#fS^3$L 
7t 0 RlSt^SWif^ (50ml) fc b 'J * A*»ifc (30ml) 

BB'Lfco *«W tl&fnRi?7X^-7- > 'J * % (30ml),7tc(30ml), fifPft 
&7fc (30ml) TJIUfeftifrLfcffe, 4teM*»* b 'J * A-CftfcLfco #*«r«ffi«*L 
jt^ W^tLfcSIStV'J A^A^i'D^ h ifyy-i - (F u j i Silysia 

■fl-**E*iiLfctfe, mbtitznm-y^^^-r- (1. omi) t^^^v (3 

. 0ml) ^ilxlMI^^o @#«:fcflltLfc&, £ CI t KJ: <9 ^cSft 

(4 7. 8mg, 3 7. 9%) *fifeft*i:ltfffc. 
1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) :2. 27 (6H, s), 
2. 4 6 (2H, m) , 2. 5 3 (6H, m) . 3. 5 5 (4H, t, J = 5. 2 Hz) 
3 7 4 (2 H, s) , 7. 15-7. 52 (8H, m) , 7. 63 (1H, m) , 7 
. 86 (1H, d d, J = 2. 8, 11. 6Hz), 8. 33 (1H, m) . 8. 43 ( 
1 H, b r s) , 12. 4 2 (1 H, b r s) . 
E S I -MS (m/z) : 5 8 1 [M + H] + . 
[0 5 7 1 ] 

mmmi8 8) 2- I [4- {*j**kt\; ^'jyy-1-^1 a* 

,jf-JV757| -4- (4- 13- 12- (*-7»tP7 x-») 7*±2k] 

4 _ ( 4 -75y 7 x^y) - 2- I [4- (yVW^^f^) tf^'Jv^-l 
-xf;i/] *>M?:i/U73>M (7 9mg) t ( + ) -1 0-*'/77-A**V 

B (49. 7mg) ©x^-)P (3. 0ml) i&ifcfc 2 - (4-7Wn7x-)P) T 
-t^;^ yftyJi- b- b;V^>M (0. 2M, 3. 0ml) ZmUi'XMz., — 

b y 7Attf> u fc**** b 'J ^A-eft»L 

7^0 ?Wg*U 5SS*->U ^y;V777A^n-7 F^77-f -(Fuji Si 1 ys i 
a nh, ^otife: ; Bfflt*-*-* : ^-f9 >=4 : D izt 0ffiS!»U mMit^m (3 6. 

5mg, 3 0%) tefe»*tL-C||fc. 

1 H-NMR Spectrum (CDC 1 s ) $ (ppm) : 1 . 10-1. 20 ( 
2H, m) , 1. 5 0 - 1. 9 0 (3 H, m) , 2. 10-2. 1 5 (2H, m) , 2. 
21 (6H, s) , 2. 8 0 - 2. 9 5 (2 H, m) , 3. 71 (2H, s) , 4. 00 
-4. 15 (2H, m) , 6. 53 (1H, dd, J = 2. 4, 5. 6Hz), 7. 10 
-7. 40 (7H, m) , 7. 6 0- 7. 7 0 (3 H, m) , 8. 04 (1H, d, J = 
5. 6Hz), 8. 63 (1H, brs), 12. 27 (1H, brs). 
E S I -MS (m/z) : 5 6 5 [M + H] + . 
[0 5 7 2] 

(MAI 8 8-1) 4- (4-7^-3-^D7x^y) -2- I [4- (5> 

2_75y-4- (4-7^-3-?OD7x;^y) kf V v > (lOOmg) £^Sf 
mm%f, fhnh'D77^ (2m l) U»»**fco *.7KI&^*PTt- hVxW5 
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V (0. 118ml) , ?DDf|7i-)l' (0. 10 6ml) £i8TLfc 0 MM.KX 1 

vVf;i/75/^f^) tT^Uv> UttBltt (4 5 6 mg) ON, N-5>**-A'*/l'A 
7 = k (4. 0m 1 ) h V^'f ^7 5 > (0. 5 9 1 m 1 ) £inx.T— BM£#L/t 

0 RM£f^^^7jtT"5J-i£L£o ^Jf fci^K^fc+HJ-yATMrnj^ «&fDJei& 

^V*7A?D7^77-f- (Fu j i Silysia NH, JStBifc ^ 
; >=2 : 1 ~Sixf;v) Hi 9*|ff"t*ii:K:J: »>3E«4t#* (1 2 2mg, 

7 l %) Uffc. 
E S I -MS (m/z) : 4 0 4 [M + H] + . 
[0 5 7 3] 

W&mi 8 8-2) .4 - (4-7?/7x^v) - 2- I [4- (v>^^7?^ 
*J-)V) tf^'J 1 *^#-^75/| WW 

4 _ ( 4_ 7 ^_3_^nn7x^v) -2- I [4- (yVf ^757^^) tf 
j _^ ; v] ^^^'-^7 ? j\ Myyy (1 2 2 mg) * (15m 
1) UflMPIS-fcfco 10%^r7 7A^i (12 3mg) SriPx., 7]c^#B^TT- 3 B 

, »e>*tfc»it*«Ete<li-*ikeJ: DaMMfe-fr* (7 9mg, 7 1%) SrHSfetttt* 
fc LTftfc, 

E S I -MS (m/z) : 3 7 0 [M+H] + . 

10 5 7 4] _ 
(^ife^U 18 9) 4- [3- (y>f^757) T-tff- *J > - 1 - * ^'Jv7- 
j _# ;U;} ^->vj - 7 ^ 7vF [4- (3-7*ta-4- 13- [2- (4-7^* 
U7x-^) T-bf"^] f-tf-^WKl 7x7^fy) kfV 2 -4 75 K 

|4- [2- ( 14- [3- (y^W5 7) v >- 1 -4 *3 ^ 

WZt-l-HJI/tf-M 757) tf'J v>- 4 ->f - 

1 # ;V/<C> _ b ( i 3 5 m g) CDr b 7 Kn 7 7 > (10. 0ml) 2 0 %7jt§? 

i^7v7asi (5 0m g ) zmz.. mux-frm^m%T8m®MWL?z 0 mm*zm 

L, il3mn:i^JT*j|lU 4- [3- (y^f^757) 7-t?* v >- 1 - 
3 Vf^'J 1 -ijfrtfit'sV v9 7vK [4- (4-757-3-7KD7X 

7*>» v>- 2 -4 ;U] 7 5KOi4tt^: (ESI -MS (m/z) : 42 
9 [M + H] + ) o (3. 0ml), (IS) - (+) -10-*'/7 

r-7,M>S(6 8. 3mg) tJDiLfc. Cti^lSt 1 O^FlWf > 2- (4-7 
;V^n^i-;V) 7-fcf-^ 'fVf-*->7*-b (0. 2M 3-. 15ml 

) ^7JP^_. IfitSffLfc. 3 0m 2- (4-7WD7x^) TW'fVf* 
-> 7 ^-h (0. 2MhW7^1 4. 2 6m.l). frinix., 5B#W«#Lfc 

^7jc^m+ h 'JlfAtKHU iSUHLfco ^yV*^*7^7D7h^77^- ( 
Fuji Silysia NH, *#tBil£ ; H^xf ;v~f^®if ;v : * $ J — A/= 1 0 

: i) -eUWLfco iK»t^lL/; 0 djuc-yj^^-x^K ^*^>Srinx., 

WfflLfcifcJK (4 1. 3mg) t%WU, iOSWl2mg*Rv>ft2 9. 3mg 
£#Jgv'J liffrli 7 A^n-r h/77-f - (Fu j i Silysia NH, rtffiiS 
sSlif^Slif^^^-^io: i) "Cffifit/io § tit 

*U6«u Lxmmit^m (12. 8mg) 

1 H — NMR Spectrum (CDC 1 3 ) S (ppm) 11.24-1. 35 (2 
H, m) , 1. 7 1 (2H, m) . 2. 11 (6 H, s) , 2. 2 6 (1 H, m) , 2. 
84 (3H, m) , 3. 06 (2H, m) , 3. 49 (2H, m) , 3. 72 (2H, s 
), 3. 88 (2H, m) , 6. 55 (1H. dd, J = 2. 4, 5. 6 Hz) , 6. 9 
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1 (2H. d, J = 8. 8Hz), 7. 11 (2 H, m) , 7. 13-7. 31 (3H, 
m) , 7. 67 (1H, d, J=2. 4Hz), 8. 07 ( 1 H, d, J = 5. 6Hz) 
, 8. 32 (1 H, m) , 8. 64 (1 H, brs), 12. 29 (1H, s). 
E S I -MS (m/z) :6 2 4 [M+H] + . 
10 5 7 5] 

(MMJ-8_9_zJj 3-^ W^7-Iff v>-1-^^ 

l-Boc-7*fy>-3-tV (3. 45g) <T>*9 J-fr (17 5 ml) »fcH2 
M^f^7?V-f h7tKn77>M (2 1. 9 m 1 ) , HWt ( 1 . 7 3ml) > 
1 0 (2. 1 5 g) ^in^-s MS^JcsKM^T 1 4#lffl*#Lfco ftk 

*ELft, *te*fc*Wit«S*«i«'fb , ;9A-Cie*Lfco -Mill, tefeffltt* 
fcLT*«flS'&* (4. 07g, 10 1%) fcftfco 

1 H-NMR Spectrum (CDCh) i (ppm) :l. 43 (9 H, m) , 
2. 17 (6H, s), 3. 01 (1 H, m) , 3. 79 (2H, m) . 3. 91 (2H 
, m) . 

[0 5 7 6] 

(mjiflJ 1 8 9 - 2 ) N- n- (l-^W»^'jy^-4->f ^ T-tff-v>- 
t e r t - rf * 3 - ^fft'T? /7 - 1 - * W^l^- > (7. OOg 

) *7jo£m#U ::c b 'J yfr*v&m (2 1 . 6 m i) fcira*., *i§±3 ofl-ffl, $ 
P,Clia-Cl. 5B*WlM*Lfc. RJS***»U ife«UT3- 
y) T-fe*^v> ~ b U 7^*nBKfflO«lfeja!» (ESI -MS (m/z) I. 1 0 1 [ 
M+H] + ) £#£o ujt^v^nn^? > (3 5 0ml) fc»#U 1 -^>v^-4 
-tf^UK^ (6. 49ml) KM*.. ISt 1 0 frmMW Vtz 0 CiltimL. i d 
h 'J T-fe b*v7KfHfc*'73ff+ b 0 *A (11. 1 g) SrSnA, M-e2B#M*#Lfco ■ 
KJ&ttfcfclULfco (3 0 0ml) , JtfDJtift*, R»* U 9 A SrftlA. 

■CM-e-2 0 53*IHJ«#lfe, CLtL^^SEL/Co *JB*»a^f-A' Kn7 5'/= 1 

: l-camLfco RJMI«)*Mi:4 N«-*»if *#* (2 6. 

3ml) £*L*8MiaU LTM*frfr»«>«&*W (14. 1 g) 

E S I -MS (m/z) 12 7 4 [M + H] + . 
[0 5 7 7] 

(SWJ18 9-3) N. N-y^f;l^-N- f 1 - ( U v > - 4 - ± fr) 7-gf- 
v y - 3 - ± )±2 SttBEffi 

N _ [ i _ ( 1 _/ 0 y';i / t'^'JV>-4-^^) 3 ^] -N, N-V 

^fjl.7 5> HSiM4tt (14. lg) ff)2-7n;V-^ (3 8 0 ml) - 
* (3 8 0 m 1) 0%^7V7A^ (5. 0 g) £*nx.> 1 2 B#H«# 

Lfco flMfc**8ULfco *«fc»E*»U *te»*fcLT««fl:'&*o*l<feA« (1 0 
. 7 g) £#7to 

ES I -MS (m/z) : 1 8 4 [M + H] + . 

[0 5 7 8] x ^ 

(S&W18 9-4) ^OvJV 14- T2- ( 14- T3- Wtf-frT S J) 7-fe 

-<y'J)V [4- (2-7$yf'Jy^-4'-^^^fy) -2-7^07x^1 U 
;v;^- b (l 5 Omg) ©f b7 t Kn77> (6. 6 4ml) b Uif*75 

V (0. 16 9ml), ^ud«7i-* (0. 133ml) SriDx., ^^#H^TS 
ST-2 3HriIifUo Rj£ifc*«E*»bfco SlalEK, N. N-^f^AT? K 
(1. 5ml), v>^;V- [1- (t^'Jy>-4-^) >- 3 -4 *] 7 
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5 >=&WL& (4 9 8 mg) s b UWr/ (0. 2 0 0ml) £*P;i, ZtiZMU 
X 1 2mmWLtzo (30ml), 1 N7KlHfc^ b 'J * ( 

10ml) £3ra;LT, aa-cin*w«*Ptfco - - fcf&*Dfc«*fcflnx. fc i> <D 

}vx~m& Lfzo t»*if-^-ctttti l^o mmmz&ft. 1 n***^ b u * 

x 5£S&-> V iitffi'li D7 b^77^-(Fuji Silysia NH, Y#ffi 

}g;ft^iffl/~Sfxf;u: ^^y-^=l 9:1) "eflMRLfco BttWH^-**#SL 
, fCMft^l (118mg, 49. 3%) 

1 H-NMR Spectrum (CDCh) <5 (ppm) :l. 2 6 - 1. 3 5 (2 
H, m) , 1. 73 (2H, m) , 2. 12 (6H, s) , 2. 25 (1H, m) , 2. 
83 (3H, m) , 3. 05 (2H, m) , 3. 49 (2H, m) , 3. 88 (2H, m 
) , 5. 23 (2H, s) . 6. 50 (1H, dd, J = 2. 4, 6. 0 Hz) , 5. 8 
5-6. 9 1 (3H, m) , 7. 2 3 - 7. 2 6 (2 H, m) , 7. 3 5 - 7. 4 2 (4 
H, m) , 7, 6 1 (1H, d, J = 2. 4Hz) , 8. 04 (1H, d, J = 6. OH 
z) , 8. 14 (1H, b r s) . 
E S I -MS (m/z) : 5 6 3 [M+H] + . 

[0 5 7 9] v , , , 

m-mmi9 0) 2- 1 [4- (4-fcKn »'>^'jyv-l-f») 
Lz^fjk] *»#-n,T$;\ -4- (4- 13- \2- (4-7Mn7.^ ) 7* 
•7^1 ^*frWb»l 7x7^ry) tfVv> 

4 _ ( 4 - 7; 77x7 + -» -2- I [4- (4-t bW/^^-l-^) 
tf^ij v>-l **#-*7 5^| eVv> (2 14mg) ( + ) -10-* 
>7T-^H>f (1 0 5mg) Ox^-* (4. 0ml) ?#^l"2- (4 -7** 
07x-;v) T-bf^'fVftyT^-h-h^x^M (0. 2 5M, 3. 0ml) £ 

'J^t«L/:, »«S*U Jl^^'M^A^A^nY^??^ (F u j i 

Silysia NH. »W«;»»xfJl' : * * 1 00:0-97:3) 
«t OffifeU ^ffi'fk'&'W (5 8. 6mg> 19%) tSfe»*i:Ltftfc, 
1 H-NMR Spectrum (CDCh) 8 (ppm) : 1. 40-2. 00 ( 
8H, m) , 2. 32 (2H, m), 2. 5 1 (1H, m) , 2. 7 5- 2. 9 5 (4 H 
, m) , 3. 60-3. 80 (3 H, m) , 4. 05-4. 20 (2 H, m) . 6. 54 
(1H, dd, J = 2. 4, 5. 6 Hz) , 7. 10-7. 40 (7H, m) , 7. 63 
(1H, d, J = 2. 4Hz) , 7. 6 7 - 7. 7 0 (2 H, m) , 8. 04 (1H, d 
, J =5. 6Hz), 8. 50 (1H, brs), 12. 26 (1 H, brs). 
E S I -MS (m/z) : 6 0 7 [M+H] + . 
[0 5 8 0] 

(MM19 0-1) 2- I f 4 — (4-HKP4r'>tf/< 'jy>-l-^^) 
> - 1 -^ J1 ,1 ^;V;K^;V7^^I -4 - (4--fP7 x7^y) 
2 _ 7 ?/_4- (4--hn7xy^rv) fijy> (1 1 6 m g ) ^C^M^M%f \ T 
h7KKD77> (2. 5ml) KfcJRS-frfco 7XtK^*PT^ b 'J^7 5 > (0. 
17 5ml) . ?nnf|7x^ (0. 157ml) *ffiTLtz 0 Mffl£T3 033^1^ 
WLtzfe, *«E«:«E9*L^:o.f»e>^»aE^a*#Bfl«T. MKT 4- (4-KK 
n^v'tf^U 5»- 1 — f ^) (5 0 0mg) <ON, N-*/^f **>A75 

k (5. omi) mfe*m*.x-wim\,tzo Rfcrnztim^frtftx-ft-mLtzo mm 
i N7jcm-fk+ b u ^ iafn«7jc-c-^L. b «; * a-c-^l^ 

, »I*«E9*U^ 'JAW^A^D-rh/y?-* - (Fuj i Si 

1 y s i a NH. *ffiifc \ SSif^ ; > ^y-;l/= 1 0 0 : 0-97 I 3) lC«t t) « 
jR-T&CfcfcJ: *)&Mit&® (2 4 3 mg) t LT#£ 0 

1 H-NMR Spectrum (CDCh) 8 (ppm) :i. 40-2. 00 ( 
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8H, m) , 2. 33 (2H, m) , 2. 52 (1H, m) , 2. 7 5 - 3. 0 0 (4 H 
, m) , 3'. 7 1 (1 H, m) , 4. 0 0 - 4. 2 0 (2 H, m) , 6. 6 4 (1 H, d 
d, J = 2. 4, 5. 6 Hz) , 7. 15-7. 30 (3H,m), 7.75 (1 H. d 
, J=2. 4Hz), 8. 16 (1H, d, J = 5. 6Hz), 8. 2 5 - 8. 3 0 (2 
H, m) . 
[0 5 8 1] 

(MMLk 9 0-2) 4- (4-7 5y 7^/*-» - 2- I U- (4-fc KR±^ 
bf^'J y7- 1 ->f JlQ fcf^'J v>- 1 ;ftjl/#~;U7 § 7 I fcfVv^ 

2 _ j [4- (4-k Kn^rvtf^'J v>- 1 ^'J^^-l-f^] */HJ?=. 

;l/T5 y| _ 4 _ (4-z^7i^y) tf'Jv^ (2 4 3mg) tf >?KKn77 
> (2 5ml) KSF«|§*fco 2 0%*ift^7y7ARi (14 0mg) SriPX-x 

*fc-fr-C«EETfc»*iU #€»*Lfcaa£t«Ef«l»-r*ii:KJ:«), Mft-fr* (2 1 4 
mg) t*tfe»*t 

E S I -MS (m/z) : 4 1 2 [M+H] + . 
[0 5 8 2] 

mmn 91) 4-(4-i3-r2- (4-7HP 7x-)H 7^f»] 

W_KJ 7i^'» -2- 1- T 4 — (l-^;m°^7v>-4- ^) 

4 _ (4_ 7 5; 7l ;jfy) - 2 - | [4- ( 1 -* + 3»- 4 -4 /U) ^ 

,j ! *;Wfi^7 5^| fcfVv^ (14 9mg) i: ( + ) -10-*>7 

7-^;i/*>® (15 2mg) <7)jn^y-;i/ (4. 0ml) iSffii:2- (4-7*tn7 
j.-;l/) 7-bf-;U^ Vf*f7*- h— MV-x\>f§$[ (0. 2 5M, 3. 0ml) 

A«Lf;„ MS*U ^y')*^*^^.?^^^- (Fuj i S 
i 1 y s i a NH, ; IM**** : > ^/-^=9 8 I 2-9 7 : 3) CiOi 

»L, M-ffc-fr* (8 8. 2mg, 4 0%) LT»fc 0 
1 H-NMR Spectrum (CDC 1 3 ) <5 (ppm) : 1 . 40-2. 00 ( 
5H, m) , 2. 34 (3H, s), 2. 4 0 - 3. 0 0 ( 1 0 H, m) , 3. 71 (2 
H, s) , 4. 0 5 - 4. 2 0 (2 H, m) , 6. 54 (1H, dd, J=2. 4, 5. 
6 Hz) , 7. 10-7. 40 (7 H, m) , 7. 63 (1H, d , J = 2. 4Hz), 
7. 67-7. 70 (2 H, m) , 8. 04 (1H, d, J = 5. 6Hz) , 8. 47 ( 
1 H, brs), 12. 26 (1 H, brs). 
ESI —MS (m/z) : 6 0 6 [M+H] + . 
[0 5 8 3 ] 

m&mi 9 1-1) 2- 1 T4 - (l-^f;v^7yy-4-f») tf^'Jy>- 
■x — f >ui jjn,tf-frT$s\ -4- (4->hP7x;^» vf'jyy 

2-r = y-4- (4--fn7xMy) tT'J^V (116mg) &M^#B^T, x 
Yy^Yxjy^y (2. 5ml) Ci»$*fc. **»$9TK h ') xf *7 5^ (0. 
17 5ml) , 7Dn^|7x^ (0. 157ml) fcflSTLfco Ei^KT 3 O^TO 
#Lfcm> *«**ES*Lfco fcfe*Lfc»aEfcS*M»T\ MKT 4- 
;H^vv>-4 --f ;V) tV'jyy (5 0 0mg) ON, N-^^^75 K ( 

5. omi) mfo*isaz--z—i&mwLtz 0 su&mi:wm^^t^»mLizo 

«EfcjftES*Lfc«U ^y'J.H'M^A^vf^?^- (Fu j i S i 1 y 
s i a NH, »»*;Slxf*: *9 s-fr=i 0 0 : 0 - 9 7 : 3) KJijttS-f 
SitlZii) mmit^r® ( 1 6 3 m g , 7 4 %) fcftJH&tttttt ^ Ltftfc, 
1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 40-2. 00 ( 
5H, m), 2. 31 (3H, s), 2. 40-3. 0 0 (1 OH, m) , 4. 00-4 
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. 20 (2H, m) , 6. 64 (1H, dd, J = 2. 4, 5. 6Hz), 7. 15-7 
. 30 (3H, m) , 7. 75 (1H, d, J = 2. 4Hz), 8. 15 (1H, d, J 
= 5. 6Hz), 8. 25-8. 30 ( 2 H , m) . 
[0 5 8 4] 

(MMO 91-2) 4 - (4-7<;7x^ -» - 2- 1 U- 
^ i ; > - 4 _^;U) kf^'J v>- 1 -4 AO ft ■«/#■=• A* 7' S J I tf'Jv^ 
2 _ | [4- (i -^;ut?^7 v>- 4 --f ;u) fcf^'j 5> V- 1 -4 *0 ftiVtf-jA^ 
5y( _ 4 _ (4--fn7xMv) tf'Jv> (163mg) tf b9kKn77> ( 
2 0ml) K*****:. 20%*»^5-^^R* (104mg) tJOx-v **M 

■£T*ETfc**U » 6 *Lfc»«*E«*t *«<t^». (149mg 

, 9 8%) *«Mfe»*tUflfc, 
ES I -MS (m/z) : 4 1 1 [M + H] + . 
[0 5 8 5] 

(MM-L9JJ 4- (2-7^a-4- 13- [2-l4-7HP7x- ») 7 

^jVQ g^WJU 7xy*V) -6- I T4- (i -^^;i/bf^9y>-4-^^ 

4 _ (4 _ 75 ;_ 2 -7Mn7x^y) -6- I [4- ( 1 - > TWMU V V- 
fcf^V VV- 1 -<f AO *A'jJ?=-X'75 /| tr';5v*> (98mg) i: ( + ) 
-10-A>7r-X;^/f (79mg) ©i^-* (2. Oml) »ifc£2- (4 
-7^D7ii;v) 7*fHvft5'T*'-h-hJi'*5 | 'jlI (0. 2 5M, 2. 0 

mi) *g»£-cun;u 3. 5mmmwLtzo Kmrnmrn^^tmrnRm^mi-Y') 

-(Fuji Silysia N H, i#tBf^ ; WML*-* * * J ~ )U = 

9 7:3) CitliSU »ffr&* (65. 2mg, 46%) SrSfeM^ LT#/c 0 

1 H-NMR Spectrum (CDCls) (ppm) :l. 4 0 - 2. 0 0 ( 
5H, m) , 2. 3 0 (3H, s) , 2. 4 0 - 3. 0 0 ( 1 0 H, m) , 3. 7 1 (2 
H, s) , 4. 0 0 - 4. 2 0 (2 H, m) , 7. 10-7. 40 (7H, m) , 7 . 6 

2 (1H, d, J=0. 8Hz), 7. 86 (1H, dd, J = 2.4, 11. 6Hz) 

, 8. 33 (1H, d, J = 0. 8Hz), 8. 64 (1H, brs), 12. 40 (1 
H, brs). 

ES I -MS (m/z) 16 2 5 [M+H] + . 
[0 5 8 6] 

ORii'Wl 92-1) 4 - (2-7)Vtn-4--Fn7xy^fy) - 6- I [4- ( 
l-^fjVt^7yy-4-^*) ^Uyz-l-^] *)U#-^7 5y| t'U5y 

4_ 7 5y_ 6 _ (2-7Jl/tn-4-ihn7i/^y) k?U$v> (lOOmg) * 

mm^m%r, rutm??* ( 2 m 1 ) **»^*pt»- b u 

7?>(0 139ml) , ^nn^R7x-* (0. 12 5ml) i*Ttfco 

_ (i-^f)i/^7y>-4-'fJl') ^'jyy (4 4 0mg) ON, N-v^A-* 
;U75K (4. 0 ml) »ifc*in];tT 2 l$W«#Lfc. RJ£«*»R^A/ t *Tfl"E 

Lfco *MM* 1 NTk^t^- b 'J f^Mf, t&*nft*3lfCfti£U b U 7A 

■ete*Lfco »*t«E**Lfc«, »a*->'J*^A>*9A^n-7b^77-f- (Fu 

ji Silysia NH, I WM*-*- » * 9J-fr= 9 7:3 

) Hi l?JHI©-f-2.ifc^J: QMtt** (1 0 4mg, 5 7%) ?:IffeWttc|| 

1 H-NMR Spectrum (CDCls) 8 (ppm) : 1. 40-2. 00 ( 
5H, m) , 2. 34 (3H, s) , 2. 4 0 - 3. 0 0 (1 0 H, m) , 4. 00-4 
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20 (2H, m) , 7. 3 5 - 7. 4 5 (2 H, m) , 7. 73 (1H, d, J=0. 
8Hz). 8. 07-8. 15 (2H, m) , 8. 32 (1H, d, J = 0. 8Hz). 



URiSm 9 2-2) 4- (4-75^-2-7;i/tn7x^-» - 6- I [4 - ( 
y 

4 _ (2-7^n-4--fn7x^-» -5- I [4- ( 1 - * f-frVU V >- 
)V) tf^y v>- 1 ;W] #^#^^75;! fcfV5v> (104mg) ^rh 
7t\?uy<7V (15ml) 2 0%7X^k^v v-7A^ (7 Omg) £ 

(9 8mg, Tefilft) tiffei«»tU#fco 
E S I -MS (m/z) : 4 3 0 [M+H] + . 
[0 5 8 8] 

(g||ffll_9_3) 4- (2-7»tP-4- 13- [2 - (4-7Hn7x>») 7 

g^wjll - 6- i T4- (i-x^^e^';y>-4-^f^ 

4 _ ( 4 -75;-2-7Wn7x^y) -6- I [4- ( 1 - * f-* fc^ 'J V > ~ 
4-j)i<) t?^7 yy- 1 -4 *;l"f-;V7U| fc?'J5v ; >' (13 4mg) fc (+ 
) - io-*V7r-^^*>K (1 0 9mg) <nx-9 J-fr (3. Oml) **C2- 
(4-7;i/tD7x-;l') 7tf*'fVft , /7*-h-h**>#* (0.-2 5M, 2 
5ml) fcMfc-CJnit, 3. 5B*IW«»Lfc. RlS****-i-f-*fcft«iRBWc*^ 

(Fuj i Silysia N H, ; *i*f * >* * 

y-;U=9 8 : 2 ) ^±Ott«L^o i L, ^Hfta-BJ (60. 7mg, 
3 1 %) «rfife»3fcfc LTl#/Co 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1 . 50-2. 1 0 ( 
6H, m) , 2. 2 0 - 2. 4 0 (4 H, m) , 2. 5 5 - 2. 6 5 (4 H, m) , 2. 
90-3. 10 (2H, m) , 3. 5 0 - 3. 6 0 (4H, m) , 3. 71 (2H, s) 
, 7. 10-7. 40 (7H, m) , 7. 63 (1H, d, J =0. 8Hz), 7. 87 
(1H, dd, J =2. 4, 11. 6Hz), 8. 33 (1H, d, J = 0. 8Hz), 
8. 44 (1H, brs), 12. 3 8 (1 H, brs). 
E S I -MS (m/z) : 6 2 5 [M + H] + . 

[0 5 8 9] , r , 

m&Wl 93-1) 4- (2-7Hn-4--fn7xM-» - 6- I [4- ( 
\-^^-)V\£^)Vy-A-^)V) M^Vy- 1 */Hjf-Jt'7$>'| VfU5v 

y 

4_ 7 5y_ 6 _ (2-7WD-4--hn7x7^y) fcfUSW (lOOmg) £ 
a^#H^T> x b 7 fc Kn "7 7 > (2ml) C»jPf S-frfco **i&#*PTfc b V 
7 5 y (0. 139ml) , ?DDf|7xx^ (0. 12 5ml) frflTFLfco Mfflfc 
Tl 5»M«#Lfc«, Lfc, ^<b^^S^M^#H$CT, £ififc-C4 

_ (i- *i-)\,\£-r<*)i?y- )V) M^'Jy (4 4 Omg) ON, N-v^f"^* 
;U7 5 K (4. Oml) ^SrUUX-T 2 ^0j|tfLfc, EJe«L«rft»if-^fc*^E 
Lfco ***** 1 N7fcmib+ b 'J f «&»fctt*T?0*»i*U b 'J 

-^A-CftjftLfco »ii*«ES*Lfc&, »itty'J*W5A^7^77^- ( 
Fuji Silysia NH, iWI ; Sfif ^fti^f ^ : ^/-^=9 7 
: 3) l)»»-r*ii:KJ: 9«»fb'&» (1 4 5mg, 7 9%) S-^Hfefft^t t 
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1 H — NMR Spectrum (CDCh) S (ppm) II. 60-2. 00 (6 
H, m) , 2. 20-2. 30 ( 1 H, m) , 2. 28 (3H, s), 2. 55-2. 6 
5 (4H, m) , 2. 8 0 - 3. 0 0 (2 H, m) , 3. 4 0- 3. 6 0 (4 H, m) , 

7. 35-7.45 (2 H, m) , 7. 73 (1H, d, J = 0. 8Hz), 8. 07- 

8. 15 (2 H, m), 8. 32 (1H, d, J = 0. 8 Hz) . 
[0 5 9 0] 

9 3-2) 4 - (4-7^-2-7Hn7xMy) - 6- I [4 - ( 

4 _ (2-7/i'tn-4--hn7x; + y) -6- I [4- ( 1 f-^lf^i; y >- 
4->Ol/) M^yW- 1 -'f */Hi*-/l'7$ >M tfV^vV (14 5mg) > 
7bFo77^ (2 0ml) 2 0 %*9Mfc'*7 V 7A^f ( 1 0 0 m g ) 

tl (I34mg, 9 9%) **JtfeflMK*fc Ltftft, 
ES I -MS (m/z) : 4 3 0 [M+H] + . 
[0 5 9 1 ] 

(HJ&fiJ 1 9 4 ) 1- [1- (2->^f*7Uxf^) ^'J-7>-4-^;V] - 
3 _ [ 4 _ (4_ |3- [2- (4-7WD7I-JI') T-fef-^] f-tf^WKl 7x 
/Jfv) fcf 'J > - 2 - 4 ;V] -^-^f^7P7 

3 _ [4 _ (4-75;7x^y) tf U ->* V- 2 - 4 JV] -1- [1- (2-v^f-fl' 
75;xf;l/) k: ^ 'J v > - 4 - A ;w] - l-^f^7U7 (1 2 lmg) <r>x-9 J -fr 
(2. 0ml) fcifcfc (IS) - ( + ) -10-A^7r-^Hyt (119mg) «r 
ifflx., gftTl OffBiffU. --K> 2- (4-7HD7i^.) 7*f;WVf 
*->7*-h (2. 34ml, 0. 2 5MhJH>If) £Unx^ gffiT 5 0 «"W*#L 

7 b V-^TMfcfcU MLfcoSlt'/'JiW^A^v^??^ (Fuj i 
S i 1 y s i a NH, Stxf ^-ftKxf ^ : ^?/-^=2 0 : 1-1 0 : 1) 

x-mmLfz 0 i»»HtfB^***ti»Lfc. ?sis«-lc-ms (#w*;r-feb- 
fp^m*^ h >J *7&*mwiZtK\x.fco ztiz&nx-TfrmmL, #«»*t&#nA«*T? 

iftg>U b 'J7AT^HLto £fL*»«U aM*tLt*M^* (2 

6. 3mg> 14. 8%) *&tZa 

1 H — NMR Spectrum (CDCh) 8 (ppm) II. 64 (2H, m), 
1. 78 (2H, m) , 2. 10 (2H, m) , 2. 28 (6H, s) , 2. 47 (4H 
, m) , 2. 88 (3H, s) , 3. 10 (2H, m) , 3. 70 (2H, s) , 4. 1 
6 (1H, m) . 6. 55 (1H, dd, J = 2. 4, 5. 6Hz), 7. 08-7. 1 

6 (4H, m), 7. 20 (1H, brs), 7. 25-7. 31 (2H, m), 7. 6 
6-7. 69 (2H, m), 8. 06 (1H, d, J = 5. 6Hz) , 8. 82 (1H, 
brs), 12. 2 8 (1 H, s) . 

E S I -MS (m/z) : 6 0 8 [M+H] + . 
[0 5 9 2] 

(HHSfll 1 9 4 - 1 ) 1 — T 1 — (2-/Vf^7^xf;V) bf^'J y>- 4 -4 JV 
-[ _ 2 _^ 3 - [4- (4--l-n7xMy) b° 3? V - 2 - 4 ;H 9 1^7 

4- (4-~ |<d7j; + -» k'V y>-2--f^7? > ( 1 1 6 m g) Ox b 7 Ko 

7 7>i#i8E (5. 0ml) K, 5 > (0. 2 0 9 ml) , *no« 

(0. 15 7ml) fcfllx., Ilfl^TlSt3 0#HJ«#Lfco 
mLtio SlttKN, N-S»*-JI'**A75 K (2. 0ml) , N- [1- (2-v^ 
;V7?;xf)V) tf^'J v>- 4 --f/u] -N-^t*75 ^ (4 6 3 mg) ^inx., £ 
fi-C6BSpH»#Lfc« I£«i£f:Silif^> 1 N7fcMtt7 b 'J * A*»«*2w*.-C 1 5 53- 
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7A?H7^77{- (Fu j i Silysia N H , ?&th?fc ; Bfcm^^~Bfci&. 

1^:^/^=20: l-i o : l) t-ML^o Bmwfrzmm U »fer4 

»ttT^@^tl (18 6mg, 84. 1%) 

1 H — NMR Spectrum (CDC 1 3 ) $ (ppm) ' 1 • 65 (2 H, m), 
1. 79 (2H, m) , 2. 10 (2H, m) , 2. 25 (6H, s) , 2. 40-2. 

50 (4H, m) , 2. 90 (3H, s) , 3. 01 (2H, m) , 4. 15 (1H, m 
), 6. 65 (1H, dd, J = 2. 4, 5. 6Hz), 7. 18 (2H, d, J = 9. 
2Hz), 7. 25 (1 H, brs), 7. 80 ( 1 H, d, J = 2. 4 Hz) , 8. 1 
7 (1H, d, J = 5. 6Hz), 8. 27 (2H, d, J = 9. 2Hz) . 

ES I -MS (m/z) : 4 4 3 [M + H] + . 
[0 5 9 3 ] 

(gjjgn 9 4-2) 3 - T 4 - (4-7U7iMy) bf 'J y* > - 2 - -OH -1 

!_ [ i _ (2-y^f^7?;if)W t>'Jy>-4-^;V] - 1 3 - [ 

4 _ (4_-hn7xy^"» kfU v>- 2 ;H 9l^7 (186mg) Ox h 9 t K 
D77> (5. 0ml) }§iiSi:2 0%*ift^7V'>A^i (5 0mg) SrtJPx., tK*# 
|j(TSlTl 2m$MWLtZo »«t*6B0Lfco fcfcfcftttU *Jtfe«ltt*t LT* 
S'fk'&W (121mg, 69. 8%) fcftfco 

1 H — NMR Spectrum (CDC 1 s ) (ppm) I 1 . 64 (2H, m), 
1. 78 (2H, m), 2. 10 (2H, m), 2. 26 (6H, s) , 2. 42-2. 

51 (4 H, m) , 2. 87 (3H, s), 2. 97-3. 04 (2 H, m), 4. 18 
(1H, m) , 6. 48 (1H, dd, J = 2. 4, 6. 0Hz) , 6. 70 (2H, d 

, J = 8. 8Hz), 6. 90 (2H, d, J = 8. 8Hz), 7. 21 (1H, brs. 
), 7. 62 (1H, d, J = 2. 4Hz), 7. 99 (1H, d, J = 6. 0Hz). 

E S I -MS (m/z) I 4 1 3 [M+H] + . 
[0 5 9 4] 

0fettm9 5) 4- [3- {vjL±JkXUJ. -*f >n e^jv^- 

l-j&^^j/ij y> 7-/F U- (4- 13- T2- (4-7^07^)0 7 
•b^JH ^*9U>f Kl 7xMv) f'Jv>-2-^H 7U' . 

T- [3 - (y^fJV7^) 7Wv>- 1 ^'J^y-l-****'/'^ 
^ 7-/ K [4 - (4 -75 J 7i^ tf'J 2-^V] 75K (9 1. 5m 

g ) ©x^;-^ (2. Oml) (IS)- ( + ) -10-^77-^M^I 

(9 0. 7m g ) tai, ai-cio»na»u. i^K, 2- (4-7x=mf 

;i/) 'fyftvT^-h (1. 2 8mL 0. 2 5MhJVi>M) * *DX-> SfflT? 5 0 

fc**l«tbV'>ATft»U IILt ^y'JA^*7^n-7h777^- 
(Fuji Silysia NH, ^if^~»xf ;n ^^/-;V=2 0 : 1- 
10 : 1) fSILfco l«j!»**trli^***"C»ttL^o %i*LC-MS 
;7*b->'J^-*-b , J7fl'*nBi^) •<?«!« Lfc„ IMW^I^tillL, 

Lfco i*L*iR3He*L, efeWtLttl^t (14. 2mg. 10. 5%) 

1 H — NMR Spectrum (CDC Is ) 5 (ppm) : 1 . 31 (2H, m), 
1. 7 2 (2H, m) , 2. 16 (6H, s) , 2. 3 3 (1H, m) , 2. 9 4 (3H 
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, m) , 3. 04 (2H, m) , 3. 56 (2H, m) , 3. 71 (2H, s) , 3. 9 
0 (2H, m) , 6. 5 3 (1 H, d d , J = 2. 4, 6. OH a) , 7. 12 (4H, 
m) ,7. 2.6-7. 31 (3H, m) , 7. 6 3 - 7. 6 9 (3 H, m) , 8. 04 ( 
1H d, J =6. OHz), 8. 55 (1 H, s), 12. 26 (1H, s). 
ESI -MS (m/z) : 6 0 6 [M+H] + , 6 2 8 [M + Na] + . 

(tLsliii 9 5-n 4- [_3_z L££±jkZA Z) r^v>-\-4^ e^'jv 

>_ i -gjM£^yJj -y ^ 7vF U~ (4--fP7 x^y) g »J y >- 2 - >f 

4- (4--hD7x;^y) ■^yy>-2--f^75> (1 1 6mg) ©f F?t K n 
7 7>P (5. 0ml) fc, iath'Jxf^7?J' (0.2 0 9ml). * o n J J 
(0. 15 7ml) *Dnx.> iffirafit3 0MWt/:o RJS*** 
iL^JISCF'JxWr/ (0. 6 9 7 ml) , N, N-v^t^-N- [1- 

T-Kf-f^- 3 -4 fr] 75^ (5. 0ml, 0. 5M N, N 
->^W;VA7; K»*0 > tK (0. 2ml) lST6ffi«Lf:o KJo 

jji;SI!|xf;K l N7lcm<b^ b 'J »>A*»ift*lrax.-C 1 5frfflMWLtzfo, 

Fuji Silysia NH, W, ^ : ^ 2 0 

: i~i 0 : l) -effiSLfco B U l 
1 2mg, 5 0. 9%) fc&fco 

1 H-NMR Spectrum (CDC 1 s ) 8 (ppm) : 1. 32 (2 H, m) , 
1 71-1. 77 (2H, m) , 2. 12 (6H, s) , 2. 2 7 (1H, m) . 2. 
84 (3H, m) , 3. 07 (2H, m) , 3. 4 8 - 3. 5 3 (2 H, m) , 3 . 8 5 
-3. 91 (2H, m), 6. 40 (1H, dd. J = 2. 0, 5. 6Hz), 7. 09 
(1H, m) , 7. 18 (2H, d, J = 9. 2Hz), 7. 7 4 (1H, d, J = 2 
0Hz) , 8. 15 (1H, d. J = 5. 6Hz) , 8. 27 (2H, d, J = 9. 2H 

ESI -MS (m/z) !44 1 [M + H] + . 
[0 5 9 6] 

19 5-2) 4 - r 3 - jVJL±JkZ AJJ. !S±Jl > - i - 4 Jt/ 1 e ^ ,; v 

^-l-ftfrffj-j/ijy? TjjK f4- (4-7^7 xM'» 2 -"f 

;H 7_LZ ... . , 

4 _ [ 3 _ (y^f;v 7 U) T-fe*^v>- 1-4*] tf^ V v > - 1 - # v'J 7 

^ T - >K [ 4 _ (4--fD7xMy) ^'Jy^-2-'f)V] 7U' (I12mg 
) Of h7li KD7 7> (5. 0ml) »»Lfc2 0 %&mt'<y & *> (5 Omg) 

fcijn*.. ***HftTM.T 1 2B*H»Lfco JtetfcfcfcSULfco *«***8U «fe 
MatflM (9 1. 5mg, 8 7. 8%) 

1 H-NMR Spectrum (CDCh) 5 (ppm) : 1. 30 (2H, m), 
1. 7 0 - 1. 7 8 (2 H, m) , 2. 12 (6H, s) , 2. 26 (1H, m) , 2 
82-2. 87 (3 H, m), 3. 02 (2H,m), 3. 48-3. 55 (2 H f m) 
3. 90 (2H, m) , 6. 47 (1H, dd, J = 2. 4, 5. 6Hz) , 6. 69 

(2H, d, J = 8. 8Hz) , 6. 89 (2H, d, J = 8. 8Hz) , .7. 40 (1 
H, brs) , 7. 55 (1H, m) , 7. 96 (1H, d, J = 5. 6Hz) . 
ES I -MS (m/z) : 4 1 1 [M+H] + . 

10 5 9 71 ^ 

(iM!9 6) 4- (1 -**frT* J f-i?>-3-4X>) \>Ui?>- 1-iJ 
yp-y? T->K f6- (2-7fr*o-4- 13- T 2- (4-7;VtP7x-JV) 

4 _ (i-^f-;v74f-^v>-3-^^) t'^y^-l-^^y'J'?? 7vK 
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f 6 - (4-75;-2-7J^D7x; + v) £ U 5 > - 4 - 4 >] 7 5-K (3 1. 
8mg) Oi^-* (1. 5ml) (IS) " ( + ) -10-*>7r-^** 

>S? (2 9. 4mg) SrtJnx, CitfeM-C 1 Ofl-WMMSLifc. £ £ £ 2 - (4-7** 
D7x-;V) T-fef-H/ 'fVft->7^-h-b^ I >^ (0. 2 5M, 0. 6 3 4 m 

1) SriPiL, lSt3 0^ffll#tfc« JEJS««ri&«jBt»*** h V 7 

flMtU »LC-MS (#tt«; 7*h=hV*-*- h';7^*nft**) TttS 

tiMU aM*a-Cfgft^f (8. Omg, 16. 9%) fcfcfco 
1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) :2. 36 (4 H, m), 
2. 43 (3H, s) , 3. 03 (3H, m) , 3. 55 (4H, m) , 3. 62 (2H 
, m), 3. 71 (2H, a) , 7. 12 (2H. m) . 7. 21 (1 H, m) . 7. 2 
6-7. 30 (2H, m) , 7. 34-7. 3 9 (2H, m) , 7. 63 (1H, d, J 
= 0. 8Hz), 7. 86 (1H, dd, J = 2. 4, 11. 2Hz), 8. 33 (1H 
, d, J = 0. 8Hz), 8. 59 (1H, brs), 12. 39 (1H, s) . 
E S I -MS (m/z) : 5 9 7 [M+H] + . 

[0 5 9 8] _ 
(gifrM 19 6-1) 1- ( 1 -^f-*T4f^y>- 3 --f *) b f^vv> sill 
! _^yy';v^7 v> (0. 5 0 0ml) <D* 9 J -* (25ml) igffi^ 1 - B o c 
-TW v 3 - * > (495ml) > &M ( 0 . 18 2ml) fcSflx., gift"? 5 #IW 
mWLfZo ZZizi 0%^"7-/7ARf (3 0 8mg) £inx.> 7jt^#B5n;TM7S-e 1 5 

4_^ >i ;; l/ _ 1 _ (i-Boc-7t'f-/>-3-^H v >Offl£j&t>£#/: 

(E S I -MS (m/z) : 2 4 6 [M+H] + ) . :il«-f h 7 t Kn 7 v > (10m 
1) fc**Lfco iCtC*^«#T. *tftVf^A7*^!>A (2 1 9mg) SrSflx. 
/Co a^#ffl^,T7jci§±-e 1 5frffl. S»TM 5#IHJ*#Lfc«U 100W3. 5B#fS 
DnSiSlLfco a£-«^MU:o (0. 2 2ml) , 5 N7k®Ht+ h 'J 7 A* 

»tt (0. 22ml),*(l. lml) tlnit, *»±-Cl-«*W«»t^o 
gUL /Co 5$C4Nl§-»f^)l« (2. 17ml) SriOx.. £*L***lSU 4- 
l - ( l f^T-fe^y >- 3 -4 JtO \£*<9 9 J> ~=1&&&.<r>l®&.Wt$B ( 
ES I -MS (m/z) : 2 4 6 [M+H] + ) £#/c 0 iitt* (2 5ml) , 2-7* 
D/nV _ ;1/ (2 5ml) H»#$*fco 1 0%^7y'7A^f (6 1 5mg) fcfln 

x., £ftfc***B*TSia-Cl 2BSM*#L;fco tt*i*%S0L;fco %«*««U fife 
IflJt LT^Ift^Oit^ (3 8 2 mg) fcfffco 
E S I -MS (m/z). -.156 [M+H] + . 
[0 5 9 9] 

(M0O19 6-2) 4- (1 -^*7-tf^'7>-3 =JJd ^ 7r/-l-*» 
^yij^ TvK [6- (2-7;vtn-4--bn7x;» -» h'U<y>-4 

6 _ (2-7J^n-4--fD7x^y) tTV 5 4 *7 5 > (lOOmg 

) Of h 7t KD7 7 > (5. 0 m 1 ) h 'Jif^T? V (0. 167ml) „ * 

nofl87i=* (0. 12 6ml) «r*qxx ISt 3 0 #M*# t tz a BU&ttLtWM l> 
, CCCN, N-^fWA75K (3. 0ml) , 1- ( 1 - * f*7WV >- 
3-^f;l/) tf^ivv> HtiS (3 8 2 mg) > h'Jxf;V75'/ (0. 6 6 9ml) 
, tJc (0. 30ml) fciPx., mat? 2. 5B#SS#L/c 0 RI&*»wftBlif-^, 5 NtK 

->'J 7>y;U7J v A ? n'7^77'(- (Fu j i Silysia NH> igtbifc ; 
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xfj^siixf^ : > ^y-;v= 20 : 1-10 : l) -eftaifc. I^W^^Si 

U ffe7^^7 7XtU^l^« (6 9. lmg, 40. 0%) *f»fc 0 

1 H-NMR Spectrum (CDC 1 3 ) i (ppm) :2. 3 4 - 2. 3 8 (7 
H m), 2. 91-3. 02 (3H, m) , 3. 51-3. 58 (6H, m), 7. 4 

2 (1 H, m) , 7. 5 1 (1 H, b r s) , 7. 7 3 (1 H, d, J = 1. 2 Hz) , 
8. 11 (2H,m), 8. 32 (1H, d, J = l. 2Hz). 

E S I -MS (m/z) : 4 3 2 .[M+H] + . 
[0 6 0 0] 

(M0IJ19 6-3) 4- (l->^7-^v>-3- -f;H ^ >- 1 -* * 

— JVl 7 3 K . 
4 _ (i-^tf-;V7-tf^v*>-3-'f;V) \£*1Z?>- 1 -*;V^^vU y * 7 v r 
[6- (2-7Hn-4-=hD7x;*'/) if y 3 5»-4 *] 75K (6 9. 
lmg) ©fh?i:Kn75 ^ jSSi: 2' 0 %*SMt^5 A (1 5 Omg) 7k 
*#H«TS»"T?7l*lllia»t*:o ftM»*6SULfc„ %«*»I6U 
M^-ft (3 1. 8mg, 6 4. 2mg) 
ES I -MS (m/z) :4 0 2 [M + H] + . 

[0601]. . _ • 

(glW!9 7) 1 - T 1 - (2-y^;V 7Uxf^) bf^Uv'>-4--Y;H - 
3 _ |- 6 _ ( 4 - 1 3 — f 2 — (4-7;^P7x-») 7±±jd± ±5-ki-£l 7 ^ y 

3- [6- (4-75;7x/+v) fcf'J 5V>-4--f^] -1- [1- (2-v>f- 
»/7*yif^) fc^'j v*>- 4 -A fr] -l-^f«">V7»«4a*! (119mg) 
Ox^;-* (3. Oml) ®mz (IS) - ( + ) -10-A^77-^V*>1 (1 
2 7mg) SrfiPx., liTJl 5^M«#t/Co :iC2- (4-7Md7x^) 7-fe 
fjW7fty7^-f (4. 0 8mL 0. 25M b;v^>?#i£) £iQx., MT- 2 
(*B«»Ufco KJ&**IMj«**** b V -7A7K*«t (10ml) , Wt^** (3 0 
m 1 ) C^EU, *M U b V7ATR«Lfc. K*P 

|Oltl«IL, ^->^W7^n7^ 7 7^ (Fuji Sily 

s i a nh, ttfflfciiWx^HBflut*-* : *9J-*=2 o : i~i o : D t 

ISLfco Bft»Ii5H:»ffiU ^SiSrLC-MS (*-7-te b - b 'J b "J 7* J n 

£*ifc?£*U SliSfHttM#«l (12. 4mg) fcfcfc. 
1 H-NMR Spectrum (CDC 1 s ) 5 (ppm) M . 86 (2 H, m), 
2. 2 0 (2H, m) , 2. 4 6 (6H, b r s) , 2. 6 2 (4H, m) , 2. 9 2 ( 
3H, s) , 3. 0 7 (2H, m) , 3. 7 1 (2H, s) , 4. 2 2 ( 1 H, m) 7 
. 12 (2H, m) , 7. 17 (2H, d, J = 8. 8 Hz) , 7. 2 6-7. 3 1 (5 
H, m) , 7. 5 9 (1H, s) , 7. 7 1 (2H, d, J=8. 8Hz), 8. 38 ( 
1 H, s), 8. 46 (1 H, brs), 12. 27 (1 H. s) . 
E S I -M S (m/ z ) '.6 0 9 [M+ H J + . 
[0 6 0 2] 

(Hffil9 7-1) 1 — T 1 — (2->^f;V7^ xf;v) ^'Jy-/-4-^» 
1 T6- (4--hP7x^y) If 'J v>'>- 4-^H » 1^7 

6 - (4-^^D7xM-» fc?'; 5 v>- > (7 5. Omg) Offyt 
KD77> (4. 0ml) ?#^lcMfi-eb , ;^f-^7 5 ^ (0. 112ml), ^n* 
S7ixji/ (o 089ml) £2)Dx.> S^-e 3 0 ftNl&W Liio RJ£i££i£St U 

N->Vm^A7? K (3. 0m 1) > N- [1- (2- 4 ^f*73yxf 
;w) tf^'; v y- 4 -4 JV] -N-^f^7ry (3 4 lmg) £tJllx-> Htm"? 4 6 B#Pa3 
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MWLtZo MCl^if^ (30ml) , 1 Nfrmti- > V * AtK}#?£ (20ml) 
*tnx., M^mPMBPUfco RlS«*fl«Lfco (50ml) trffl 

: ^*^>= l : 3KllHfc, ±m*HW&£> »»>S:fc*U HfeWi: lt 

Mft-fr* ( 1 3 1 m g, 9 1. 4 %) fcftfco 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) II. 66 (2 H, m), 
1. 80 (2H, m) , 2. 12 (2H, m) , 2. 26 (6H, s) , 2. 47 (4H 
, m) , 2. 90 (3H, s) , 3. 04 (2H, m) , 4. 17 (1H, m) , 7 . 3 
1 (2H, d, J = 9. 0Hz), 7. 42 (1H, brs), 7. 70 (1 H, s) , 
8. 30 (2H, d, J = 9. 0Hz), 8. 39 (1H, s) . 
ES I -MS (m/z) : 4 4 4 [M+H] + . 
[0 6 0 3] 

(|M 197-2) 3 - T6 - (4-7^7i^ '» tf >J S y > - 4 - ^] - 
1 — T 1 — (2-y>f^7^/xfjV) fcf^'jy>-4--fJH 

1 _ [i- (2-5'>f«'7§>'ifA') - 1 3 - [ 

6- (4-^1 ^7i^-» try ^ vy- 4 -4 ;v] ->i/7 (1 3 1 m g) of b v t 

(10. Oral) »«i:2 0%*»^5y , >AKf (5 1. 8mg) £#Dx. 
, *K6#H»TM-C1 0. 5B*H*#Lfco tt#S**BUU 

fco 6?£*?&MU SlfeilMKWfc LT*«ft#«0«feft* (1 2 2mg) *»fc 0 
ES I -MS (m/z) : 4 1 4 [M+H] + . 
[0 6 0 4] 

(HMffgi9 8) 4- \2- (bfp'jyv-i-^^) ^±ihl i -a* 

**->'Jy» 7*>K 16- f2-7;i/^-p-4- (3 -7x-;v 7^f ;vf t') l^f 

MSt#B^vT> 4- [2- (tfn'J v>- 1 ^Tfr] ^5y'v-l-*^ 

2";?* TvK [6- (4-75/'-2-7)i'tn7x^y) fcTy 5 4 -4 

/U] 7? K (4 9mg) (2m 1) £»#LfcfL D- 1 0-*>77-X 

(5 3mg) *JO*.5$M«*#l*Lrt:o JRJSttfcO. 25M 2-7x-JV7tf 
;M7fty7^-h-h^^ (0. 6 8 4ml) SriJPx. 1 B#«# L£ c RJ&ifc 

tftatxf^ (5 0mi) ttfe^Rm*«7- b y ^ATKvt®. (3 0mi) nsu. # 

«Ji«:fi!3filjKabic*^ b 'J (30ml) > * (30ml) , tefPftifi*. (3 0 

ml) Lfcfc, I^Wth^ATRiLfc. »«|**E«*L;fcfc, ftfc 

tL/i5ftSSr">U •toYfrU 7 A* h/77-( - (Fu i i Silysia NH, it 

Wife ; ^rf9 fl"= l : 8) K x VffiWiLtzo i&^®#£j$flEML£f&> 

ftfeiifcaitCyj.^/l'i-f-A' (1. Ornl) (1. 5ml) *JPx.@frS: 

SSHfc, Ifti^LfcSi, i«ft«tK!:(:J:^Ift^ (5. 8mg, 8. 
4%) ^eM*tLT#/:o 

1 H-NMR Spectrum (C DC 1 3 ) 8 (ppm) : 1 . 81 (4 H, m) , 
2. 4 0 - 2. 6 5 (1 0 H, m) , 2. 66 (2H, m) , 3. 55 (4H, m) , 3 
. 74 (2H, s) , 7. 00-7. 45 (8 H, m) , 7. 64 (1H, brs), 7 
. 86 (1H, dd, J = 2. 0, 11. 6Hz), 8. 33 (1 H, brs), 8. 4 
4 (1 H, m) , 1 2. 4 2 (1 H, b r s) . 
ES I -MS (m/z) ! 6 0 7 [M + H] + . 
10 6 0 5] 

m&m 19 8-D 4 - r 2 - ( eg u y > - 1 - ± >±i -x^ ;h ^y>-i- 

ft;i/^->'J y » 7->K [6— (2-7^to-4--hP7 x7 ^y) Vf'J^yV 
- 4 - ;U] 7 5 K 

M*#H^;T> 6- (2-7**n-4-if07xy*.-» kT'J 5 v>-4 *75 
> (10 0mg) if h5liKn77> (3ml) **»##«#Tfc 
h .jif)V7? > (0. 16 7ml) t7DD«7i^V (0. 151ml) SriPx.*: 
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o R£**M4T#»**3 0«-B*»Lfco KJS*t*»if* (5 0ml) bUffl 
&m*mi- ^ V (3 0 m l ) f^Lt, ^Lfc*«W«:fifll«»**t h 

>; ^A^SPfflt (30ml) (30ml) , ^tt* (3 0ml) "CJH^^ L fclfc 

fWrn* (3mi) *un*.fc&* i- [2- (em; i ->f *) 

kf^5 *jy (2 9 5mg) — N, N-^W'AT? K (0 . 5m l X 3) «:Jn^> 
1 SWWLfco EJS«*ft»i^^ (5 0ml) HSW7^€--?A7Xp (3 
0ml) T?5HELfc. #ttLfc#«»*^«fb7>*-*A*»ifc (3 0ml) > * ( 
3 0ml) , mWk&7k (30ml) TMOUfcttMH, fcfc, h 'JfA^Lfc 

0 »***E**Lfcfc, H^i/;»-> , ^^*7A^nvh7"77'f- (Fu J 

1 Silysia NH, »IH«;^^^*»^-1 : 

fflfflt&!»<D*»ffr&to ( 1 3 0 m g , 70. 7%) *:8WSfeflMfc» L"C#fc. 

1 H — NMR Spectrum (CDC 1 3 ) S (ppm) : 1 . 80 (4 H, m) , 

2 40-2. 80 (12 H, m), 3. 56 (4H, m) , 7. 34-7. 50 (2H 
, m ) , 7. 7 3 (1H, s) , 8.11 (2H, m) . 8. 3 2 (1H, m) . 

10 6 0 6] „ . _ , 

(BftWl9R-2) 4- L2_z (tfmJ v>- 1 -4 ;M £±*S\ b^7v>-l- 

ft;i/^v'J-y» Tv-K f6- (4-7^-2-7;^ Q7x^y) tf'^y^ 

- 4 - xf jul T ^ K - 

mmwm%T, ^.mum^A - [2- (enyi;>-iH*) 1 

-A)V^y')77 TvF [6- (2-7^tn-4--l<n7x7+y) tTU5y 
y _ 4 _^;v] 7U* (1 2 9mg) Cf K?K Kn7?> (3ml) t^*/-^ (3 
ml) itiajLiifc, 10%^y')AR| (6 0mg) *lB*.-CRlS*rtSr**«»l^ 
4. 5»W«»Lfc. ElS*rt«r**««Lfelfc, ftM***SUU * * / - A^ifcifrL*: 
„ *tt*WE«ttL*:. #e,*tfc»aE*^y*^*9A^ti-7b^77^- (Fu j i 
Silysia NH, ^^-^l 9:1) fc.fc»)tt»Lfc 

a«i»Bfl'*'«E*Bt4i k t i »)ffl»*»0$Sftt« (9 8. 4mg, 8 1. 
5%) «ffe7^V7r^!:U||f:o 

1 H — NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1 . 79 (4 H, m) , 

2 45-2. 60 (10 H, m), 2. 60-2. 69 (2 H, m) , 3. 54 (4H 
, m) , 3. 73 (2H, brs), 6. 44 (1 H, m) , 6. 50 (1 H, dd, J 
= 2. 8, 12. 0Hz) . 6. 98 (1H, m) , 7. 32 (1H, m), 7. 55 ( 
1 H, m) , 8 . 3 6 ( 1 H, m) . 

[0 6 0 7] 

mmmi9 9) 1- r6- (2-7JV* p -4- 13- \2- (4-7)V*u7^- 
)V) fi^WKl^xMy) tfij ^y>-4 ->f;H - 3- (I-*** 

®ffiW65<r>l- [6- (4-7?7-2-7;VtD7xMy) fc? U 5 9 J >- 4 --f /U] 
_ 3 _ (1 _^f;v^'Jy>-4-'fJl') ")V7 (73. 9mg) , 0. 2M 2- ( 
4-7WD7xi*) r-fef-ZM Vfty7^- h - b^-*->M (1. 6ml) «fc *> 
, Mft-fr* (5 0. 2mg, 4 4. 1%) fc&ftfe©**: LT#^ 0 
1 H — NMR Spectrum (CDC 1 3 ) $ (ppm) : 1. 41 (2 H, m) , 
1. 80 (2H. m) , 2. 03 (2H, m) , 2. 15 (3H, m) , 2. 52-2. 
7 2 (2H, m) . 3. 4 9 ( 1 H. m) , 3. 8 3 (2H, s) , 7. 18 (3H, m 
) , 7. 2 6 (2 H, m) , 7. 3 0 - 7. 5 0 (4 H. m) , 7. 8 8 (1 H, m) , 
8. 3 7 (1H, s) , 9. 4 8 (1H, brs), 11. 78 (1H, m) . 
E S I -MS (m/z) : 5 5 6 [M + H] + . 
[0 6 0 8] 

(gfegj i 9 9 - i ) l- re- (4-75y-2--7;v*p-7-^y*->) euj _y> 
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-4-^f;H - 3- ( 1 -*?-;H^'J 9 Jy-4 -4 7^7 
1- [6- (2-7**n-4--hn7i^v) fcf'J 5 -7>- 4 -4 ;V] -3- (1 
-^f^^'jy>-4-'f 7U7 (8 Omg) iD, IH»f$H^6 (73 
. 9mg) «r^fe?*TOt UH/;, 
ES I -MS (m/z) : 3 6 1 [M + H] + . 
[0 6 0 9] 

7 . >K p 4 _ (4- 13- [ 2 - (4-7^tn7x-)l/) 7-bf-JV] ± ±7_W 111 

7x>>*-» bf'Jv>-2--f;H TVK 

affile?? 4 - (t*n 'J v>- 1 -'f 'J S> >-7 1 ^ 72/K 

[ 4 _ (4-7'y7x^y) t? 'J -7 > - 2 - >W] 75 K (65. 3mg) , D - 1 
0-*>7r-^*>* (79. 4mg) , 0. 2M 2- (4 - 7**? 7 
7-fef-/l"f Vf-* v7^- b - (0. 2ml) iD,Si^i(15. 3 

mg, 15. 5%) t6i»*kLTl»fc. 

1 H-NMR Spectrum (CDC h) S (ppm) : 1. 18-1. 36 (4 
H. m) , 1. 6 5 (4H, m) , 1. 7 8 (2H, m) , 2. 1 2 (1H. m) 
, 2. 3 8 - 2. 6 0 (2 H, m) , 2. 8 6 (2H, m) , 3. 8 2 (2H, s 
) 3. 96 (2H, m) , 6. 56 (1H, d d , J=2. 0, 5. 6Hz) , 
7 10-7. 2 9(4 H, m) , 7. 30-7. 56 (3H, m), 7.71(2 
H, d,J = 8. 8Hz), 8. 12 (1H, d, J = 5. 6Hz), 9. 19 (1 
H, b r s) , 11. 7 2 (1 H, m) , 12. 3 7 ( 1 H, m) . 
E S I -MS (m/z) : 5 7 7 [M+H] + . 
[0 6 10] 

(g&fl 2 o o - i ) 4- (fcTmjy>- i->f ;v) tT^u yy- i -*>n?*->U * 

? 7->F T4- (4-7U7xM->) U -7 y - 2 - >f /H 7? K 
[4- (4-;hD7x^-» MVVy-l-Afr} *JM5'^ 7vK 7^-JV 
i^-r;W (7 5mg) *N, N-Wf**W7 5 K (3ml) , 4- (tfnUv^- 
1-4*) ^'Jy> (98. 6mg) i0**U4- (en'JyV-1-^*) fcT^ 
,j ^-y- J -ftjutf^U „ ^ 7->K [4- (4--fD7x/+y) 
-4/1/] 75 K (8 7. 6mg) * Dfi»«tt«>3aH'ffr&'W (6 5. 3mg) fcBfefluR 

E S I -MS (m/z) : 3 8 2 [M+H] + . 

[0 6 11] , 

(aiW2Ql) 3- [6- (2-7/U*a-4- 13- [2jz (4-7/U *P7x- 
flO T-fc^jH g^jTWJjj 7x7*'» fcf'J S'7>-4-4 *J - 1 - 1 ~ 

r (3S) - 1 -jtf-JUfo 'J '7>- 3-4 >H 7 1-7 

3 _ [ 6 _ (4-7 = ;-2-7^n7x^y) fcf'j 5 v 7- 4 - 4 *] -1-**- 
;v_ 1 _ [ (3 S) - 1 -*f->n£tiy v>- 3 -4 *] 71^7 (9 Omg) > ( + ) - 
lO-*'/7r-^*^»(53. 3mg), 2 - (4-7WD7xi*) T-t^* 
-fVf*f7*-b-h*i^»« (0. 1M, 3ml) «fc 0 »f&6* ( 2 3 . Omg 
% 17%) fcSfe&tfli: L-Cfffco 

1 H-NMR Spectrum (CDC h) 5 (ppm) :l. 99 (1H, m) 
, 2. 13 (1H, m) , 2. 3 0- 2. 4 0 (2 H. m) , 2. 44 (3H, s) , 3 
. 05 (1H, m) , 3. 08 (3H, s) , 3. 24 (1H, m) , 3 . 7 1 (2H, 
s) , 4. 12 (1H, m) , 7. 10-7. 40 <7H. m) , 7 . 7 1 ( 1 H. d, 
J = 0. 8Hz), 7. 84 (1H, dd, J = 2. 4, 11. 2Hz), 8. 34 (1 
H, d, J = 0. 8 Hz) , 8. 42 (1 H. brs), 12. 36 (1 H, brs). 

[0 6 12] % „ 

(gjS-W2 0 1-l) 3- re- (2-7Hn-4- ->Q7xM ? /) b ]) ^ v > 
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4_ 7 5;_6- (2-7^^n-4--bn7j.y^v) tf U 5 (lOOmg) , 
bi;jt.f-;UT5 > (0. 14 0ml) , ?nn?|7i^ (0. 125ml), (3S 
) _ J -p{f-;v-3-^f-;U7? J en'Jy> (4 6 8 mg) <7>N, N-v^ 

WU7U*(2. 5ml) mm, h'Jif^Tr/ (O. 7m 1) J: SSB-fb-frW 
(93mg, 6 0%) ^e-fe^B H B t LT#/c 0 

1 H-NMR Spectrum (CDC 1 3 ) $ (ppm) : 2. 00 (1H, m) 
, 2. 14 (1 H, m) , 2. 3 5 - 2. 4 5 (2H, m) , 2. 4 6 (3 H, s) , 3 
. 0 7 (1H, m) , 3. 0 9 (3H, s) , 3. 2 7 (1H. m) , 4. 10 (1H, 
m) , 7. 39 (1H, m) , 7. 81 (1H, d, J = 0. 8Hz) , 8. 07-8. 
14 (2H. m) , 8. 33 (1H, d, J = 0. 8Hz) . 

[0 6 13] v . 

(«fr]2 0 1-2) 3- T6- (4-7^-2-7»t n7xM'» E ') 5 v > 
_4_^ ;v1 _ ! i - r (3S) - 1 -^;m°P'; v>-3 -4 jV] ^7 

3 _ [ 6 _ (2-7J^n-4-^lD7x>^y) V 5 v 7 > - 4 — -f -I-**- 

! _ [ (3 3) _i f-;l/tfo 'J 3 - < /U] ")V7 (9 3 m g) 

ffrfi* (9 0mg, Jeftlft) b"C»^o 
E S I -MS (m/z) : 3 6 1 [M+H] + . 
[0 6 14] 

(HljifeflJ2 0 2) (IS. 4S) -5 2. 5- vT^ftfv^n f2. 2. 1 
1 ^y^y-2-^^?K^'>'J y» 7vK r6-(2-7;i/^ -Q-4- 13- [2- 

(4-7JKD7i^) y-fef-AO W Kl 7x/^rv) fcT ' J 5 v V - 4 - j )± 

1 71_K 

(IS, 4S) -5 2, 5-y7W^n [2. 2. 1] ^7°*>--2-# 

;^yij^ TvK [6 - (4-75^-2-7^tn7xy^-» tf'^yV- 
4-^]75K(4 2. 7mg) , ( + ) - 1 0-^7r-Xj^yt (2 7. 6m 
g ) % 2 - (4-7;w*n7i-;w) 7-trfJKVfty7^-h-f^^M (0. 
1M, 1. 5ml) iDfaift^ (4 8. 2mg, 7 3%) LTWfc. 
1 H-NMR Spectrum (CDC 1 3 ) * (ppm) II. 77 (1H, m) 
, 1. 9 7 (1H, m), 2. 4 4 (3H, s) , 2. 7 3 (1H, m) . 2. 9 3 (1 
H, m) . 3. 33 (1 H, dd, J = 2. 4, 8. 8Hz), 3. 53 (1 H. brs 
) , 3. 62 (1H, m) , 3. 71 (2H, s) , 4. 54 (1H. m) , 7. 00- 
7. 40 (7H, m), 7. 69 (1 H. d, J = 0. 8Hz), 7. 86 (1 H, dd 
, J = 2. 4, 11. 2 Hz) , 8. 33 (1H, d, J = 0. 8Hz), 8. 43 (1 
H, brs), 12. 38(1 H, brs). 

[0 6 15] r . 

(fU&fl 2 0 2 - 1 ) (IS, 4S) -5->^;V-2, 5-y*7fe-/?D [2. 2 
1] /s7 J ^^-2-*m->'Jy? 7->K [6 - (2 -7JW:*n- 4 -- h D7 
x^y) f'J5v^-4-^^] 7U* 

4_ 7 =/_6 - (2-7^tn-4--hn7x/^v) tfU^v^ (lOOmg) , 
fijxW^ (0. 139ml) , ^dd^|7x^ (0. 12 5ml) (IS, 
4S ) -2->f"^-2, 5-v7-9-'Vfv^a [2. 2. l] ^"ff* (3 5 9mg) <D 
N, N-^f**^A7?K (3. 2ml) MJ:*)*!^ (9 5mg, 6 1%) 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1. 78 (1H, m) 
, l. 98 (1H, m) , 2. 45 (3H, s) , 2. 76 (1H, m) , 2. 92 (1 
H, m), 3. 35 (1H, dd, J = 2. 4, 8. 8Hz), 3. 54 (1H, s), 
3. 63 (1 H, m) , 4. 56 (1H, br), 7. 14 (1H, brs), 7. 41 
(1H, m) , 7. 79 (1H, s) , 8. 08-8. 15 (2H, m) , 8. 32 (1 
H, s) . 
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[0 6 16] 

(MM 2 0 2 - 2 ) (IS. 4S) -5- ^^^-2. \2. 2 

l~\ ^-rzy-Z-jlfritZrvV -V ? 7vK \ 6 - ( 4 - 7 5 J - 2 - 7 )V * P 7 
x^y) bf 0 5 v y - 4 - JH 7? K 

(IS, 4 S) -5 5-^7iftrv^D [2. 2. 1] ^7°* V-2-U 

^j/ijy^ 7->K [6- (2-7**D-4--hD7i>'t'» k: D 5 v > - 
4 75 K (9 5mg) <£ 0 > %.mt%m (4 2. 7mg, 4 9%) 

E S I -MS (m/z) : 3 5 9 [M + H] + . 
10 6 17] 

($mM203) 3-.T6- (2-7**P-4- [3_= f2- (2-7J^P7x- 
( 1 - f- tf ^ 'Jy>'-4- / f A/) 7 1-7 

3 _ [ g _ (4-75/-2-7)l/tD7x;^y) kf 0 5 v > - 4 - 'f JV] - 1 - * f~ 
p-l- (1 - ^f-;vt?^iJ>'>-4-^l') 7 1^7 (57. Orag) , D - 1 0-#> 
7 7 -*>|,*;/Hfc (3 5. 3mg) , 2- (2-7J^P7i-;V) 7-fef A"f V^t'> 
7^-hfi«ftif)$I^» (15. 3mg, 17. 7%) tfifeft*kLtftfco 
1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) :l. 50-1. 76 (2 
H, m) , 1. 81 (2H. m) , 2. 12 (2H. m) , 2. 3 1 (3H, s) , 2. 
8 6 - 3. 0 4 (5 H, m) , 3. 77 (2H, s) , 4. 20 (1H, m) , 7. 08 
-7. 50 (7H, m) , 7. 68 (1H, s) , 7. 87 ( 1 H, dd, J = 2. 4, 
11. 6Hz), 8. 34 (1H, s) , 8. 63 (1H, brs), 12. 36 (1H 
, brs). 

E S I -MS (m/z) : 5 9 2 [M+N a] + . 
[0 6 18] 

3 - F6- (2-7>U*P-4- 13- T2- (3-7^P7i- 

3 _ [ 6 _ (4-75;-2-7WD7x;ty) kf V 5 v > - 4 - 4 - 1 - * f- 
1 - ( 1 -7-;Vkf^'J 4 -A AO 71^7 (57. 5mg) , D-10-*> 

77-^A'*>«(3 5. 8mg) 2- (3-7*tB7ii*) Vf **>7 

hJBl&JftWJ: "JMft'Wfc (15. 3mg, 17. 4%) fcfife»5|efc L c#7c Q 
1 H-NMR Spectrum (CDC 1 3 ) * (ppm) : 1 . 62-1. 75 (2 
H, m) , 1. 82 (2H, m) , 2. 12 (2H, m) , 2 . 3 1 (3H, s) , 2. 
8 5 - 3. 0 2 (5H, m) , 3. 77 (2H, s) , 4. 20 (1H, m) , 7. 10 
-7. 50 (7H, m) , 7. 68 (1H. d, J = l. 2Hz), 7. 87 (1H, d 
d, J = 2. 8, 11. 6Hz), 8. 34 (1H, d, J = l. 2Hz), 8. 59 ( 
1H, brs), 12. 35 (1H, brs). 
ESI-MS (m/z) : 5 9 2 [M+Na] + . 
[0 6 19] 

(j£MiflJ2 0 5) 4 -Jf^^7y^l-*my'J^ 7vK [6- (2 

_ 7;V:tn _4- |3- T2- (4-7^tP7x-jM T*±M ±±*±A 1± 7 * 
y^y) kf'J 5 y>-4--f;H 75 K 

4 -^f-^kT^^v^V- 1 -*in*f*5"; v * T'yY [6- (4-7^-2-7^ 
tD7x^y) kf 1; 5 v > - 4 - -< 75 K (1 1 9mg) , ( + ) -1 0 - 2? > 7 
T-XAs*>m (7 9. 9mg) „ 2- (4-7^n7x-il/) 7-bf->W Vft > 7 
^_ h _ ^vxy^jg (0. 1M, 4. 5ml) iD, mmitft® (6 5mg, 3 5%) 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :2. 34 (3H, s) 
, 2. 42-2. 50 (4 H, m), 3. 52-3. 58 (4 H, m), 3. 71 (2H 
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, s) , 7. 10-7. 40 (7H, m) , 7. 63 (1H, d, J = 0. 8Hz), 7 
. 86 (1H, dd, J = 2. 4, 11. 2Hz), 8. 33 ( 1 H, d, J = 0. 8H 
z) , 8. 45 (1 H, brs), 12. 38 (1H, brs). 
[0 6 2 0] 

GRSBMH 2 0 5 - 1 ) 4--><f'JHJ / <?5 ; >-l-**'#*5'y ? '> 7->K [6- 
(2-7Ji'tn-4--fn7x^-» e'Hy>-4--f;v] 75 K 

4 _ 7 ; y_g- ( 2 - V /UjJ- n - 4 - - r- n y x J * v) fc?V5v*^ (125mg) > 
(0. 18 0ml), ?nnfl|7is* (0. 160ml), l-> 

^fcf^v V> (0. 4 2 4 ml) i •) , *»ffc#» (1 3 5. 5mg, 7 2%) 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :2. 35 (3H, s) 
, 2. 45-2. 49 (4 H, m), 3. 55-3. 59 (4 H, m) , 7. 39-7. 
44 (2H, m) , 7. 73 (1H, s) , 8. 08-8. 15 (2H,m), 8. 32 
(1 H, s) . 
[0 6 2 1 ] 

(8£j£ff!l 2 0 5 - 2 ) 4 f-;vbf^7 y^- 1 - ii )V * *y V y g 7v K 16- 
i4-7?/-2-7JVta7x;^-» £ 'J 5 v>' ^ - 4 - -OH TjK 

4-p<f-;l/tr^vv>- 1 -*H'*v'J y* 7 v K [6 - (2 -7;v^-n- 4 -- 

|.D7xM-» H'J5yy-4-^V] 7? K ( 1 3 5 m g ) «fc *K ScjUt-g* ( 1 1 

9mg, 9 6%) ^fitt^tLTf^ 

E S I -MS (m/z) : 3 6 9 [M+Na] + . 
[0 6 2 2 ] 

(gffljgn 2 0 6 ) 1 - (3 ->Vf;V7^7Pe^ - 3 - T6- (2-7fr*n- 
4 _ |3- T2- (4-7Jl/tn7xX)l/) 7-fef-^l ±±J5±J_1} 2*J-JLkl 

3 _ [ 6 _ (4-75;-2-7i^n7xMy) tf y 5 v>- 4 -4 ;H -1- (3 
-y^f Jl/7? /ynt*;u) - 1 -^f^7V7 (lllmg) , (+) -10-*>7 
T Vflfc (7 2. 5mg) „ 2- (4-7Mn7x^l/) 7tf-;W7ftv7 
h _ ^vxy^S (o. 1M, 4. 0ml) ID^fiM (3 5, 4mg> 2 1% 

1 H-NMR Spectrum (CDCls) * (ppm) II. 7 2 - 1. 8 2 ( 
2H, m) , 2. 30 (6H. s) , 2. 34-2. 42 (2 H, m) . 2. 92 (3H 
, s) , 3. 36-3. 44 (2 H, m) , 3.71 (2H, s) , 7. 10-7. 40 
(7H, m), 7. 52 (1H, s) , 7. 83 (1H, dd, J = 2. 4, 11. 2H 
z) , 8. 3 2 (1 H, s) , 8. 4 4 (1 H, brs), 12. 36 ( 1 H, brs) 

[0 6 2 3] 

(B&W2 0 6 - 1) 1 - (3 -y^^^7 5y7 , PtT;V) -3- [6- (2-7** 
q-4-sl>D7xM'» If'; 5y*>-4 -4 JVl - l-^fiV7V7 
4_75y_6- (2-7Jl-tD-4--l-n7xMy) (120mg) , 

h ijif^7? > (0. 16 7ml) „ ^nnfR7xi* (0. 150ml) „ N, N 
N ' _ y i; 1 , 3-7*D^>y7 5 > (0. 4 5ml) <fc IJMflS-ft* ( 1 2 

8 m g, 6 8%) *SfelS H B B i: LT#fc 0 • 

1 H-NMR Spectrum (CDCls) 8 (ppm) : 1. 75-1. 85 ( 
2H, m), 2. 31 (6H, s), 2. 35-2. 41 (2H, m), 2. 94 (3H 
, s) , 3. 4 0- 3. 4 4 (2 H, m) , 7. 40 (1H, m) , 7. 60 (1H, d 
, J =0. 8Hz), 8. 06-8. 13 (2H, m), 8. 31 (1H, d, J = 0. 
• 8H z) . 

[0 6 2 4] 

aaffl 2 0 6 - 2 ) 3 - T6- (4-7?/-2-7>tn7x^y) 
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_4_^ ;U 1 _ i _ j3^^A±JkZAZlBJiJk} - 1 ^7 
! _ (3-^f*75/^n^) -3- [6- (2-7JVto-4--bn7xM 
v) try 5 v>-4--f;w] - 1 ->WV7 (1 2 8mg) ^Hlfc£-t/ (1 1 
lmg) *m&mW®k Lt?#f;„ 
ES I -MS (m/z) !3 6 3 [M+H] + . 
[0 6 2 51 

($M2 0 7) 3 - (ep'jy>-i-o) 7-b-fy ^-i-^^^->vy» 

7 ->K [6- (2-7**0-4- 13- T2- (4-7HP7x M-» T-b + 
jyj gjigjxj _K1 7 5 W -k-4TA 75 K 

3- (^n 'J 1 -"f ;v) TW^-l-*****/'^^ TvK [6- (2 

-7MD-4--l-n7xA'» tT'J 5 5»-4->f 75 K (9 0. 3mg) ± 
fl-frjSLfc3- (tfnU vy- 1 -4 fr) 7WJ>- 1 - [6- (4-7 

^ y_2- 7 ;vtD7xy^v) 5 v>-4--f ;V] 75 K (ES I -MS (m/ z 
) : 3 9 5 [M+Na] + ) > (1 S) - ( + ) -1 0-#>77-^*>i (8. 5 
mg) ; 2 - (4-7**07*. = *) 7tfMvf**/7*-b.(0. 2Mh^> 
»ifc, 1. 12ml) £ , 6feWtU»l (8. 3mg> 6. 53%) 

^H-NMR Spectrum (CDC 1 3 ) 8 (,p p m) : 1. 84 (4H, m) , 
2. 5 2 (4H, m) , 3. 3 9 (1H, m) , 3. 7 1 (2H, s) , 4. 0 1 (2H 
m) 4. 13 (2H, m) , 6. 8 9 (1 H, s) , 7. 12 (2H, m) , 7. 2 
1 (2H, m) , 7. 29 (1H, m) , 7. 36 (1H, m) , 7. 65 (1H, d, 
J = 0. 8 Hz)., 7. 86 (1H, dd. J = 2. 4, 11. 6Hz), 8. 33 (1 
H, d, J = 0. 8Hz), 8. 47 (1H, s) , 12.38 (1H, s). 
ES I -MS (m/z) : (n e g. ) : 5 6 6 [M-H] . 
[0 6 2 6 ] 

(M-PU2Q7-1) 3- (bfo'jv^- l --f *) Z*±2Z= i z^Jk£*±V ' y 

g 7_y_K [6 - (2-7;Vta-4--lP7xy^-» if'J ;-7 V-4--fM 7. 

y3 ( 2 -7^0-4-xFD7xMy) tT >; 5 v > - 4 - 4 *7 5 > (15 0mg 
) „ > ijxw?> (0: 2 0 9ml) , ?nnf|7iX)V (o. 150ml) „ 3 
- (tf n u *jy- l -4 a>) 7WS>> rh')7;i'tnftKI (l. 06g) , r-'J^ 
f^75> (1. 0ml) ±0, Iffe7*^7r^fcl-CtMM» (90: 3mg, 

3 7.4%) fcfcfco . . 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) : 1. 68 (4H, m) , 
2. 5 3 (4H, m) , 3. 3 9 (1 H, m) , 4. 0 3 (2H, m) , 4. 16 (2H 
, m) , 7. 06 (1H, s) , 7. 41 (1H, m) , 7. 55 (1H, d, J = 0. 
8Hz), 8. 08-8. 14 (2H, m), 8. 32 (1H, d, J = 0. 8Hz). 

ES I -MS (m/z) :4 2 5 [M + Na] + . 

[0 6 2 7] p 

(»ffg2 0 8) 3 -7>^7^7tf»y>-l- *^'>'Jy» 7vK L 

6 _ (2-7^/^-0-4- 13- f 2 - (4-7^tD7x^)0 7-b + *1 g^LgW 
K| 7x;^r-» fc°'J j 4 --f*1 75 K 

3-i?/f;V7 5 STVfJy- 1 -*>l"K*->'J TvK [6- (2-7**n 

-4-x^7x^y) tf'J 5yV-4-^^] 75 K (8 8mg) ± ")^Lfc3- 
y'>f;V7 5 y 7-lr + v>- 1 -5&****v'J 7vK [6- (4-757-2- 

7WD7iy^y) tf'J 5 v>-4 -4*] 75 K«£jRB» (ESI -MS (m/z) 
; 3 6 9 [M + Na] + ) <D 1 / 2 (IS) - ( + ) -1 0-*>77-^*^i 
(2 5. 8mg) > 2- (4-7^n7xx^) 7W 4 V^*->7*- h (0 . 
2M MVi^itifc, 0. 5 5 6 ml) iO, efe»*kU*Bft*« (22mg) 
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1 H-NMR Spectrum (CDC h ) S (ppm) \ 2. 20 (6H, s), 
3. 16 (1H, m) , 3. 7 1 (2H, s) , 3. 9 5 (2H, m) , 4. 0 9 (2H 
, m) , 6. 9 7 (1H, s) , 7. 0 9 (2H, m) , 7. 2 1 (2H, m) , 7. 2 
6-7. 37 (2H, m) , 7. 66 (1H, s) , 7. 86 (1H, dd, J = 2. 4 
, 11. 2Hz), 8. 33 (1H, s) , 8. 74 (1 H, brs), 12. 41 (1 
H s ) 

ES I -MS (m/z) ! 5 6 4 [M + Na] + . 
[0 6 2 8]. 

(||^2 0 8- 1) 3-y^f^7S /7-tf^v?^ 1 -^ *>y'J 7y ? 

r 6 - (2-7)^n-4--hn7x;^y) fcf U S y > - 4 - ^ ;H y 5 K 
6 _ (2-7Hn-4--hD7iMy) tfV 5y>-4- / (iV75 > ( 1 5 0 m g 
) , .^nnflt7t-* (0. 150ml) , 3- (tfn >J 1 - 4 )V) TWJy 

- b >; yfrO-v&Wt&vi&fo (i . 2 8g), hyif*7§>ii), StfeT^? 

rXfc-fC^«-fb# ! » (88. Omg, 39. 0%) 

1 H-NMR Spectrum (CDCh) d (ppm) :2. 21 (6 H, s) , 
3. 18 (1 H, m) . 3. 9 7 (2H, m) , 4. 12 (2H, m) , 7. 0 0 (1 H 
, s ) , 7. 4 1 (1H, m) , 7. 7 6 ( 1 H, s) , 8. 11 (2H, m) , 8. 3 

2 (1 H, s) . 

ESI-MS (m/z) : 3 9 8 [M+Na] + . 
10 6 2 9] 

(mmm2 09) 4- 1 [ L3_R) - 3- (v>-^7< /• gou^ -i- 

^/H ^;y^'-;t/T ^ / I -6- (2-7JV*P-4- |3- \2- (4-7»tn7i 
r.;lQ 7-bf-JiO »*»"WKl -7^y^r->) tf'J^y> 

4 _ (4- 7 ;;-2-7HD7x^y) -6- I [ (3R) -3- (S>**-*7 3 

/^;i0 ifnyy^-i-'f*] **#-^7? y| tf;5v> (95. 3mg) , ( 

+ ) - 1 o-*V7r-^)l"t>i (5 7. 5mg) , 2 - (4-7HD7x-^) 7 
^f-;W V?-* V7*- h- Wl'^M (0. 1M, 3. 3ml) £ 0*»f&frW ( 4 
1. 4mg, 2 9%) ia«*tU#fco 

1 H-NMR Spectrum (CDCh) 5 (p P m) I 1 . 7 2 (1 H, m) 
, 2. 10 (1H, m) , 2. 2 5 (6H, s) , 2. 2 9 - 2. 3 2 (2 H. m) , 2 
. 50 (1H, m) , 3. 20 (1H, m) , 3. 4 0 - 3. 7 0 (3 H. m) , 3 . 7 
1 (2H, s) , 7. 10-7. 40 (7H, m) , 7. 70 (1H, s) , 7. 86 ( 
1H, dd, J = 2. 4, 11. 2 Hz) , 8. 32 (1H, s), 8. 44 (1H, b 
r s) , 12. 3 8 (1 H, brs). 
[0 6 3 0] 

(X&0I 209-1) 4- I [ (3R) - 3- (v^^7 5^ ^/U) n 'J v > - 
;i/7^ y I -6- ( 2 - 7 * * n - 4 - - b n 7 x / * 50 k?'J5v> 

4_75y-6 - (2-7J^n-4--F07x;*y) ^'Jv>'> (12 5mg) v 
^nn^7x-JV (0. 15 0ml), (3R) -3 - (y^fJl'?; )V) l^o 

(6 0 3 mg) ON, N-y^fWA7 5K (3. 5ml) mmt 
h ijxf/l/75 ><£ OfEflMk^* (1 1 2mg> 5 5%) fc&'feflMfcWfc LTftfco 
1 H-NMR Spectrum (CDCh) $ (ppm) :2. 0 5 - 2. 2 5 ( 
2H, m) , 2. 26 (6H, s) , 2. 3 0- 2. 3 2 (2 H, m) , 2. 52 (1H 
, m ) , 3. 22 (1H, dd, J = 3. 2, 9. 6Hz), 3. 48 (1H, m) , 3 
. 60-3. 70 (2 H, m) , 7. 23 (1H, brs), 7. 41 ( 1 H, m) , 7 
. 79 (1H, d, J = 0. 8Hz), 8. 07-8. 14 (2H, m), 8. 31 (1 
H, d, J = 0. 8 H z) . ■ 
[0 6 3 1 ] 
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(«fliJ2 0 9 - 2) 4 - (4 -T;/-2-7;VtD7x^-» -6- I [ (3R 

) _ 3 _ (i;n-)VT$.y t?-^) en'ji?>- l-'f ;v] *^**^^T5y| evsv 

y 

4 _ I [ ( 3 R) -3- (y>f^7U^f^) kfn'JS/^- 1 *^*-^7 
5 y| _ 6 _ (2-7*tn-4--hD7i;^» t''J5y> (1 1 2mg) J: >9 S 
a-fk^-ft (9 5. 3mg, 9 2%) 4rifcJ(rfeflM*Wi: LT^fco 
ES I -MS (m/z) :3 7 5 [M+H] + . 
[ 0 6 3 2 ] 

(g^MJ 10) 3- T6 - {2jz2*± P- 4- 13 - T2 - (4-7HH7x^ 
;i/) y-fef-ju] ^*7WKl ^'Jv7>-4 -^H - 1 ->^;i/- 1 - 

T (3S) - (l-^f^b'a'J-7>-3-^) >^-;vl 7 1^7 
3 _ [ 6 _ ( 4 _ 7S ;-2-7;^n7xAy) tfV 5 v^- 4 -4 *] -1-^^ 
;v _ !_ [ ( 3 s) - (l-y^lfn'jyv-3-'fA') ^f-*] 9 1/7 (1 6 2mg 
) % (+) - l0-»>77-XW>i(9 7. lmg) « 2 - (,4-7^tn7x- 
>1/) 7-l»f^'fVf*^7*-h-b^>»* (0. 1M, 5. 6ml) t - 
&® (7 6. 8mg, 3 2%) SrSfe»*4: LT#fco 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1 . 48 (1H, m) 
2. 0 1 (1 H, m) , 2. 2 1 (1 H, m) , 2. 3 2 (1 H, m) , 2. 3 8 (3 
H s) , 2. 4 8 (1H, m) , 2. 6 6 (1H, m) , 2. 9 8 (3H, s) , 3. 
02-3. 20 (2 H, m) , 3. 49 (1H, dd, J = l 1. 2, 14. 8 Hz) , 
3 71 (2H, s), 7. 10-7. 40 (7H, m) , 7. 61 (1 H, s), 7. 
8 5 (1H, dd, J = 2. 4, 11. 2 Hz) , 8. 3 3 (1H, s) , 8. 4 8 (1 
H, b r s) , 1 2. 3 7 (1 H, b r s) . 
[0 6 3 3 ] 

(§gfl2 10-1) 3- T6- (2-7^tD-4--hP7x^ y) eU3V> 
_4-^^1 -i-^f-^-i- f (3S) - (l-^; vE°P'Jy>~3--W 
;H »>7 

4 _ 7 = y_ 6 _ (2-7^tn-4--ho7x^y) (125mg) > 

h ijif-;VT5 > (0. 167ml), ^nnfl|7xs* (0.150ml), (3R 
) -i-^f;V-3- (^f^75y^f^) ifn'Jyy (4 4 9mg) ON, N-v7 
fMW7U«(3. 5ml) i9«ift«(174mg, 8 6%) 

ESI-MS (m/z) 14 2 7 [M + Na] + . 

[0 6 3 4] x . , , 

(§g|2 10-2) 3 - T6 - (4-7 3;-2-7;^P7xM-» g]L*y^ 
-4-4*1 -i->^*-l- r (3S) - (i-^f»e mj^-3-a) 

3- [6- (2-7)^n-4--fD7x^y) tTV 5 4 -4 /U] -l->f- 

j _ [ ( 3 S ) - (l->f^en'Jvy-3-'f^) 7 U7 (1 7 4mg 

) J: rj . (16 3mg) fcisfsStfef*^ t 

ESI-MS (m/z) : 3 7 5 [M + H] + . 
[0 6 3 5] 

(MM-gilJ 4- (en u y>- i -4;^) ^ 'lyyi-^^y')^ — Z. 
->K T6- (2-7 JU^- p-4 - 13 - F2- ( 4 - 7 JV* a 7 x-;v) 7jfe±jLl 2 
W Kl 7x7 e 'J 5 y > — 4 — 4 JH 75 K 

SSl^ffi^T, 4- (en yy*- 1-4/1/)' ^'jyyi-*Wy'J y* TvK 
[6- (4-75^-2-7Jl/tn7x7+y) e»J 5 v > - 4 - 4 /V] 75 K (2 2 
6mg) , 1. 0M 2- (4-7^D7x-JV) T±W"( V v7 * - b - N , N- 
y7fW;H75Ki«(l. 7ml) iOtlft^ (9 8. 9mg, 3 0. 3%) 
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1 H-NMR Spectrum (CDCh) S (ppm) : 1. 50-1. 68 (2 
H, m) , 1. 80 (4H, m) , 1. 97 (2H, m) , 2. 24 (1H, m) , 2. 
58 (4H, m) , 3. 04 (2H, m) , 3. 72 (2H, s) , 4. 02 (2H, m 
) , 7. 10 (2H, m) , 7. 14-7. 2 1 (2H, m) , 7. 2 4 - 7. 3 4 (2 
H, m) , 7. 3 8 (1 H, b r s) , 7. 5 6 - 7. 6 6 (2 H, m) . 7. 9 6 (1 
H, brs), 8. 34 (1H, brs), 10. 53 (1 H, brs). 
ES I -MS (m/z) : 6 0 2 [M+Na] + . 
[0 6 3 6] 

mWM2 1 2) 4 - ^ / ^'J ■/ > - 1 - ^Wt'^ry 'J y» — TvJ: L 

4 - ( 3 -^ju^a- 4 - 13- [2- (4-7»tP7x-)H 7-bf-JH f-frfrW 
KJ y g'jy>-2-'fJH 75 K 

(4- 12- [ (4-y>W5 yif^U v>- 1 flO 7^] 
-y>_ 4 -2-7i^n7i-^) #;w^-h (122mg) <k b 

<&$Lfc4 -V*+t»7 5 7 fcT^V v*>- 1 y * 7->K [4-(4- 

75y _3_ 7 j^ B7l ^y) tfi;yy-2-^*^] 7 5 YW&ftto (ES I -MS 
(m/z) 13 7 4 [M + H] + ) ©1/21, (IS)- ( + ) -*>77-XH> 
f (55, 8mg) , 2- (4-7Wn7x-W 7W 4Vf-*->7*-h 0 
2Mh**>S*(l. 12ml) iU, efe»*iLt*Ift^* (18. 5mg) 

1 H-NMR Spectrum (CDCh) S (ppm) : 1 . 42-1. 53 (2 
H, m) , 1. 88 (2H, m) , 2. 30 (6H, s) , 2. 40 (1H, m) , 2. 
91 (2H, m) , 3. 72 (2H, s) , 4. 12 (2H, m), 6. 57 (1H, d 
d, J = 2. 0, 6. 0Hz) , 6. 91 (2H, d, J = 8. 4Hz), 6. 93-7 
. 14 (2H, m) , 7. 25-7. 31 (2H, m) , 7. 37 (1H, brs), 7 
. 68 (1H, d, J = 2. 0Hz), 8. 08 (1H, d, J = 6. 0 Hz) ,8. 3 

2 (1 H, m) , 8. 79 (1H, brs), 12. 31 (1 H, a) . 
E S I -MS (m/z) 15 6 9 [M+H] + . " 

[0 6 3 7] 

(3£*frg»2 13) 4- (\£nVi?>-l-4A>) g^U 1 'J * » 
Tvjf T4- (3-7JI/^D-4- 13- T2- (4-7^P7x -)k) T*±Jtl 
gW_K{ 7ji>'**» bfUv>-2-^;Vl 7_§_K 

[2-7«/*n-4- (2- i [4- (fD'jy^-l-^V) t^'J^- 
75/! try v^-4-W ;V^^r-» 7i-^] */Wt*-|« (155 
mg) i^S£Lfc4- (eu'JyV-l-^H k^V v> - 1 - * '> 'J * * 

7->K [4- (4-r?/-3-7Hn7x;*J') ^ V v >- 2 - -f *] 7 5 K ( 
ES I -MS (m/z) : 4 0 0 [M+H] + ) Wl/21, 2- (4-7Ho7x- 
;l/) 7-fcf-/l/ 4 Vv7*- h 1 . OM (0. 0. 635ml) <£>9, 

LT&H'ffc'fr* (2. 6mg) fcfcfco 

1 H-NMR Spectrum (CDCh) 8 (ppm) : 1. 5 5. (2 H, m) , 
1. 82 (4H, m) , 1. 95 (2H, m) , 2. 30 ( 1 H. m) , 2. 64 (4H 
, m) , 2. 96 (2H, m) , 3. 73 (2H, s) , 4. 04 (2H, m) , 6 . 5 

2 (1H, dd, J = 2. 0, 5. 6Hz), 6. 87-6. 92 (2 H, m) , 7. 0 
7-7. 12 (2H, m) , 7. 2 6 - 7. 3 2 (2 H, m) , 7. 62 (2H, d, J 
= 2. OHz), 8. 05 (1H, d, J = 5. 6Hz), 8. 15 (1H, m), 8. 
2 3 (1H, s) , 10. 6 6 (1 H, s) . 

E S I -MS (m/z) : 5 7 9 [M + H] + . 
[0 6 3 8] 

( ^mm 2 14) 4 - v * ±±y_ % j y ) 2 > - 1 - * )]/ ^* Sy ,; y * 7Sy K — t 

4 - (3-7;^^p-4- 13- [2 - (4-7JV^P7x-)V) 7jb±jk] frj^Ljli 

7x^-» y>-2--f/H 7_L-K 
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(4- 12 - [ (4 -v*i-fr7 5 / tr^u i -*/ujp-ao 7? /] 

fcf U v>- 4 -4 >U**V| -2-7;l'tn7x-;l') #;W**-b (12 2mg) «fc t) 
-&^;t7 v c4 -v>-^^T^ J \£*<V ¥>- 1 -*;v**+v"; y 9 7*>K [4- (4- 
75;-3-7;V*n7xy+-» tf 'J 2 -4 75 K (ES I -MS (m/z 

) : 3 7 4 [M+H] + ) Wl/2i, 2- (4-7WD7i-M 7-tf)KVv7 
h 1 . 0 M b (0. 3 6 0ml) i «9 , SKflMfrfrW ( 0 . 5 5 m g , 

0. 8 3%) *»fc„ 

1 H-NMR Spectrum (CDC 1 s ) S (ppm) : 1. 42-1. 55 (2 
H, m) , 1. 90 (2H, m) , 2. 33 (6H, s) , 2. 43 (1H, m) , 2. 
90 (2H, m) , 3. 73 (2H, s) , 4. 13 (2H, m) , 6. 53 (1H, d 
d, J = 2. 0, 5. 6 Hz) , 6. 85-6. 92 (2H, m) , 7. 11 (2H,m 
) , 7. 29 (2H, m) , 7. 4 5 - 7. 6 9 (3 H, m) , 8. 05 (1H, d, J 
= 5. 6Hz), 8. 16 (1 H, m) , 10. 13 (1H, s). 
ES I -MS (m/z) 15 5 3 [M+H] + , 5 7 5 [M + Na] + .'. 
[0 6 3 91 

(Iii2 15) 1- [4 - (3-7)U*p-4- 13 - [2_z (4-7^n7i- 
)V) 7-fcf-JH f-^frWKI 7*.;*i/) MWv-i-A )\s~\ -3- (i-.*^fc: 

^'jy/-4->f frV- 7 

^>->';l/ (2 -7/U*n- 4 - |2- [3- (1 f-JU\£^) v>- 4 -<Y AO U 
^ K] tf'J 2> >- 4 -4 ;V**->| 7x-;V) - b^BKtl (9 7. Omg) <fc 

•j-frjfiLfcl- [4- (4-7U-3-7^07x^'» tf')v>-2-^;V] - 

3- "(l->f^^V5'y-4-'f*) 7 1'7(01/2I, (IS) - ( + ) -10- 
i) ^7t-^W^I (5 1. 6mg) > 2- (4-7**D7i^) 7-fef-*' 4 V 
^*->7*-b (0. 2Mh^xv^ 0. 8 3 3 ml) <£ , fife©**: LT*H 
-ffc^* (18. 5mg) 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) : 1 . 58-1. 70 (2 
H, m) , 1. 9 8 - 2. 0 6 (.2 H, m) , 2. 18 (1H, m) , 2. 30 (3H, 
s) , 2. 75 (2H, m) , 3. 76 (3H. s) , 3. 81. (1H, m) , 6. 18 
(1 H, d, J = 2. OHz) , 6. 55 (1H, dd, J = 2. 0, 6. OHz), 6 
. 90 (2H, m) , 7. 10 (2H, m) , 7. 2 8 - 7. 3 3 (2 H, m) , 8 . 0 
8 (1 H, d, J = 6. OHz), 8. 30 (1 H, m) , 9. 43 OH, brs), 
1 2 . 3 8 ( 1 H, s) . 

E S I -MS (m/z) : 5 5 5 [M+H] + . 
[0 6 4 0] 

0ftjag|2i5-l) c^JUt (2-v;v^p-4- 12- T3- (1 ->^>Ut^ 

^>v*;V [4- (2 -7 5 J tf'J v>- 4 -4 ;l'*3r-» - 2 — 7iV^D7i — ^] * 
;W^-b (2. 1 g) , f'JxfJl'7 5> (2. 4 9ml) , ^DD^i-Jl' (1 
. 6 4ml) ^fflv^-C#'bn7tKJ£4 , ra#^l/6ftfc4-75y-l-^^^tl'^ , Jv 
> (566mg) J: «K mt&tiltt.® t LX&Mt&momil&m ( 9 7 m g ) 
E S I -MS (m/z) : 4 9 4 [M+H] + . 
[0 6 4 1 ] 

(3Ettg|2 1 6) 4- I [ ( 3 R ) - 3 - f ^7 ^ / h'p 'J y > - 1 - ^ jlik 
^T^/l -6- (2-7J^»D-4- 13- T2- (4-7»tn7i-JH Tjb 
^;v] f^g_W_Kj 7x;Jry) 

4- (4-75^-2-7JVtn7x^-» -6- I [ (3R) -3->'^fJV7 5; 
en'Jyy-l-'f^] A^-^7^/1 tfU 5V> (1 3 Omg) , ( + )-10- 
A>7r-^W>I (7 8. 5mg) , 2- (4-7J^n7x-;H 7*fM7f 
t->7^-F-HH (0. 2M, 2. 75ml) i > (88. 9 m 
g, 4 7%) i&&ffi3Lt LX&tlo 
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1 H-NMR Spectrum (CDC 1 3 ) S (ppm) II. 92 (1H, m) 

, 2. 2 1 (1 H, m) , 2. 3 0 (6H, s) , 2. 7 8 (1 H, m) , 3. 2 6 (1 
H, m) , 3. 4 0- 3. 5 2 (1 H, m) , 3. 6 4 - 3. 8 4 (2 H, m) , 3 . 7 

2 (2H, s), 7. 10-7. 40 (7H, m) , 7. 70 (1H, d, J = 0. 8H 
z) , 7. 87 (1H, dd, J=2. 4, 11. 2Hz), 8. 34 (1H, d, J = 
0. 8Hz),. 8. 44 (1 H, brs), 12. 39 (1H, brs). 

[0 6 4 2] y . 

(gj£W2 16-1) 4- t r (3R) -3->VW^bnijy^-l-^ l/3 
ft^r-^T^ >M -6- (2-7^n-4--^P7xM-» e»;5y> 
4 _ 7 ?;_6 - (2-7J^n-4--l>n7j^y) tf>J5^> (I2 5mg) , 
MJif^75> (0. 167ml) , ^nafl|7i-^ (0. 150ml), (3R 
) _ 3 _ f-;v T 5 / bf P V v V ( 0 . 3 3 0ml) «t 0 , Mtt-S* ( 1 3 2 m g , 

6 8 %) *ifc*fe»3fcfc L"C#fc«, 
[0 6 4 3] 

(MM 2 16-2) 4 - (4-7U - 2-7»tP7iM '» - 6 - 1 [ (3 R 
) - 3 - f-;U7 ^ y tf P 'J y >- 1 - ;V] i!>^^»75/l Q)_5JS_> 
4- | [ ( 3 R) —3 - y^f ^7 5 / k? P 'J v 5 > — 1 —■ifl'] * fl'tf-A'T 3 ^| -6 

- (2-7WD-4--l>D7xMy) k?V 5 v> (132mg) SEH'ft'&W 
(13 0mg) LT#/co 

E S I -MS (m/z) : 3 8 3 [M + N a] + . 
[0 6 4 4] 

(3li£#!)2 17) 3- [6- {2-7fr*n-4- |3- [2- (4-7;^n7x^ 
*v) T-fe^;V] f-**l"f K| 7x/#y) tfV 5*^-4-^] -1-^;V-1 

- [3- (VfP'J 1 *) -/Ptf^] 

3- [6- (2-7*tD-4--hD7x^y) ^ U 5 V * - 4 - A -1-** 
[ 3 _ (en'J 1 --f ;V) 7"nt')H ->l/7 (13 5mg) i^JSU 

3 _ [ 6 _ (4-7;;-2-7;Ho7x7*y) M V 5 v 4 - -f *] 

[ 3 _ (tf n «; 1-W ;V) yP^JV] 7k7 (ESI -MS (m/ z ) 

: 3 8 9 [M+H] + ) , (IS) - ( + ) -10-*>77-XH>| (1 4 2mg 
) , 2- (4-7WD7x-Jl/) -fVftyT^-F (0. 2MhJ^>i 

ft* 3. 4 2ml) J: 19, (43. 8 m g, 23. 3%) £t# 

/Co 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) : 1. 78 (2H, m), 

1. 96 (4H, m) , 2. 50 (2H. m) , 2. 57 (4H, m) , 2. 93 (3H 
, s) , 3. 43 (2H, m) , 3. 71 (2H, s) , 7. 12 (2H, m) , 7 . 2 
1 (1H, m) , 7. 2 5 - 7. 3 5 (3 H. m) , 7. 5 1 (1H, s) , 7. 8 4 ( 
1H, dd, J = 2. 4, 11. 6Hz) , 8. 28 (1H, s), 8. 51 (1H, s 
) , 11. 5 4 (1 H, brs), 12. 36 (1 H, s) . 

E S I -MS (m/z) : 5 8 4 [M+H] + . 

[0 6 4 5] « - , 

(«fiW2 17-l) 3 - [6 - (2-7^tD-4--fn7x7 + y) tT'J^v> 

_4_^ ;V ] -i-^^^-i- [3- (en'jj;>-i-^*) 70 e*] ^ur 

6 _ (2-7WD-4--f07x7^y) f'J 5 v>- 4-^*75 > (12 0mg 
) % h iji^;UT5 > (0.3 3 4 ml) , ^nnf|7x^* (0.181ml) , ^ 
^_ (3 _ tfn U 1 —4 )V?u \Z)V) 75> (34 lmg) X *) > ^Hfe^a^ t L- 

xmmit&W (13 5mg, 6 7. 2%) 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1.80 (2H, m), 
1.96 (4H, m) . 2.52 (2H, t, J = 6. 0Hz), 2.58 (4H, m), 

2. 94 (3H. s), 3. 45 (2H, t, J = 6. 0Hz), 7. 40 (1H, m) 

, 7. 60 (1H, s) , 8. 07-8. 13 (2H. m) , 8. 26 (1H, s) , 1 
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1. 6 4 (1 H, b r s) . 

ES I -MS (m/z) 14 19 [M+H] + . 
[0 6 4 6] 

(H«0J2 18) 3- [6- (2-7>U*n-4- |3- [2- (4-7W07x; 

_ [ 3 _ ( 7 ^ff.-^>_ i -xf ; v) ^n^] <)U7 

3- [6- (2 1 7Wn-4--FH7x/+y) f'J5y>-4-(^] 

[3- (T-tf-^vV- 1 ->f;i/) 7"o^] «>U7 (10 4mg) J: 9 L 
3 _ [ 6 _ (4-7U-2-7^D7x;^y) fcfy 3 v >- 4 -4 JU] -1-**- 
;v,_l- [3- (TWJ>- 1 -4 ^) yntT/U] >)V7 (ESI-MS (m/z) : 
3 7 5 [M + H] + , 3 9 7 [M + Na] + ), (IS) - (+) -10-*>7t-^ 
W^(14 2mg) , (4-7*tD7xs*) 7tf * -fVftv7^-F 0 
. 2MF;^m 2. 7 3ml) i« v fife»*HT«lftHl (H. 9mg, 
8. 8 1%) frWfco 

1 H-NMR Spectrum (CDC 1 s ) d (ppm) : 1. 63 (2 H, m) , 

2. 26 (2H, m) , 2. 46 (2H, m) , 2. 89 (3H, s) , 3. 29 (4H 
, m) , 3. 3 7 (2 H, m) , 3. 7 1 (2 H, s) , 7. 12 (2 H, m) , 7. 2 
9-7. 35 (4H, m) , 7. 52 (1H, s) , 7. 85 (1H, dd, 1 = 2. 4 
,11. 6 Hz) , 8. 3 5 (1.H, s) , 8.4 8 (1 H. s) , 12.36 (1 H, 
s) . 

ESI-MS (m/z) :5 7 0 [M+H] + . 
[0 6 4 7] 

(gj|W2 18-l) tert-7f» (3-7W >-l-^^-3-t^V7 
n g Ji/) 7>;w-?> - h 

h'Jif^T?!' (4. 4 2ml) ON, N- fM;VA7 5 K»tKH?f 
Bfcffl (2. 9 6 g) Ifitl 0^IW«^Lfco ££fcB o c -b e t a-ALA 

-OH (5. OOg) , l-x.-f-fr-3- (3->^f^7 5 /7nk» ft/Mf^ 5 
Kj||j| (7. 59g), l-tKn^^'/fUT'/-* (5- 3 5 g) £}JD;i. £ 

A?D7h^7^ - (?§mi£ ; ftiif^-Hitif* : ^^-^=1 o : 1) t*« 

«Lfc„ g»»I^«Silit, ^ffei«»tLt$lft^ (5. 9 9g, 9 9. 
4%) Sr^fco 

1 H-NMR Spectrum (CDC 1 3 ) <S(ppm) II. 43 (9H, s), 
2. 2 8 (4H, m) , 3. 3 7 (2H. m) , 4. 0 3 (2H, m) , 4. 12 (2H 
, m) , 5. 2 7 (1 H,. b r s) .. 
ESI-MS (m/z) : 2 5 1 [M + Na] + . 
[0 6 4 8] 

(MM218-2) ^3 -rn+yy- i ^jjk^B^ M 

tert-rf* (3-7^fy>-l-^i'-3-**v7nf^) £;wo-h ( 
5. 9 9 g) Ofh?tKn7?> (15 0ml) Iti:, flctfSBTF* *3frffcV^*A 
T^5-^A (2. 9 8g) *&*fcim;ifco SWRMfcT, 1 5#W*i§±* 4 

5fl-WM-e«#Lfco iffffl^T8 or-C8«FWlni«fc«»Lfco $<b*"> S 

S£H»;t\ EJSffifc i o o'er* 3 4^^in^jgmL^o %<r>'&, KJS****Lfco - 

i i:I^T, * ( 2 . 98ml) ^ 5 N7fcgHt+ b U 9 AtK?#?£ ( 2 . 98ml) 

8. 94ml) *m%Mx., itL*^ST?3 ama^L^o ^»»**S0L*:, 

ffiMSU »&flM*«fc Uflt^ (2. 78g, 82. 8%) fc^fco 

1 H-NMR Spectrum (C DC 1 3 ) 8 (ppm) : 1 . 52 (2H, m), 

2. 05 (2H, m), 2. 41 (3H, s) , 2. 43(2 H, m), 2. 59 (2H 

, m) , 3 . 1 5 (4 H, m) . 
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ES I -MS (m/z) : 1 2 9 [M+H] + . 

[0 6 4 9] ... 

(«jWI2 18--3) 3- [6- (2-7^n-4--FD7x; + -» K V * v > 
_4_^;^] _ ! i - [3- (7*f-y>- l--f ^f)V] 7V7 

g_ (2-7J^0-4--hn7xy+-» fcf'J 5 4 -4 ^7 5 > (120mg 

hijxf;V7 5> (0.3 3 4ml) , ?nnfl|7x-* (0.181ml) > 
1- ( 3 - T-b'-^v > - l ->f ^"/n tf/U) 75V (3 4 1 m g) <£ *K SES'ft'&'W ( 1 0 
4mg, 5 3. 6 %) *Wtzo 

1 H-NMR Spectrum (CDC 1 3 ) § (ppm) : 1 . 65 (2 H, m), 
2. 2 7 (2H, m) , 2. 4 7 (2H, t. J = 6. 0Hz) , 2. 9 1 (3H, s) 
, 3. 30 (4H,m), 3. 38 (2H, t, J = 5. 6Hz), 7. 41 (1H, d 
d, J = 7. 0, 9. OHz) , 7. 61 (1H, s) , 8. 07-8. 13 (2H, m 
) , 8. 3 4 (1 H, s) , 12. 5 6 (1 H, b r s) . 
ES I -MS (m/z) : 4 0 5 [M+H] + . 
[0 6 5 0] 

T->K f4- (3-7JI/*-a-4- 13- T2- (4-7)^ D7x-)V) 7^r 

^>v;v (4- |2- [ (3S) - 3 - f ^7 5 ;^ f J^'o 'J y > - 1 - * 

757| tf'; v>-4-^f;V3J-4rv) -2-7WD7x^) #;Wn*7- bOffi 
(1 2 8mg) J: $*JfcUfc (3 S) -3-^f*73^f^a'Ji;>- 1 
-*my'j^ T -> K [4- (4-75/-3-7Wn7x^y) e>)y> 
-2-4 /U] 7 5 K> (1 S) - ( + ) - 1 0 - * > 7 r (5 8. 5mg) 
2 - (4-7J^n7x-)l/) 7-kf-Jl/ Vf t->T7— b (1. 89ml, 0. 2 
M h^i^»«L) i<?> (17. 5mg) fcfcfco 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) : 1. 70 (1H, m), 
2. 08 (1H, m) , 2. 24 (6H, s) , 2. 28 (2H, m) , 2. 47 (1H 
, m) , 3. 17 (1H, m) , 3. 43 ( 1 H, m) , 3. 5 4 - 3. 6 8 (2 H, m 
), 3. 72 (2H, s), 6. 55 (1H, dd, J = 2. 0, 6. OHz), 6. 9 

2 (2H, d, J = 8. 8 H z) , 7. 11 (3H, m) , 7. 2 6-7. 3 1 (2H, 
m) , 7. 76 (1H, d, J = 2. OHz) , 8. 07 (1H, d, J=6. OHz) 
, 8. 3 2 (1 H, m) , 8. 6 7 (1 H, s) , 12. 2 9 (1 H, s) . 

ES I -MS (m/z) 15 6 9 [M+H] + . 
[0 6 5 1 ] 

(§ai2 19-l) ^yJUk. [ (4- 12- r (3 S) -3-v^^^75 
frVuVi/y-l-Hfrtf-M 7571 ^uyy-4--fW'» - 2-7)^*^7 
x^;)/l JW-C7 — h 

[4- (2-75^ , 'Jy>-4-^Vt^fy) -2-7;^n7x-*] # 
;wf>- b (3 0 Omg) , ^nnf|7ii* (0.2 6 6ml) (3 S) - 3 - (3> 
>f .^ T = /^f-;u) tTn>jv*> "SIM (4. 2 5ml, 1. 0M N, N-vM^ 
IU*^A7 5K»«) , htjxW5VJ:0, £»fb£-»©ffi&JfcW (12 8mg) £ 

[0 6 5 2] 

(taiW2 2 0) 3 - [6- (2.-7fr*P-4- 13- \2- (4-7»tQ7x- 
T4- ( tf a 'J y > — 1 — -f JV) 7±iLl 7 1^7 

3 _ [ 6 _ (2-7)VtD-4--h07x^y) tTU 5 V >- 4 --f *] 
;V _!_ [ 4 _ (f D y ->*>- i ;w) 7^] 7^7 (7 6mg) i»)^U3- 
[6 _ (4-7?;-2-7^to-7x;#y) fcf'J 5 v>- 4 --f -l-**-* 
_ x _ [ 4 _ (tfn«J ->*>-- 1 -^f 7f-JV] 7 U7 (ESI -MS (m/z) : 4 0 
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3 [M+H] + ) , (IS) - ( + ) -1 0 -* >7T-^*>* (3 0. 8mg) , 
2 _ (4-7jvtD7i-;k) r-fef-;v 'fyftyT^-bi'), ifM*iLtg 

(13. 4 m g , 12. 7 %) fclffco 
1 H-NMR Spectrum (CDC 1 s ) $ (ppm) II. 59 (4H, m), 
1. 8 1 (4H, m) , 2. 5 6 (6H, m) , 3. 0 4 (3H, s) , 3. 3 9 (2H 
, m) , 3. 7 1 (2H. s) , 7. 12 (3H, m) , 7. 19-7. 3 1 (3H, m 
) , 7. 3 5 (1H, m) , 7. 5 7 (1H, b r s) , 7. 6 8 (1H, d, J = l. 
2Hz), 7. 85 (1H, dd, J = 2. 4, 11. 2Hz), 8. 33 (1H, d, 
J = 1 . 2 H z) , 1 2. 3 8 (1 H, s) . 
E S I -MS (m/z) : 5 9 8 [M+H] + . 
[0 6 5 3] 

(MffU2 2 0-l) 3- T6- (2-7JHP-4--FP7 x/^y) gJi_Lii> 
_ 4 _^ ;l/ l _ ! l - T4- (b'D'Jy^-l-^l^) 7 + ;H 

6 _ (2-7A/tn-4--hn7x/ + y) ^ V S V >- 4 - -i fr7 5 > (8 0mg) 
, bijxf;V7?> (0. 16 6ml) , ^nn^|7x-;v (0. 124ml) , 
/U- [4- W— 1 — 4*) -Tf-JW] 75> (2 5 0 mg) «t 0 , &?t&ttJI t 

LX^Mit^ (7 6mg, 5 4. 9%) 

'H-NMR Spectrum (CDCla) S (ppm) II. 54-1. 72 (4 
H, m) , 1. 80 (4H, m) , 2. 52 (6H, m) , 3. 04 (3H, m) , 3 . 

4 0 (2H, m), 7. 4 1 (1 H, m) , 7. 7 4 (1 H, b r s) , 7. 7 8 (1 H 
, s) , 8. 1 1 (2 H, m) . 8. 3 2 (1 H. s) . 

ESI-MS (m/z) ! 433 [M + H] + . 
10 6 5 4] 

(*0fc«2 2 1) 1- [1- (3-y>f^7^7 , nii» fcf^'J V>- 4 - 4 *] 
_ 3 _ [ 6 -_ (2-7^tn-4- 13- [2- (4 -7 JU*n ^x-*) 7 * *•/!/] ^ 
*«7WH| 7x7 + y) f'J?y>-4-^V] -l->f;V7V7 
1 - [ 1 - o-y^w? y 7*ntr;i/) S>>-4 -4*1 - 3- [6- (2- 

7Wn-4--ln7x/^y) ¥ 'J § v>- 4 -4 *1 -l-t+frWr (135 
mg) , 2 0%*l^7y^M (5 Omg) , (IS) - ( + ) -10-A>77 
-A**>M (9 9mg) , 2- (4-7Wn7x-)W'7W * V * '> 7 * - 
b J:*K aM*ttt*14fc^« (4 1. 3mg, 2 2. 7%) «rt#7^ 0 
1 H-NMR Spectrum (CDCla) S (ppm) :i. 58-1. 84 (6 
H, m) , 2. 07 (2H, m) , 2. 23 (6H, s) , 2. 29 (2H, m) , 2. 
3 7 (2H, m) , 2. 9 2 (3H, s) . 3. 0 3 (2H, m) , 3. 7 1 (2H, s 
) , 4. 18 (1H, s) , 7. 12 (2H, m) , 7. 2 2 (1H, m) , 7. 2 6- 
7. 31 (3H, m), 7. 36 (2 H, m) , 7. 68 (1 H, s), 7. 86 (1H 
, dd, J = 2. 4, 11. 4Hz), 8. 34 (1H, s), 12. 38 (1H, s) 

E S I -MS (m/z) : 6 4 1 [M + H] + . 

[0 6 5 5] . 
(M-P9 2 2 1 - 1 ) tert-7f^ [j - (3 -/V ^ 7-pHi-iV) 

4- (tert-yh^v*^-^;/) £°^<;v> (1. 9g)ON, N->Vf 
WU7 5K(3 0ml)»i:> N, N-y^W^^Wv| ( 1 

4 6 g) , l'Jxf^7 5^ (1. 4 5ml) % l-CKD*^'/fU 4 /-A' ( 
1 9 3g) , l-xf>-3- (3-^f*7?;^Bi;*) AMv>f U* M 

m (2. i 9 g) fcira*., mot*t£»-c2 7. 5P#m«#Lfco Ri&*K»*if- 

* (2 0 0ml) , <&?fPft«l* (50ml) , lN*BMbt (50ml) 
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. 9 6 g, Se;!^) 

ES I -MS (m/z) : 3 0 0 [M+H] + . 
10 6 5 6] 

(gjtfl2 2i-2) n— Li_z (3-y*^75y yo ^y) ^'jyv-4-< 

tert-W [1- (3-^W5y/ne*iJl/) 

#,W<?>- j. (2. 73 g) ("7liKD75> (30ml) U i £ 

U**-fk';f-f AT>U5-«>A (1. 04g) fc&*K3JDx.£o £*t«:S*»ffl*tTaM& 

(S8l**#U (1. 0ml) > 5 N^BMfc* h U (1. 0ml) 

% * (5. 0ml) fcJfi&JJIlx.* *»±T?a#Lfc. ■ ^i»W*6BllLfco *«*aU8U 
W-fevft^i: LTfta-ft-fi* (1. 5 1g> 8 3. 2%) fcftfco 
1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 32-1. 42 (2 
H, m) , 1. 67 (2H, m) , 1. 89 (2H, m) , 1. 98 (2H, m) , 2. 
22 (6H, s), 2. 28 (2H. m) , 2. 32-2.38 (2 H, m) , 2. 43 
(3H, s) , 2. 90 (2H, m) , 3. 16-3. 24 (1H, m) . 
E S I -MS (m/z) : 2 0 0 [M+H] + . 
[ 0 6 5 7] 

(«j£gl2 2 1-3) 1- ri- (3-y>W^^P^) b^v)y>-4--f 
_g_ f 6 - (2-7»tP-4-^hP7xMy) \£ V 5 v > - 4 - /H -1 

6 _ (2-7Wn-4--^7xMy) \£V §i?>-i-<(frT$> (120mg 
) , b ijxf^T 5 V (0. 191ml) , ?nn?|7i^ (0. 150ml) , N 
- [1- (3 y 7*nfcf;i0 tf^U-^>-4-W;v] -N-^-^^T? > ( 

4 7 8mg) J: ») , «8fe»*i Lt^jBft^ft ( 1 3 5 m g , 5 9. 1%) *»fco 
1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1. 63-1. 86 (6 
H, m) , 2. 0 8 (2H. m) , 2. 2 3 (6H, s) , 2. 2 9 (2H, t, J = 7 
. 0 Hz) , 2. 38 (2H, t, J = 7. 8Hz), 2. 94 (3H. s), 3. 03 
(2H, m) , 4. 18 (1H, m) , 7. 4 0 - 7. 4 3 (2 H, m) , 7. 78 (1 
H, d, J = l. 2Hz), 8. 03-8. 14 (2H, m) , 8. 33 (1H, d, J 
= 1 . 2 H z ) . 

E S I -MS (m/z) : 4 7 6 [M+H] + . 
[0 6 5 8] 

( jljfeffi] 2 2 2 ) 1 - f 1 ~ (3-y'^f^7^7'oW 
-3- T4- (3-7KQ-4- 13- T2- (4-7JVtD7x- )M 7-fef-frl ± 
*7HK1 bf'J 2 -l-^fJl">U7 

xyy* [4-. (2- 13- [1- (3-^W?;7ni;)l/) e-?')v>-4- 

(2 0 6mg) , 2 0%*BHfc'<?V*A&* (5 Omg) , (1 S) - ( + 
) _ ! o-*^7T-^A'*>» (1 1 6mg) , 2- (4-7Wn7x^) 7-b^ 
;w -f V^*->7*- h (0. 2 MF/l^ J' »i8U 2. 6 7ml) <fc >9 , SM*t 
mmik^ (51. 3mg. 22. 5%) Sr#fco 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) : 1. 62-1. 85 (6 
H, m) . 2. 07 (2H, m) , 2. 27 (6H, s) , 2. 3 3 - 2. 4 0 (4 H. 
m), 2. 90 (3 H, s) , 3. 01 (2 H, m) , 3. 72 (2 H. s) , 4. 17 
(1H. m) , 6. 57 (1H, dd, J = 2. 0, 5. 6 Hz) , 6. 92 (2H, d 
, J=8. 8Hz) , 7. 12 (2H, m) , 7. 14-7. 31 (4H, m) , 7 . 7 
4 (1H, d, J = 2. 0Hz) , 8. 09 (1H, d, J = 5. 6Hz), 8. 33 ( 
1 H, m) , 1 2. 3 0 (1 H, s) . 
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ES I -MS (m/z) : 6 4 0 [M+H] + . 
[0 6 5 9] 

(«jtcW2 2 2 -l) U- (2- 13- Tl- (3-y^f;V7^7n 

e^) e^'jy>-4--f)H w Kl if u y^-4 -^m-» -2 

^>i/;v [4- (2 -73 J M V 4 ->f JVt + v) * 

;W<f;<- r- (1 5 Omg) , h 'Jif*7? > (0. 16 9ml), 

(0. 133ml),N- [1- (3-^W3^d^) fcf^U W- 4 - <f * 
] -K-u-frT^y (4 2 4 mg) J: 0, Mft-firtfc**^**** (2 0 6mg, 8 
3. 8%) fcLtftfc. 

1 H-NMR Spectrum (CDC 1 s ) 8 (ppm) : 1. 62-1. 74 (6 
H, m) , 2. 02 (2H, m) , 2. 22 (6H, s) , 2. 2 6 - 2. 3 8 (4H, 
m) , 2. 8 9 (3H, S) , 3. 0 0 (2H, m) , 4. 16 ( 1 H, m) , 5. 2 3 
(2H, S) , 6. 52 (1H, dd, J = 2. 4, 5. 6Hz), 6. 85-6. 90 
(3H, m) , 7. 21 (1H, b r s) , 7. 34-7. 42 (5 H, m) , 7. 68 
(1 H, d, J = 2. 4 Hz) , .8. 05 (1H, d, J = 5. 6 Hz) , 8. 12 (1 

H, b r s) . 

E S I -MS (m/z) :5 7 9 [M + H] + . 
[0 6 6 0] 

(Hi«2 2 3) l- [l- (2-^w5yxf)v) e^u^>-4-^;v] - 

3_ | 4 _ [2-7;V^-n-4- ( 3 - 7 x -^7-fef -7 W K) 7i;*->] tf 
D v >- 2 --OW - 1 -J*f-A"> 1^7 

3 _ [ 4 _ (4-7?;-2-7Hn7x/+y) tfl> v >- 2 -*f *] -1- [1- 
(2-^f*7 5/ if*) tf^ijy>-4-^;v] - l->f^7l'7 (lOOmg 
) , (IS) - ( + ) -10-*>77-X**^t (116mg) , 2-7x-JV7* 
f;HVft'>7*-h (0. 2M Nr N-y>f ***A7? KjlK, 1. 7 4ml 
) £0, Gfe»*fcLT*»ffr6* (1 9. 4mg> 13. 8%) fc&fco 
1 H-NMR Spectrum (CDC h ) 8 (ppm) II. 64 (2H, m), 

I. 7 8 (2H, m) . 2. 11 (2H, m) , 2. 2 8 (6H, s) , 2. 4 8 (4H 
, m) , 2. 88 (3H, s) , 3. 01 (2H, m) , 3. 74 (2H, s) , 4. 1 
6 (1H, m) , 6. 5 5 (1H, dd, J = 2. 4, 6. OHz) , 7. 17 (2H, 
m) , 7. 3 0 - 7. 4 5 (6 H, m) , 7. 67 (1H, d, J = 2. 4Hz) , 7. 
89 (1H. dd, J = 2. 4, 11. 6Hz), 8. 06 (1H, d, J = 6. OHz 
), 8. 69 (1H, brs), 12. 45 (1H, s). 

E S I -MS (m/z) : 6 0 8 [M+H] + . 
[0 6 6 1] 

GRifrW2 2 3 -l) 3- [4- (2-7Hn-4--Fn7xnv) \£V 9 jy- 
2--f/u] -i- [i- (2-y^f;i/7?;if^) MiyW-A-J*] 
fJl"7V7 

4 _ (2-7^tn-4-^fn7x;^y) M V v > - 2 - -f ^7 ^ > (2 0 0mg) 

b y jl^;W7 5 > (0. 2 5 2 ml), ?DDf|7i-* (0. 252ml) , N- 
[j_ (2-y^f;V7^if^) tf^'J ■y*/-4-^] -N-^fA'T?'/ (5 9 
5mg) i *>> SflMfrfr* (2 9 6mg, 8 0. 0%) £#£ 0 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :i. 63 (2H, m), 
1. 79 (2H, m), 2. 10 (2H, m), 2. 26 (6H, s), 2. 47 (4H 
, m) , 2. 8 8 (3H, s) , 3. 0 1 (2H, m) , 4. 14 (1H, m) , 6. 6 
5 (1H, dd, J = 2. 4, 5. 6Hz), 7. 23 (1H, brs), 7. 30 (1 
H, m) , 7. 7 5 (1H, d, J = 2. 4 Hz) , 8. 11 (2H, m) , 8. 16 ( 
1 H, d, J = 5. 6 H z) . 
E S I -MS (m/z) : 4 6 1 [M+H] + . 

#!E«Bf 2005-3029062 



mm. 2004-370801 



209/ 



[0 6 6 2] 

mm.m 223-2) 3 - [4 - (4-7^-2-7J^n7x/+-» k: U v >- 
_l - [1- (2-y7f^7?/if^) tViJy'>-4-'f;l'] - 1 - * 

f-;v-y V7 

3 _ [ 4 _ (2-7^tn-4--bn7x;^y) If'Jy >-2-^l-] -1- [1- 
(2->Vf^7^if*) v^- 4 ;V] - l->f^">V7 (2 9 6mg 

) , 2 0%7jt$HI^7v>5i^9it (7 0mg) ftfevtW^ LT^Mlfc^tl (2 6 

Omg, 9 3. 9%) £#£o 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) II. 63 (2H, m) , 
1. 72-1. 82 (2 H, m), 2. 10 (2H, m) , 2. 26 (6H, s) , 2. 

2 7 - 2. 5 0 (4 H, ra) , 2. 85 (3H, s) , 3. 00 (2H, m) , 3. 75 
(2H, b r s) , 4. 15 (1 H, m) , 6. 42-6. 45 (1 H, m) , 6. 48 

-6. 53 (2H,m), 6. 95 (1H, m) , 7. 21 (1 H, m) , 7. 64 (1 
H, d, J = 2. 4Hz) , 8. 02 (1H, d , J = 6. OHz) . 
E S I -MS (m/z) : 4 3 1 [M+H] + .. 
10 6 6 3] 

(ggfeffll 2 2 4 ) 1 - fl- (2-y^f»7?/xf^) Vnj'jy-A-J ~ 

3 - U- (2-7JU^-P-4- 13- T2- (4-7)^a7x^ V) ZM±Jkl 

3 - [4 - (4-7^-2-7;i/tD7x;+y) tf 'J i? >- 2 - W )V] -1- [1- 
(2 - y^f ^7 5 /xf ^/) v>- 4 - -f >U] -l->f«">I/7 (lOOmg 

) , (IS) - ( + ) - 1 0 -* >y r-X)l<*ym. (1 1 6mg) , 2- (4--7;l/* 
□ 7x-^) 7-bfJW7fty7^-hJ:^ ^m^tLXmmit^m (19. 2m 
g, 13. 2%) Srlffco 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :l. 65 ( 2 H, m) , 
1. 7 2 - 1. 9 0 (2 H, m) , 2. 14 (2H, m) , 2. 36 (6H, s) , 2. 
54 (4H, m) , 2. 88 (3H, s) , 3. 03 (2H, m) , 3. 72 (2H, s 
), 4. 18 (1H, m), 6. 55 (1 H, dd, J = 2. 4, 6. OHz), 7. 1 
0-7. 3 6(7H, m), 7. 6 7 (1H, d, J = 2. 4 Hz) , 7. 8 9 (1H, d 
d. J = 2. 4, 11. 6Hz) , 8. 06 (1H, d, J=6. OHz) . 8. 57 ( 
1 H, bfs), 12. 4 0 ( 1 H, s) . 
E S I -MS (m/z) : 6 2 6 [M + H] + . 
[0 6 6 4] 

(3WJ 2 2 5) 1 - Tl- (3-/^)V7</7Pt:» tf^ 'J v >- 4 -4 AJ 
- 3 - T4- (2-7^tn-4- 13- T2- (4-7;^P7i-)V) 7* ?->H 

3 _ [4 _ (4-7?;-2-7Kn7xy4fy) tfU 2 -W *] -1- [1- 

(S-y^f^^^DliiV) tV'Jy>-4-'f;V] -\-**f-yv*7VT<Dl®L*L$iM 
(I02mg) , (IS) - ( + ) - 1 0-*^77-^WtVS (90. 4mg) . 2 
_ (4_7;^o7 I -]i/) 7-tef-/U 4 yft*/7*- h (1. 83ml, 0. 2 5M 
FjViyM) efetetLtfM^I (12. 8mg) *»fco 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) II. 67 (2H, m), 
1. 8 3 - 1. 9 3 (4 H, m) , 2. 14 (2H, m) , 2. 43 (6H, s) , 2. 
46 (2H, m) , 2. 57 (2H, m) , 2. 89 (3H, s) , 3. 05 (2H, m 
), 3. 73 (2H, s) , 4. 19 (1 H, m) , 6. 55 (1H, dd, J = 2. 4 
, 6. OHz) , 7. 10-7. 20 (4H, m) , 7. 2 7 - 7. 3 5 (4 H, m) , 
7. 64 (1H, d, J = 2. 4Hz) , 7. 90 (1H, dd, J=2. 4, 11. 6 
Hz), 8. 06 (1H, d, J=6. OHz), 12. 41 (1H, s). 
ESI-MS (m/z) : 6 4 0 [M+H] + . 
[0 6 6 5] 
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(S&N 2 2 5 - 1 ) 3 - [4- (2-7;vtn-4--fD7x^-» E'V^y- 
2 -^;i,] -i - [1- (3->^fJV7 5;7'n^) £/*'J v >- 4 -4 ^] -1- 

4_ (2-7;V*n-4--hD7x;^-» t ,, Jy'V-2- / f ^7 5 > (2 0 0mg) 
, fijxf^T?^ (0. 2 5 2 ml) , ?nnfl|7xi* (0. 252ml) , N- 
[1_ (3-y^f;V75y7 t at:» kf^V 4 --f JV] -N->f^75> (5 

9 5mg) efe«attlf^l (2 2 6 mg, 59. 3%) fcfcfco 

1 H-NMR Spectrum (CDCI3) 5 (ppm) II. 6 0 - 1. 8 4 (6 
H, m) . 2. 05 (2H, m) , 2. 26 (6H, s) , 2. 35 (4H, m) , 2. 
90 (3 H, s) , 3. 01 (2 H, m) , 4. 15 (1 H, m) , 6. 65 (1 H, d 
d, J = 2. 4, 5. 6 Hz) , 7. 25 (1H, brs), 7. 30 (1H, m), 7 
. 75 (1H, d, J = 2. 4Hz), 8. 11 (2H, m) , - 8 . 16 (1H, d, J 
= 5 . '6 H z ) . 

ES I -MS (m/z) :4 7 5 [M+H] + . 
[ 0 6 6 6 ] 

m&tt 2 2 5 - 2 ) 3 - [4- (4-7?y-2-7^tn7xM-» 
2-4)1,] -1- [1- (3-y>f^7^7"n^l') tf^U 4 -4 -1- 

^f^7V7 

3 _ [ 4 _ (2-7^n-4--Fn7x^y) tf'J ^V- 2 -4 *] -1- [1- 
(3 -y^f^75 y 7*D tf;v) tf^y v>- 4 -4 /U] - l-^fJKl'7 (2 2 6m 
g) , 2 0%*BMb'<9^*A&3& (7 0mg) H •) , fffe»tUl»^i ( 

2 0 5mg, 96. 8%) «r»fco 

1 H-NMR Spectrum (CDG 1 3 ) i ( P P m) :1. 6 4 - 1. 7 8 (4 
H, m) , 2. 05 (2H, m) , 2. 25 (6H, s) , 2. 31-2. 38 (4H, 
m) , 2. 88 (3H, s) , 3. 00 (2H, m) , 3. 75 (2H, m) , 4 . 1 6 
(1H, m) , 6. 4 9 - 6. 5 2 (3 H, m) , 6. 95 (1H, m) , 7. 27 (1 
H, m) , 7. 64 (1H, d, J = 2. 0Hz) , 8. 01 (1H, d, J = 5. 6H 
z) . 

E S I -MS (m/z) : 4 4 5 [M+H] + . 
[0 6 6 7] 

(3lMfflJ2 2 6) 4 - (2 -v'^f^7UxfjH - fl. 41 VTV'iy - 1 -* 
m->'J^ 7-/F T6- (2--7fr*P-4- >3- T2- (4 -7)Vtn7x 

7-fc^;H *f-Hr*)V4 Y\ 7x^-» fcTQ 3- y y- 4 --OH 73 K 
4 _ ( 2 -y^f]V75;xf;V) - [1, 4] fT^O- 1 -#;l"K*-> V 7 ? T 
p [ 6 _ (2-7^tn-4-xhn7x;^y) t: U 5 v > - 4 - 4 )V\ 75 K ( 
14 4mg) <tt>£-$L£4- (2-y^f^7^x^) - [1, 4] S>T*'<>- 
1 ij 7 * 7vK [6- (4-7S;-2-7^tn7xMy) f'J5 
i ; > _ 4 _^;v] T = KoJffl^jfiift (6 8. 6.mg) > D-10-*^77-^**>8 

(7 6. 4mg) > 0. 2 5M 2- (4-7^n7x-;v) 7tf;W7ft-/7^ 
_ h)Vx.>mm (1. 3 1ml) «fc "9 mW1t&W (20. 5mg, 20. 4%) £6 

1 H-NMR Spectrum (CDC 1 s ) d (ppm) : 1 . 95 (2H, m) , 
2. 25 (6H, s) , 2. 42 (2H, m) , 2. 64 (2H, m) , 2 . 7 1 (2H 
, m) , 2. 80 (2H, m) , 3. 59 (2H. m) , 3. 64 (2H, m) , 3 . 7 
1 (2H, s) , 7. 12 (2H, m) , 7. 16-7. 38 (5H, m) , 7. 68 ( 
1H, m), 7. 86 (1H, dd, J =2. 4, 11. 6Hz), 8. 33 (1H, m 
), 8. 49 (1H, brs), 12. 38 (1H, brs). 
E S I -M S (m/ z ) :613 [M+H] + . 
[0 6 6 8] 

(«ifeg|2 2 6 -l) (2- r 1 . 4 1 y'7^y-l-^vxf)l/) yVf;^7^ 
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nm%-W%T. [1,4] y7^r/-i-A;v^y'J^ 7vK ^v^i^r 
;i/ (2ml) KN, N-^^WM7 5K (2 0ml) £Snx.*:ft, ftBS*'J^A ( 
6 6 7 g) fc 2 - y>f;V7 5 xf;^P7'f K (1. 6 7 g) fc^ml-Tflnx-fco 

^^^7 o-c*-e#?a$-tir. 2B#r3«L£o -e-om. R&ifc* 8 or* -cms*, 

KlS«fc2 ->VW5 K (4 2 0mg) 

HO*., 2B*W«»Lfc. tfc. S£4«l^^ (I 0 0ml) 

t«lW7>t-^*»« (5 0ml) -Cfl-BBLfco »JR LfctfflW *&#nStfb7 > 
* (50ml) , 7K (50ml) , fitfnft**. (50ml) X~M%M& Lfc 

*7lVnvh/?7-f- (FUJI SILYSIA NH, itfflf;^>« 
if^=4 • l). KibflNKLfco gftt>M7>£ME&iyS1-£-i:K<fc 4- 
( 2 ->'^)i,7^xfjV) - [1, 4] 5/7-tf/O- 1 -* 7vK 
(7 2 4mg, 24. 5%) 4:3&iStfe«IJK* £ LT#fc„ 
±M*t» (7 2 4 mg) fc**/-* (72ml) *iJD*fcft> ^«#0^T. 20 
%*BMb^9y^A (l. 0 7g) £SDx-> UnE**«3in«11tT4>»B«ffLfc 0 *W 
*a*SfttJtftx fijJ^Sr^SOL/Co **y-/i'tt»Lfcftfc*«**»Lfco 5£a£l~4 
Ntt»-*Bl^f-^#* (4. 15ml) £*n*.T»Lfc 0 m#T, EJB*rt*«EL 

•jM-fb-fr* (6 6 0mg> 99. 2%) fc»feH#fc L"C»jfc„ 
ES I -MS (m/z) : 1 7 2 [M+H] + . 

10 6 6 9] _ 
'(«3&« 2 2 6 - 2 ) 4 - (2 -y^f^75/xf^) - [1, 4] VTW- 1 
7vK [6- (2-7)Vtn-4-xbn7x^y) ^')5y 

> _ 4 _ xf ;u] 75 K 

6 _ (2-7;vtn-4-xfD7xMy) tf 'J 5 =Jy- 4 >V7 5 > (lOOmg 
) if b7tKD77> (4ml) , ?nnfl|7i = * (0. 151ml), (2-[ 
1 4] y'7^r/-l--f;l/xf^) '7^f^7 5> (3 3 7mg) , HJ 

xf^ 7 r/ (0, 16 7ml) il), ^fift-fr* ( 1 4 4 m g > 80. 3%) «ftfe 

E S I -MS (m/z) : 4 4 8 [M+H] + . 

(gjfcW2 2 7) 1 - [1- (3-^fJf7 S;yaW ^■Jy>-4--f;H 
_ 3 _ [4- (4- \ 3 - T2- (4-7)Vtn7xXjv) 7-fe^;H f^ j7_W_K] 7 

x _ [j_ (3--y^f;i/75/7*ofc» tf^ V 2/ > - 4 - <f /I'D -1— >*-*-3 — 
[4- (4--hD7x;+y) fcf'J v>-2-^;v] 7W7 (1 0 4mg) , (IS) 
_ (+ ) - io-)&^77-X)V*yi (96. 4mg) , 2- (4-7KD7x-^ 
) 4 V^*->T*- b (1. 95mK 0. 2 5Mh^x>iS») * •) . 

^ttttl^i (2 6. 4mg> 17. 4%) *»fco 

1 H — NMR Spectrum (CDC1 3) 5 (ppm) :i. 62-1. 94 (6 
H, m) , 2. 05 (2H, m) , 2. 26 (6H, s) , 2. 35 (4H, m) , 2. 
89 (3H, s), 3. 00 (2H, m) , 3. 71 (2H, s) . 4. 15 (1 H, m 
), 6. 55 (1H, dd, J = 2. 0, 5. 6Hz), 7. 09-7. 13 (4H m 
) , 7. 18 (1H, s) , 7. 2 6-7. 3 1 (3H, m) , 7. 6 7 - 7. 6 9 (3 
H, m) . 8. 06 (1H, d, J = 5. 6Hz), 12. 28 (1H, s). 
E S I -MS (m/z) : 6 2 2 [M + H] + . 

106711 ...... y 

(Mm 2 7-1) 1 ~ r 1 - (3-y^f^7 5^P^V) fc^Vv> -4--f 
_ 1 _^^-;u-3- U- (4-x^a7x^-» fcf'J v> - 2 -7 1^7 

ftSE^ 2005-3029062 



!$m 2 0 0 4 - 3 7 0 8 0 1 



^-v: 212/ 



4 __ ( 4 --isn7x;*y) kf V v>>- 2 - 4 frT < > ( 9 2 . 5mg) , b'Jxf^ 
75> (0. 167ml) , ?nn^7i-^ (0. 157ml) > N- [1- (3- 
.^f;V7^ ^nt'^) e^Ui;>'-4-'f *] -N->f^75> (3 19mg) <fc 

19 , mn^mmn t Lxmmit%^ (nomg, 7 6. i %) 

1 H — NMR Spectrum (CDC 1 s ) S (ppm) II. 62-1. 80 (6 
H, m) , 2. .0 4 (2H, m) , 2. 2 2 (6H, s) , 2. 2 6-2. 3 1 (2H, 
m) , 2. 3 4- 2. 3 9 (2 H, m) , 2. 90 (3H, s) , 3. 00 (2H, m) 
, 4. 15 (1H, m), 6. 65 (1H, dd, J = 2. 4, 6. OHz), 7. 19 
(2H, d, J = 9. OHz) , 7. 25 ( 1 H, brs), 7. 81 (1H, d, J = 
2. 4Hz) , 8. 17 (1H, d, J = 6. OHz) , 8. 27 (2H, d, J = 9. 
OHz). 

E S I -MS (m/z) 14 5 7 [M + H] + . 
[0 6 7 2] 

(MW2 2 7 - 2) 3 - T4- (4-7^7x^-» e'Jv>-2--OH -1 
_ [-!_ (3->^f»7^7'ot:;V) kf^'J v> — 4 — -f fl'l -l-^f»»l"7 
!_ [ i _ (3-i;>f;V7 5^7nli;v) fc?^ V v > - 4 - 4 JV] -1-^^-3- 

[ 4 - (4-=M37x^-» kf' ; V > - 2 - -f ^] U 7 ( 1 4 0 m g ) * 1 0-%/< 
(1 0 Omg) i ^ SfcJIfeiitt* i: (104mg, 7 9. 

4%) *%tZo 

1 H — NMR Spectrum (CDC. la) d (ppm) : 1. 64-1. 82 (6 
H, m) , 2. 06 (2H, m) , 2. 62 (6H, s) , 2. 3 2 - 2. 4 0 (4H, 
m) , 2. 7 1 (2H, brs), 2. 88 (3H, s) , 3. 01 (2H, m) , 4. 

17 (1 H. m) , 6. 48 (1H, dd, J = 2. 0, 6. OHz), 6. 70 (2H 
, d, J = 8. 8Hz), 6. 90 (2H, d, J = 8. 8Hz), 7. 25 (1H, b 

r s) , 7. 62 (1H, d, J = 2. OHz), 7. 98 (1H, d, J =6. OHz 
) . 

E S I -MS (m/z) : 4 2 7 [M+H] + . 

10 6 7 3] x 

[gijgmj 3- re- (4- 13- 12- (4-7 )vtP7i^^ z±±2Ll 

3 _ [ 6 _ (4-7?; 7 xM-» e>; 5^>-4-^f^] -1 1- (1- 

> ;v tf^ U v > - 4 - -f /U) (1 3 lmg) , ( + ) -10-*V77-^M 
>m (8 1 mg) , 2 - (4 -7)Ptn7x^;v) 7*f-A"f Vft*/7*- h- bA/J. 

(0. 25 M, 3. Oml) J: •? , (4 6. 3mg, 2 3%) 

1 H — NMR Spectrum (CDC 1 s ) 5 (ppm) : 1. 60-2. 00 ( 
4H, m) , 2. 10-2. 20 (2H, m) , 2. 33 (3H, s) , 2. 90-3. 

0 5 (5H, m) , 3. 7 1 (2H, s) , 4. 2 1 (1H, m) , 7. 10-7. 3 5 
(7H, m) , 7. 59 (1H, d, J = 0. 8Hz) , 7. 6 9 - 7. 7 4 (2.H, m 

), 8. 37 (1H, d, J = 0. 8Hz), 8. 44 (1H, brs), 12. 27 ( 

1 H, brs). 

E S I -MS (m/z) : 5 5 2 [M + H] + . 
[0 6 7 4] 

(fijfi« 2 2 8 - 1 ) 1 -> 1 - ( 1 - * f- * V v * - 4 - *>) - 3 - L 

6- (4--hD7iy^rv) bfV 5-y>-4--f ;V] 

4 _ 7 5;_ 6 _(4_-hD7x;^y) tf'HV> (lOOmg) > h 'JiW 5 

> (0. 1 5 Ora 1 ) , ?nn^|7x-^ (0. 135ml) tiTLfc, 1 - 
-4- (^f;U7 5/ ) bf^'Jv> (3 3 lmg) i^M-ffc^ (l 6 Omg, 9 6% 

tHfE# 2005-3029062 



#H 2004-370801 



^-v: 213/ 



1 H-NMR Spectrum (CDC 1 s ) $ (ppm) II. 60-2. 00 ( 
4H m) , 2. 09-2. 16 (2H, m) , 2. 32 (3H, s) , 2. 80-3. 

00 (5H, m) , 4. 20 (1H, m) , 7. 2 9- 7. 3 8 (3 H, m) , 7. 70 
(1H, d, J=0. 8Hz) , 8. 14-8. 33 (2H, m) , 8. 39 (1H, d 

, J = 0. 8 H z) . 

[0 6 7 5] # . 

(Siftffl 2 2 8 - 2 ) 3 - [6- (4-75V7^*-» tT>; 5 VV- 4 -4 - 

j-^^^-l- (i->^;vkf^'J v>-4-^;u) -3- [6- (4--hD7i; 

try 5>?>-4--r ^v-t (i6 0mg) , 2 0 %7fc®Hfc^ 9 *✓ ■> a (1 

2 Omg) i. *)&mit&% (1 3 2mg, 9 0%) t LT#?to 
E S I -MS (m/z) : 3 5 7 [M+H] + . 

10 6 7 6] , . 

(^flEfflJ2 2 9) 4 - j [4- (y>fJV7^>f^) U 2 > - 1 ~ ± *3 * )V 
^=jUT±A -6 - (4- 13 - \2 - (4-7HP7X-JI/) 7±±Jt\ ^t^PV 
4 KJ 7x7 ft>J gJiJ ^ y 

4 _ (4- 7 ;;7xM-» -6- I [4- £°-< v > - 1 

--f/U] -)1)\>#-»<T\A eVv>'> (I2 0mg) , (+) -10-*V77-^ 
(7 1. 5mg) > 2- (4-7WU7x-^) 7-tfMVf ty7^-h- 
h * x ( 0 . 2 5 M, 2 . 6ml) <t ^ > igtmit&® ( 4 6 m g , 25%) £ 6fe 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1 . 10-1. 30 (. 
2H, m) , 1. 7 5 (1 H, m) , 1. 8 0- 2. 0 0 (2 H, m) , 2. 10-2. 
45 (8H,m), 2. 85-3. 00 (2 H, m) , 3. 71 (2H, s) , 4. 00 
-4. 20 (2H, m) , 7. 10-7. 35 (7H, m) , 7. 54 (1H, d, J = 
0. 8Hz), 7. 69-7. 73 (2 H, m) , 8. 36 (1H, d, J=0. 8Hz 
),8. 44(1 H.brs). 12. 27(1 H.brs). 

E S I -MS (m/z) : 5 6 6 [M+H] + . 
[0 6 7 7] 

(«jtW2 2 9 -l) 4- I [4- (-^WS^f^) 5»- 1- 4 

-6- (4--hn7i^y) b°'J5v> 
4 _ 7 =y-6- (4-il<07i^y) fcT'J5v f > (10 Omg) , ^D^7i 
-;V (0. 135ml) , 4 - (yV^TU^f^) 3>> (464 

mg) . h<)xW$> (1. 0 6ml) ± <9 > *«Mfr6* (1 3 7mg, 79%) t 

1 H-NMR Spectrum (CDC 1 3 ) £ (ppm) : 1 . 10-1. 30 ( 
2H, m) , 1. 7 3 (1H, m) , 1. 8 0 - 1. 9 0 (2 H, m) , 2. 10-2. 
20 (2H, m), 2. 24 (6H, s) , 2. 80-3. 00 (2 H, m) , 4. 00 
-4. 20 (2H, m), 7. 29-7. 33 (2 H, m), 7. 39 (1H, brs) 
7. 67 (1H, d, J = 0. 8 Hz) , 8. 28-8. 33 (2 H, m), 8. 38 
' (1 H, d, J = 0. 8Hz) . 
[0 6 7 8] 

(Kitffl 2 2 9 - 2 ) 4 - (4 -7U7jM-» -6- I [4- (yVf;V75^ 

4 _ | [4- (y7f;v75;^f)W u^'^-i-^] *;v#-^7;/| -6 

- (4-^. fn7i^-» tf>; (1 3 7mg) > 2 0%7jt®Hfc^7V^^£t5?t ( 

1 0 Omg) «£ >?> SMHfc-fri* (1 2 Omg> 9 5%) SrS-fe©**: Lt#/;« 
E S I -MS (m/z) : 3 7 1 [M+H] + . 
[0 6 7 9] 

mmm2ZQ) 4- (4- 13- T2- (4-7KP7^») T*±M 
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W Kl T^y^v) -6- I T4- (l-^;n^7v>-4-^) tf^Uv^- 

4 _ ( 4 _75;7i^y) -6- I [4- ( 1 -> 5»- 4 --f *) tf^ 

•j c;>_ 1 j&^jK-^T? ^1 5 v> (1 3 3rag) , (+) -10-*> 

7 7-^>*>S (1 3 5mg) , 2- (4-7WD7x^]l') 7tf;MVftv7 
h _ f^zcy^ (0. 2 5M, 2.6ml) (45. 3mg, 2 

3%) ^eM*tLt#f:o 

1 H-NMR Spectrum (CDC 1 s ) $ (ppm) : 1. 40-2. 00 ( 
5H, m) , 2. 3 3 (3H, s) , 2, 4 0 - 3 , 0 0 ( 1 0 H, m) , 3. 7 1 (2 
H, s) , 4. 0 5 - 4. 2 0 (2 H, m) , 7. 10-7. 40 (7H, m) , 7 . 5 
4 (1H, d, J=0. 8Hz) , 7. 6 9 - 7. 7 3 (2 H, m) , 8. 37 (1H, 
d, J = 0. 8Hz), 8. 45 (1 H, brs), 12. 27 (1H, brs). 
E S I -MS (m/z) 16 0 7 [M+H] + . 
[0 6 8 0] 

(RiSW 2 3 0 - 1 ) 4 - 1 T4- (1 -^;i/^7y^-4-^) t^Vv>- 
l-jfrl gjM^j^TJtZi -6- (4-~bP7x/^y) 

4 _7=/-6- (4-iFD7x/*'/) fcfl)Sv>> (lOOmg) , b'jxf^T? 
> (0. 150ml) , ^DDf|7x-)P (0. 135ml) , 4- ( 1 - * +fr 
^ y y _ 4 _ 4 )U ) ( 4 0 0 m g ) I *) , M^ft-e* ( 1 4 8 m g , 7 8%) 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :l. 4 0 - 2. 0 0 ( 
5H, m) , 2. 31 (3H, s), 2. 40-3. 00 (10 H, m), 4. 00-4 
. 2 0 (2H, m) , 7. 2 7 - 7. 3 3 (2 H, m) , 7. 4 1 (1 H, b. r s ) , 7 
. 65 (1 H, d, J=0. 8 Hz) , 8. 29-8. 32 (2 H, m) , 8. 38 (1 
H, d, J = 0. 8H z) . 
[0 6 8 1 ] 

(Mj£fll2 3 0 - 2) 4 - (4 -7^'7x^'» -6- I U- (1-^f-^t:^ 
^ i ; > _4_^;i,) ^ijy>-i-/(;H jj ji//-K~;i/7 $ J I fcT'JSv^ 
4 _ J [ 4 _ (1 _^-^ji/tf^9v ; >-4--Y;U) tf^'J S S>- 1 -"f ^] **#-^7 
5y| -6 - (4--hn7xM-» ^'J5y> (I48mg) , 2 0 %*Btft'<:7 v 

7A^i (1 0 omg) j; 0 > mmft&yn a 3 3m g , 97%) 

E°S I -MS (m/z) : 4 1 2 [M + H] + . 
[0 6 8 2] 

(gffig||2 3 1) 4- (4- 13- T2- (4-7)Vta 7x-)V) 7*±M-£±g 
W Kl 7^/#v) - 6- I T4- (i-^f-;vbf^'Jy^- 4-^;i/) ^7v>- 

4 _ (4_ 7 ^7x^-» -6- I [4- (l-^f;l'tV.jy>-4-'fJV) fcf* 
^^V-l-'fA'] **#=*75/! fc?0?v> (13 1mg) „ ('+) - 1 0 - * > 
77-^M^i (1 3 3mg) , 2- (4-7]^n7x-JH 7tf;M7ftv7 
^ _ b _ h ^xygffi (0. 25 M, 2. 6ml) i •) n f&Hft-frW (44. 3mg, 2 
3%) «-eft»*tU#fc 0 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) II. 50-2. 00 ( 
6H, m) , 2. 2 6 - 2. 3 6 (4 H. m) , 2. 5 4 - 2. 6 4 (4 H, m) , 2. 
9 0 - 3. 0 4 (2H, m) , 3. 4 8 - 3. 5 6 (4 H, m) , 3 . 7 1 (2H, s) 
, 7. 10-7. 35 (7H, m) , 7. 54 (1H, d, J = 0. 8Hz) , 7. 69 
-7. 73 (2 H, m) , 8. 37 (1H, d. J = 0. 8Hz), 8. 44 (1 H, b 
rs), 12. 27 (1H, brs). 
E S I -M S (m/ z ) :6 0 7 [M+ H] + . 
[0 6 8 3] 

ffi|E# 2005-3029062 



WM 2004-370801 



^-v I 215/ 



(HWM2 3 1-1) 4- I [4_= (l-^^ ^'J^>-4-^v) ^7^- 

j])VX-)VT^;\ -6- (4--bQ7^^v) \£>)<*J> 
4 _T~y-6- (4--FD7x^y) fcf;Sv> (lOOmg) , ^'Jif^T? 
> (0. 15 0ml), ^n^|7x^ (0. 135ml) , 4- ( 1 - ;< ^ fc: ^ 
, J ^ > _4_^; U ) ^5yV (4 5 2 mg) £ *) , mMik&m (1 4 2mg, 7 5%) 

1 H — NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 60-2. 00 ( 
6H, m) , 2. 2 0 - 2. 4 0 (4 H, m) , 2. 5 0 - 2. 7 0 (4 H, m) , 2. 
80-3. 00 (2 H, m) , 3. 40-3. 60 (4 H. m) , 7. 29-7. 34 ( 

2 H, m) , 7. 37 (1H, brs), 7. 6 6- (1 H, d, J =0. 8Hz), 8. 
28-8. 33 (2 H, m) , 8. 38 (1H, d, J = 0. 8Hz). 

[0 6 8 4] 

(%L1£M2 31-2) 4 - (4-7^/7x^y) -6 - I f4 - 

4 _ | [ 4 _ (i-^-^;Vtf^U y>-4--f*) ^?^>-l-'f*] *'^-^7 
5 yj _ 6 - (4-;hD7x^y) fcf'JSvV (14 2mg) > 2 0 %*HMt/< 7 v 
**** (1 OOmg) iD, f^lt^ (1 3 lmg, 9 9%) *:«*tfe»*i: LT# 

ES I -MS (ro/z) : 4 1 2 [M + H] + . 

[0 6 8 5] . 

($ttW2 3 2) N— (3-7;V*a-4- 12- T3- (l->f»^'JW-4 
->ffl/) »WK1 v>- 4 -^;U^*'>1 7x~/i/) — N ' — (4-7^P7x 
ji;u) 7Pt^ K 

1 H — NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 50-2. 07 (4 
H, m) , 2. 24 (2H, m) , 2. 32 (3H, s) , 2. 76 (2H, m) , 3. 
63 (2H, s) , 3. 81 (1H, m) , 6. 27 (1H, m) , 6. 66 (1H, d 
d, J = l. 2, 6. OHz) , 7. 01 (2H, t, J = 8. 4Hz), 7. 14 (1 
H, t, J = 8. 4Hz) , 7. 28 (1H, m) , 7. 54 (2H, m) , 7. 67 ( 
1 H, m) , 8. 05 (1 H, d, J = 6. OHz), 8. 35 ( 1 H, brs), 9. 
3 5 (1 H, b r s) , 9. 7 2 (2 H, m) . 
ES I -MS (m/z) : 5 3 9 [M + H] + . 
[0 6 8 6] 

(»W2 3 3) N- (4- 12- r (4-^ f^7^^'jy>-l-»^ 
)V) T3.y\ \£*)i?y-4-4 fr** s s\ -3-7J^P7x-») — N " — (4-7JW 
tn7x^;v) K 

1 H — NMR Spectrum (CDC 1 s ) 8 (ppm) II. 45 (2H, m), 
1. 86 (2H, m) , 2. 28 (6H, s) , 2. 34 (1H. m) , 2. 90 (2H 
, m) , 3. 49 (2H, s) , 4. 07 (2H, m) , 6. 59 (1H, dd, J = 2 
. 4, 6. OHz), 7. 03 (2H, m) , 7 . 13 (1H, m), 7. 16-7. 4 

0 (2H, m), 7. 45-7. 60 (3H, m), 7. 70 (1H, dd, J = 2. 4 
, 12. OHz), 8. 06 (1H, d, J = 6. OHz), 8. 68 (1H, brs) 

, 9. 2 4 ( 1 H, s) . 
ES I -MS (m/z) : 5 5 3 [M + H] + . 
[0 6 8 7] 

mttiM2 34) 4- |2-7^^Q-4 - T3 - ( 2 - 7 * =-*7 frW_fc 

1 7^y*vl -2- [ (4-ttv^'jy>-i- < f») ^;V»--;V7Sy l fcf'jy 

~H— NMR Spectrum (CDCls) 8 ( P P m) :2. 4 0 - 2. 6 0 ( 
4H,m), 3. 76 (2H, s) , 3. 76-3. 83 (4 H, m) , 6. 54 (1H 
. m) , 7. 0 0 - 7. 6 5 ( 1 1 H, m) , 8. 0 4 (1H, m) , 10. 5 8 (1H 
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, s) . 

E S I -MS (m/z) : 5 2 8 [M+N a] + . 
[0 6 8 8] 

jMMMl 34-1) 4 - (2-7»^n-4- >hg7*^»^) ~ 2 - [ ( 4 - * 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) :2. 40-2. 70 ( 

4H, m) , 3. 7 0 - 3. 9 0 (4 H, m) , 6. 67 ( 1 H, dd, J=2. 4, 5 

. 6Hz), 7.3 3 (1 H, m) , 7. 48 (1H, brs), 7. 73 (1 H, d, 

J = 2. 4 H z) , 8. 10-8. 30 (3H, m). 

[0 6 8 9] x _. . , 

(«fflJ2 3 4 - 2 ) 4 - (4 -7^/-2-7» tP7x;»'» - 2- 1 ( 4 - * 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :2. 5 0 - 2. 6 0 ( 
4H, m) , 3. 76 (2H, brs) , 3. 7 9 - 3. 83(4H, m) , 6. 45 ( 
1H, dd, J = 2. 4, 5. 6Hz) , 6, 5 0 - 6. 5 2 ( 1 H, m) , 6. 90- 
7. 00 (1H, m), 7. 43 (1H, b r) . 7. 61 (1 H, brs), 8. 03 
(1H, m) . 
10 6 9 0] 

(gM_2_3_5j 2- IN- j£A±JkUU) ^'Jy>-i-^H 

7 ^y| - 4 - l2-7fr*-n-4- [3_z (2-7x-mf») $ U 4 K] 7^ 

1 H-NMR Spectrum (CDC 1 s ) 5 (ppm) : 1 . 40-1. 60 ( 
2H, m), 1. 80-2. 00 (2 H, m), 2. 28 (6H, s), 2. 35 (1H 
, ra) , 2. 8 0 - 3. 0 0 (2 H, m) , 3. 75 (2H, s) , 4. 00-4. 20 
(2H, m) , 6. 5 3 (1 H, m) , 7. 10-7. 6 9 (1 OH, m) , 7. 7 0 ( 
1H, s), 8. 04 (1H, d, J =5. 6Hz), 10. 57 (1H, s). 
ES I -MS (m/z) : 5 3 5 [M+H] + . 

(mmm2 3 6) 2- 1 u- *>) ^')v>-i-^v] *± 

,K-;V7^l -4- l2-7;t^P-4- [3jZ (2~7x-;V7W) 2JW_K ] 

1 H-NMR Spectrum (CDC h ) 5 (ppm) :i. 2 0 - 1. 3 5 ( 
2H, m) , 1. 6 0 - 1. 8 0 (2 H, m) , 2. 00-2. 10 (2H, m) , 2. 
20 (1H, m) , 2. 9 5 - 3. 0 5 (2 H, m) , 3. .10-3. 20 (4H, m) 
3. 75 (2H, s) , 3. 8 0 - 3. 9 5 (2 H, m) , 6. 52 (1H, m) , 7 
. 05-7. 45 (8 H, m), 7. 55-7. 65(2 H, m), 8. 02 (1H, d 
, J = 5. 6Hz), 8. 11 (1H, s), 10. 60 (1 H. s). 
E S I -MS (m/z). : 5 4 7 [M+H] + . 
[0 6 9 21 

(mmm2 3i) 4 -v^jv7< y bf^'J y>- 1 - ft^^v'J y»- Zii-L 1 

6 - (3-7x-jV7-bf)Vft7l/^F) 7x/^v1 fcf ' ; 5 v 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1 . 50 (2H,m), 1 
. 91 (2H, m) , 2. 30 (6H, s) , 2. 39 (1H. m) , 2. 96 (2H, 
m) , 3. 7 4 (2H, s) , 4. 12 (2H, m) , 7. 2 1 (1H, t, J = 8. 8 
Hz), 7. 28-7. 32 (2 H, m), 7. 32-7. 48 (5 H, m), 7. 63 
(1 H, m) , 7. 8 6 (1 H, d d, J = 2. 4, 11. 6Hz), 8. 3 3 (1 H, 
m), 8. 40 (1H, brs), 12. 42 (1H, brs). 
E S I -MS (m/z) : 5 5 2 [M + H] + . 
[0 6 9 3] 
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[• 6 _ (4_ 7 ;y-2-7Jl/tn7xy^y) fcf U S V > - 4 - -f JH 7 3 K 
1 H-NMR Spectrum (CDC 1 3 ) 8 (p pm) *. 1 . 4 9 (2 H, m), 

1. 9 0 (2H, m) , 2. 3 0 (6H, m) , .2. 3 7 (1H, m) , 2. 9 5 (2H 
, m ) , 3. 7 3 (2H, b r s) , 4. 11 (2H, m) , 6. 4 5 (1 H, m) , 6 
. 5 0 (1H, m) , 6. 9 7 (1H, m) , 7. 3 2 (1H, b r s) , 7. 5 6 (1 
H. s) , 8. 3 7 (1 H. s) . 

E S I -MS (m/z) : 3 7 5 [M+H] + . 

10694] . ' 

(mifcM2 3 8) N- (2-7/U*P-4- | 2- T3- ( 1 - > ±± Eg V 2 >~ 4 
->fiu) fr_W_Kj tf'J y>-4->f 7i^») — N " — (4-7»tQ7x 

— ya + ^ K 

1 H-NMR Spectrum (DMSO-de) 8 (ppm) : 1. 34-1. 44 
(2H, m) , 1. 7 8 (2H, m) , 2. 0 3 (2H, m) , 2. 15 (3H, s) . 

2. 58 (2H, m) , 3. 48 (1H. m) , 3. 58 (2H, m) , 6. 57 (1H 
dd J =2. 4, 6. 0Hz), 7. 01 (2 H, m) , 7. 17 (2 H, m) , 7 
25 (1H, dd, J = 2. 4, 7. 6Hz), 7. 63 (2H, dd, J = 5. 0, 

8 6Hz) , 7. 91 (1H, m) , 8. 04 (1H, m) , 8. 09 (1H, d, J 
= 6. 0Hz) , 9. 0 3 (1H, s) , 10. 11 (1H, s) , 11. 2 6 (1H, 
s) . . 

E S I -MS (m/z) : 5 3 9 [M+H] + . 

(immlt\) n— [4- (2- i r4- (7 -tf*y>-i-'f*) 

-ft;t,#_;H 7^/1 fcf'}y>-4-'f Z 2 - 2 p 7 £ ~ N ~ 

1 H-NMR Spectrum (DMSO-de) 8 (ppm) : 1 . 06 (2 H, m 
) , 1. 55 (2H, m) , 1. 90 (2H, m) , 2. 12 (1H, m) , 2. 98 ( 
2H, m) , 3. 05 (4H, m) , 3. 58 (2H, s) , 3. 79 (2H, m) , 6 
60 (1H, dd, J = 2. 0, 5. 6Hz), 7. 00 (1H, m), 7. 17 (2 
H, m) , 7. 2 4 (1H, dd, J =2. 6, 7. 4 Hz) , 7. 4 0 (1H d, J 
= 2. 0Hz), 7. 63 (2H, dd, J = 5. 4, 9. 2Hz), 8. 03 (1H, 
m), 8. 12 (1H, d, J = 5. 2Hz), 9. 17 (1H, s) , 10. 10 (1 
H, s) , 10. 2 5 (1 H, s) . 
E S I -MS (m/z) : 5 6 5 [M+H] + . 

[0 6 9 6] ^ 
(g?»M2 4 0) N- (4- 12- \ (4 -V**-n>7$; 
fr) 7^^] QUL^A^lJJkJJUd -2-7J^D7x-) V) ~N ' - (4-7» 
tP7x^) -7Pt< K 

1 H-NMR Spectrum (DMSO-de) 8 (ppm) : 1. 18-1. 31 
(2H, m) , 1. 7 2 (2H, m) , 2. 15 (6H, s) , 2. 2 3 (1H, m) , 
2. 7 5 (2H, m) , 3. 5 8 (2H, s) , 4. 0 9 (2H, m) , 6. 6 0 (1 H 
dd, J = 2. 0, 5. 2Hz), 7. 01 (1H, m), 7. 17 (2H, m), 7 
24 (1H, dd, J = 2. 8, 7. 6Hz) , 7. 40 (1H, d, J = 2. 0Hz 
), 7. 63 (2H, dd, J = 5. 0, 9. 0Hz), 8. 03 (1H, m) , 8. 1 
3 (1H, d, J = 5. 2Hz), 9. 21 (1H, s), 10. 10 ( 1 H, s). 1 
0. 2 5 (1 H, s) . 

E S I -M S (m/ z ) -.5 5 3 [M+H] + . 

10 6 9 7] . « i 

(ggjjftffl] 2 4 1 ) 4-V^^JU7^>^ 1 jy>-l- »^^^'> 1 J'y^ 7vh 1 

6 _ f2-7^^P-4- (3 -7^-^7-bf-^^ W K) 7 j. / ^ »> 1 fc:'J5y>- 

miiE# 2005-3029062 



itfUS 2004-370801 



: 218/ 



4-^;H 7U' 1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : . 
1 4 0 - 1. 7 8 (2 H, m) , 1. 9 2 (2H, m) , 2. 3 3 (6H, b r s) , 
2. 3 0 - 2. 5 2 ( 1 H, m) , 2. 96 (2H, m) , 3. 75 (2H, s) , 4. 
13 (2H, m) , 7. 10-7. 20 (2H, m) , 7. 29 (2H, m) , 7. 32 
-7. 46 (4H, m) , 7. 5 5 - 7. 6 6 (3 H, m) , 8. 34 (1H, s) , 1 

0 . 5 5 ( 1 H, b r s) . 

E S I -MS (m/z) : 5 3 6 [M+H] + . 
[0 6 9 8 ] 

(mMM 2 4 2 ) 4 - (T**y>-i-4M g^ijy^-l -»fr**^Jy» 
T->K 16- r2-7;V*g-4- (3 -7x=^7-fef^'> W K) 7t ^'>] £ 

1 H-NMR Spectrum (CDC 1 3 ) 5 (p pm) : 1 . 32 (2H,m), 

1. 73 (2H, m) , 2. 07 (2H, m, J = 6. 8Hz) , 2. 24 (1H, m) 
, 3. 11 (2H, m) , 3. 19 (4H, m, J = 6. 8 Hz) 3. 7 5 (2H s) 

, 3. 8 9 (2H, m) , 7. 15 (2H, m) , 7. 2 2 - 7. 4 6 (6 H, m , 7 
. 58-7. 6 5 (2H, m) , 7. 80 (1H, brs), 8. 33 (1H, m) , 1 

0. 57 (1H, brs) . 

E S I -MS (m/z) '.5 4 8 [M+H] + . 

[0 6 9 9] ^ , M 

TvK 14- r3-7;V^O-4- (3-7x-»7W)V'fK) 7x >>^r»>] E 

' H-NMR Spectrum (CDsOD) 8 (ppm) 11. 15 (2H, m), 

1. 78 (2H, m) , 2. 09 (2H, m) , 2. 34 (1H, m) . 2. 90 (2H 
, m) . 3. 31 (4H, m) , 3. 72 (2H, s) , 4. 08 (2H, m) 6. 6 

0 (1H, dd, J = 2. 0, 5. 8Hz), 6. 9 5 (1H. m) , 7. 0 4 (1H, 
dd, J = 2. 8, 11. 6Hz) , 7. 26-7. 36 (6H, m) , 8. 08 (1H 
, d, J = 5. 8Hz) , 8. 20 (1 H, m) . 

ES I -MS (m/z) : 5 4 7 [M + H] + . 

[0 7 0 0] . w . 

mmm24A) 4-^^7^^')y>-l- ^^->'J^ 7vh 1 

4 _ [3 -7**0-4- (3-7x^7tWWK) 7 ^^'>1 fc°'jv>-2 
-4M 7^7 

1 H-NMR Spectrum (CD3OD) 8 (ppm) :l. 40 (2H, m), 
1. 92 (2H, m) , 2. 30 (6H, s) , 2. 43 (1H. m) , 2. 87 (2H 
, m) , 3. 7 2 (2H, s) , 4. 18 (2H, m) . 6. 6 1 (1H, dd, J = 2 
. 4, 5. 8Hz) , 6. 95 (1H, m) , 7. 04 (1H. dd, J = 2. 4, 11 
. 2Hz), 7. 26-7. 36 (6 H, m), 8. 09 ( 1 H, d, J = 5. 8Hz) 

, 8. 2 1 (1 H, m) . 

ES I -MS (m/z) : 5 3 5 [M+H] + . 

1° 7 0 1 J . , 1 * , 

(3Sffigl2 4 5) 2 - I [ ( 3 R) -3-^ »»7^i:P')^-l-Ol 

^•-;V 7 ^I -4- |2-7**P-4- f3- (2-7x^JV7^f^) ^*9W 
K1 7xM-/l fc°'J^> 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1.86 (1H, m) 
, 2. 17 (1 H, m) , 2. 2 7 (6H, s) , 2. 7 4 (1 H, m) , 3. 2 1 (1 
H, m) , 3 . 4 1 ( 1 H, m) , 3 . 6 5 ( 1 H, m) , 3 . 7 0- 3. 8 0 ( 1 H, 
m), 3. 74 (2H, s) , 6. 56 (1H, dd, J = 2. 4, 5. 6 Hz) , 7. 
00 (1H, s) , 7. 18 (1H, m) , 7. 3 0 - 7. 4 7 (6 H. m) , 7. 69 
(1H, d, J = 2. 4Hz), 7. 89 (1H, dd, J = 2. 4, 12. 0Hz), 
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8. 05 (1H, d, J = 5. 6 Hz) , 8. 49 (1H, b r s) , 12. 44 (1H 

ES I -MS (m/z) : 5 3 7 [M+H] + . 

[0 7 0 2] , 
(Mffll2 4 5 -n 2- I r (3R) -3- ^f^7?^a'Jy>-l-^V] 
Ufl,tf^»,T$S\ -4- (2-7JVta-4--hn7x^v) tf'Jv> 
l h — NMR Spectrum (CDC 1 3 ) «5 (ppm) : 1 . 91 ( 1 H, m) 
, 2. 19 (1H, m), 2. 2 8 (6H, s) , 2. 7 6 (1H, m) , 3. 2 3 (1 
H, m) , 3. 41 (1H, m) , 3. 6 0 - 3. 8 0 (2 H, m) , 6. 67 (1H 
dd, J = 2. 4, 5. 6Hz), 6. 83 (1H, d, J = 8. 8Hz), 7. 10 ( 
lH.'brs) , 7. 7 8 (1 H, d, J = 2. 4Hz), 8. 0 9-8. 17 (3 H, 
m) . 

[0 7 0 3] 

(Mitffi) 245-2) 4 - (4-7^-2-7^ P7x^-» - 2 - 1 1, (3R 

1 H — NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1 . 86 (1H, m) 
, 2. 17 (1H, m) , 2. 2 7 (6H, s) , 2. 7 3 (1 H, m) , 3. 2 1 (1 
H, m) , 3. 40 (1H, m) , 3. 65 (1H. m) , 3. 7 0 - 3. 8 0 (3 H, 
m) , 6. 4 2 - 6. 5 5 (3 H, m) , 6. 9 0- 7. 0 0 (2 H, m) , 7. 65 ( 
1H, d, J = 2. 4Hz), 8. 01 (1H, d, J = 5. 6Hz) . 
[0 7 0 4] 

(».ff]2 4 6) 2 - LLi_3_Sj tfD'J v>-l--f^] * * 

#=.fi,T$S\ -4- |2-^;U^-P-4- T3- (2-7x ^7W) ±£5±d 

[0 7 0 5] t .. 

(M.0II2 4 6 - 1 ) 2 - I T(3S) - 3-^f^7^^n'jy>- l-^] 
Hfri£=.fr7\J\ -4- (2-7;HP-4--fn7 xMy) WJ> 
ES I -MS (m/z) (n e g. ) : 3 8 8 [M-H] . 
[0 7 0 6] 

(«iifll2 4 6 - 2) 4- (4-7U-2-7J^ P7x^y) -2- 1 £ (3S 
[0 7 0 7] 

(jHfrW2 4 7) N- (4-7»tP7x-;V) -N [ - [ 3 - 7 )\>* u - 4 - (2- 
|[ (3R) - 3 -v^^-jut 5 y tf a 'J v>- 1 -^;i/l^;i/»'-^7^ >M WJy- 
4--f;V^-^v) 7i^»lvot?K 

1 H — NMR Spectrum (CDC 1 s ) 8 (ppm) : 1. 84 (1H, m) 
, 2. 14 (lH.m), 2. 2 4 (6H, s) , 2. 7 4 (1H, m) , 3. 19 (1 
H, m) , 3. 3 8 (1H, m) , 3. 4 8 (2H, s) , 3. 6 1 (1H, m) , 3. 
67 (1H, m) , 6. 66 ( 1 H. dd, J = 2. 4, 5. 6Hz), 6. 95-7. 
0 5 (3H, m) , 7. 11 (1H, m) , 7. 2 2 (1H, m) . 7. 4 9-7. 5 4 
(2H, m) , 7. 59 (1H, d, J = 2. 4Hz) , 7. 66 (1H, dd, J = 2 
. 4, 12. 0Hz), 8. 08 (1H, d, J = 8. 8Hz), 8. 93 (1H, br 
s) , 9. 4 7 (1 H, b r s) . 
[0 7 0 8] 

(*fljg|2 4 8) N- (4-7JVtD7x^) - N ' - [ 3 - 7 n ~ 4 ~ ( 2 ~ 
ir(3S ) _ 3 -y^^;i / y^y ij y >-i->f;i/| ft JH£ ~ JUT 3 >M bT'Jv>- 

[0 7 0 9] 

(£Jifeg«2 4 9) 2 - I r (3R) -3-y Xf^7^eg')v"/-l-^V] * >U 
;i,7~y| -4- j2 --7**0-4- T3- (2-7i = m f») frW_K] 
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i h-NMR Spectrum (CDC 1 3 ) d (ppm) : 1 . 86 (1 H, m) 
2. 17 (1H, m) , 2. 27 (6H, s) , 2. 73 (1 H, m) , 3. 20 (1 
H, m) , 3. 4 0 (1 H, m) , 3. 6 5 ( 1 H, m) , 3. 7 3 ( 1 H, m) , 3. 
75 (2H, s) , 6. 54 (1H, d d , J = 2. 4, 5. 6Hz), 7. 01 ( 1 H- 
s) , 7. 10-7. 20 (2H, m) , 7. 29-7. 45 (5H, m), 7. 64 
(1 H, dd, J =2. 4, 12. 0Hz) , 7. 66 (1 H, d. J = 2. 4 Hz) , 
7. 93 (1H, brs), 8. 04 (1H, d, J = 5. 6Hz), 10. 59 (1H 

. 8) . 

ES I -MS (m/z) : 5 2 1 [M+H] + . 
[0 7 10] 

(3£*fcW2 5 0) 2- I r.(3S) -3-^f;V7^b , n')y>-l-^ l-] *Jk 
g£^jW7_LZJ -4- l2-7fr*n-4- T3- (2-7 jL-JV7-b^^) frW_K ] 

10 7 11] 

(aMM2_5JJ 4- |2-7**a-4- T3- ( 2 - z^jLZ± ±2^ ^7 k 
£_K] 2^Z±2J ~ 2 - I [ ( 2 S ) - 2 - Kg * v * £jk go 'J ^ > z l z i W 

1 H-NMR Spectrum (CDCls) 5 (ppm) : 1. 60-1. 70 
(1 H, m) , 1 . 9 0-2. 10 (3H, m) , 3. 4 0 - 3. 8 0 (4 H, m) , 3 
. 75 (2H, s) , 4. 15 (1H, m) , 6. 52 (1H, m) , 7. 10-7. 5 

0 (8H, m) , 7. 8 9 (1 H, m) , 8. 0 6 (1 H, m) , 8. 4 5 (1H, b r 
s) , 12. 4 5 (1 H, brs). 

E S I -MS (m/z) : 5 2 4 [M + H] + . 
[0712] 

(HiSgfl2 5 1-1) 4 - ( 2-7^ta-4 -_hD7xy^y) - 2- I \ (2S 
) _ 2 - e Kn^r v ^ v>- l -4 ;vl gjMj£jkX_§_/j gJlii>: 

1 H-NMR Spectrum (CDCls) 5 (ppm) : 1 . 69 (1 H, m) 

, 1. 90-2. 00 (2 H, m) , 2. 06 (1H, m) , 3. 40-3. 80 (4H 
m) , 4. 14 (1H, m) , 6. 62 ( 1 H, dd, J = 2. 4, 5. 6Hz) , 7 
. 30 (1H, m) , 7. 7.5 (1H, d, J = 2. 4Hz) , 8. 08-8. 16 (3 
H, m) . 
[0713] 

(«jfrPI2 51-2) 4 - (4-7^-2-7)^ D7x^y) - 2- 1 [ (2 S 
) _ 2 - b Kn ^ f ;v b:n 'J y > - l - ;H ft ;i/*'^7 < / 1 fc°Dv> 
1 H-NMR Spectrum (CDCls) 8 (ppm) : 1. 66 (1H, m) 

1. 90-2. 20 (3 H, m) , 3. 40-3. 80 (6 H,m), 4. 15 (1H 
\ m) , 6. 45 (1H, m) , 6. 4 7 - 6. 5 3 (2 H, m) , 6. 95 (1H, m 
), 7. 63 (1H„ brs) , 8. 01 (1 H, d, J = 5. 6Hz). 
[0 7 14] 

( mWM 2 5 2 ) 4 - |2-7;V*P-4- T3- {2^ 2JE^Z±±M 
4 Kl 7x;^y| - 2 - I \ (2 R) - 2 - KP * v p< ±* U v >- 1 - 4 jk] 

[0 7 15] 

(Iki&gfl 2 52-1) 4 - (2 -7 ;i/^-a- 4 ^7x M-» - 2 - M (2 R 
) _ 2 -b Ko ^rv^+^n 'J 22lZ 1 Zjlik] /l tf U v > 

[0 7 16] 

E S I -MS (m/z) : 3 9 9 [M+N a] + . 
[0 7 17] 

(«jftg|2 52-2) 4- (4-7^-2-7KQ7xA-» - 2- j [ ( 2R 
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(s^.0112 5 3) n- (4- 12- r (3-^ ^T;;7W>-l-^Wf^ 

j/) Tl^J e'jy>-4-<f^j-^^l -2-7J^P 7x-») -N'~ (4-v;i/ 

l H-NMR Spectrum (CDCh) 5 (ppm) :2. 18 (6H, s), 
3. 13 (1H, m) , 3. 5 5 (2H, s) , 3. 90 (2H, m) , 4. 04 (2H 
, m) , 6. 5 5 (1H, dd, J = 2. 4, 5. 6Hz) , 6. 8 1 (1H, s) , 6 
91 (2H, d, J = 9. 6Hz) , 7. 04 (2H, m) , 7. 53 (2H, m) , 
7. 65 (1H, d, J = 2. 4Hz) , 8. 06 (1H, d, J=5. 6Hz) , 8. 
2 7 (1 H, m) . 8. 6 7 (1 H, s) , 8. 7 8 (1 H, s) . 
ES I -MS (m/z) : 5 2 5 [M+H] + , 5 4 7 [M + N a] . 
[0719] 

mmm2 5A) a- i r os) -3-^ w^en')y>-i-^H a* 

^»7?/l -6- (2-7**P-4- 13- T2- ( 4-7Jl>tP7x^) T4r 

1 H — NMR Spectrum (CDCh) 5 (ppm) : 1. 92 (1H, m) 

, 2. 2 1 (1H, m) , 2. 3 0 (6H, s) , 2. 7 8 (1H, m) , 3. 2 6 (1 

H m) , 3. 4 0- 3. 5 2 ( 1 H, m)' , 3. 6 4 - 3. 8 4 (2 H, m) , 3 . 7 

2 (2H, s) , 7. 10-7. 40 (7H, m) , 7. 70 (1H, d, J = 0. 8H 
z) , 7. 87 (1H, dd, J=2. 4, 11. 2Hz) , 8. 34 (1H, d, J- 
0. 8 H z ) , 8. 4 4 (1 H, b r s) , 12. 3 9 (_1 H, b r s) . 

E S I -MS (m/z) (n e g. ) : 5 5 4 [M-H] . 

(»fta2 5 4 -n 4- I r [3_sj -3-^w?^p')y>-i-o] 

ajV,-K-;V7 5 7l -6 - ,(2-7HD-4--l-P7x^-/) U 3 ^ > 
1 H — NMR Spectrum (CDCh) S (ppm) : 1. 92 (1H, m) 
, 2. 2 1 (1 H. m) , 2. 3 0 (6H, s) , 2. 8 0 (1 H, m) . 3. 2 8 (1 
H, m) , 3. 47 (1H, m) , 3. 6 0 - 3. 8 5 (2 H, m) , 7 . 1 9 (1H. 
s) , 7. 42 (1H, id), 7. 80 (1H, d, J = l. 2Hz), 8. 08-8. 
15 (2 H, m) , 8. 33 (1 H, d, J = 1. 2Hz). 
[0 7 2 1 ] 

(gjSgfl 2 5 4 - 2 ) 4 - (4 -7^-2-7H P7x^y) -6- 1 [ (3S 

1 H — NMR Spectrum (CDCh) 5 (ppm) : 1. 89 (1H, m) 
, 2. 20 (1H, m) , 2. 30 (6H, s) , 2. 77 (1H, m) , 3. 25 (1 
H, m) , 3. 4 4 (1H, m) , 3. 6 0 - 3. 9 0 (4 H, m) , 6. 3 0-65 
5 (2H, m) , 6. 97 (1H. m) , 7. 12 (1H, s) , 7. 61 ( 1 H, s) 
, 8. 3 7 (1 H, s) . 
10 7 2 2] 

(tttW2 5 5) 3 - (4 - l2-7**P -4- T3- (?,-7x-^7W) f- 
W K1 7xM->l - 1 - r (2 R) -2-fc Kn#y-3 

- (tfn 'j v >- l - ;M yafcf;ul - i-^fji")V7 

1 H — NMR Spectrum (CDCh) o ( P P m) :i. 7 6 - 1. 8 4 ( 
4H, m), 2. 37 (1H, dd, J=4. 0, 12. 0Hz), 2. 46-2. 56 
(2H, m) , 2. 6 4 - 2. 7 4 (3 H, m) , 3. 00 (3H, s) , 3. 32-3 
. 44 (2H, m) , 3. 74 (2H, s) , 3. 93 (1H, m) , 6. 49 (1H, 
dd, J =2. 4, 5. 6Hz), 7. 16 (1H, m) , 7. 30-7. 46 (7 H, 
m) , 7. 57 (1H, d, J=2. 4Hz), 7. 88 (1H, dd, J = 2. 4, 1 
2. 0Hz), 8. 08 (1H, d, J = 5. 6Hz), 12. 42 (1H, s). 
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ES I -MS (m/z) : 5 8 1 [M+H] + . 
[0 7 2 31 

(BftW2 5 5 -n N-^>v^-N-^-f-^-N- ( 2 S) *sy~)V* ±jt 

t < > _ . 

Mlt#B^.T, TK^fci-bU^A (60%, 8 8mg) £x b 9 t Kn 7 7 > (5ml) 
KMKTflSiBS*, »TCN-^f^>^7 5> (0. 2 8 4ml) fciftTLfc 

0 iHf||, (2R) -^'J->v^ bvV'-b (4 5 7mg) iftlx, llt-^ 5 

2 2 5mg, 6 4%) tifeMlfcUTllfc, 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :2. 33 (3H, s) 

, 2. 36 (1H, m) , 2. 4 9 (1H, m) , 2. 7 2 - 2. 7 9 (2 H, m) , 3 
. 12 (1H, m) , 3. 5 2 (1H, d . J = l 3. 2 Hz) , 3. 6 7 (1H, d , 
J = 13. 2Hz),7. 20-7. 40 (5H,m). 

10 7 2 4] . 

(Mffll 2 5 5 - 2 ) (2R) -1- (^Xv 5 / ) -3- (^n')v^- 
l_-£>u) - 2 -7p^v-;1/ 

mmWm%T, N-^Vv>-N-^fJl'-N- (2S) ( 
3l' 8mg ) £xb9fcKn7?> (3. 5ml) |:gii:T**?*fc», «*PTCt! 
nUi/> (1. 5ml) *«TLfc, IfiT-lft, 7 0W-»L/; o M^SE 
TCiftiSL^ »$S:*/ , J*W?4^n7F^77'f - (F u j i Silysi 
a NH« la^fiSt^-tl^^ «^ (4 2 0mgv 

9 5%) 4r*-fe?*Wfc LT#fc 0 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1 . 74-1. 80 ( 
4H, m) , 2. 25 (3H, s) , 2. 3 7 - 2. 6 5 (8H, m) , 3. 52 (1H 
, d, J = 1 3. 2Hz), 3. 63 (1H, d, J = 13. 2Hz), 3. 87 (1H 
, m) , 7. 2 0 - 7. 4 0 (5 H, m) . 
[0 7 2 5] 

(1WII2 5 5 - 3) (_2Sj -1- it+frTSJ) -3- (feTa U v'S' - 1 - 4 * 
) - 2 - -fViJ 

(2R) -l - ^y«Wf^7?;) -3- (Unyyy-l -4*) -2-7^/-? 
y-* (4 2 0mg) t^7-)KlOml) ic»»«*fc 0 1 0 %*BHfc/< 7 v 7 A 
(4 6 0mg) tJnx., ***H*T-C4. 5 tfHittfLfc. »***WU 

t «fc 9 , *IB-fk^ (232mg, 87%) i&'&IAWfa ± tT#7t 0 
1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1. 75-1. 85 ( 
4H, m) , 2. 34 (1H, m) , 2. 4 0- 2. 6 0 (3 H. m) , 2. 46 (3H 
, s) , 2. 6 0 - 2. 7 5 (4 H, m) , 3. 82 (1H. m) . 
[0 7 2 6] 

(Mjgfl) 2 5 5 - 4 ) 3 - T4- (4-75;-2-7 ^n7x;t'» bf'jv>- 
2-4 JH -1- r (2R) - 2-bKP^r->-3 - (^uViSy-l -J )V) -fuipv 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. ,7 0- 1. 9 0 ( 

4H, m), 2. 37 (1H, dd, J =4. 0, 12. OHz) , 2. 40-2. 60 

(2H, m) , 2 . 6 0- 2. 8 0 (3 H, m) , 3. 01 (3H, s) , 3. 30-3 

. 50 (2H, m) , 3. 72 (2H. brs), 3. 93 ( 1 H. m) . 6. 4 0-6 

. 60 (3H, m) , 6. 95 (1H, m) , 7. 53 (1H, d . J = l. 6Hz) , 
8. 04 (1H, d, J=6. OHz). 
[0 7 2 7] 
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W Kl 7xM->l ^J-^-2-^») - 1 ~ [ (2 S) ~2-fc ho*y-3 
[0 7 2 8] 

" 5 6-1) N-^Vvfr-N-.Xf-fr-N- (2R) -**y 7 ^fr 



Siiffl^T, **ftth'JfA (6 0%, 2 2 0mg) , N-^fM'/W^ 
0. 7 10ml), (2S) -^'Jyy> b?/l/-Ml. 1"4 g) *Bft«fc 
(5 3 4 rag, 6 0%) *fcfe«HWfe t Utftfc. 
[0 7 2 9] 

(«ft«2 5 6- 2) (2 S) -1- K/ e;jU^f^7^) -3- (tfnVv>- 

1 - - 2 --/a^v-^ „ 
£#M*tT\ N-^y^-N-^fJI'-N- (2R) -t + '/7-)Mf ;V7^ ( 
5 3 3 mg) ftlB-ffc^* (7 18mg, 9 6%) 

fta».W2 5 6- 3) (2 R) -1- (^f^ T^) - 3- (K P 'J y 1 -4 * 
) _ 2 -yn/NV -;u ^ 
(2 S ) - 1 - (^>yJMf;v75/) -3- (trnyy-v-i-4/iO -2--/n/% 
(7 18mg) *><b, (4l8mg, 9 1%) tifeMftkLTHfc 

ESI — M S (m/z) : 1 5 9 [M + H] + . 
[0 7 3 1 ] 

(gftfl 2 5 6 - 4) 3 - r 4 - (4-7^ -2-7^P7x;^» V ,~ 
-1- T (2S) -2-i;hW-.1- (h'D'Jyy-l-^V) T^ fcjU 
1 - 1 +frt> 1/7 

ES I -MS (m/z) :4 0 4 [M+H] + . 

($M2 5 7l N- (3-7»to-4- L2j= f 3 -> ■T-fr- 3 - (1-^** 
/S , J yy,4-^^) frWKl lf')yy-4-^Vt ^->l ~N' -7x- 

1 H — NMR Spectrum (CDC 1 3 ) 8 (p pm) : 1. 50-1. 80 14 
H, m) , 2. 0 1 (2H, m) , 2. 2 5 (3H. s) . 2. 8 7 (3H, s) , ,2. 
9 0 (2H, m) , 3. 5 1 (2H. s) , 4. 10 (1H, m) , 6. 6 0 (1H. d 
d J = 2. 4, 6. 0Hz) , 7. 0 8 - 7. 2 0 (2H, m) , 7. 20-7. 30 
(2H, m) , 7. 3 4 (2H, m) , 7. 5 6 (2H, m) , 7. 6 2 (1H, d, J 
= 2. 4Hz), 7. 7 1 (1H, dd, J = 2. 4, 12. 0Hz) , 8. 0 7 (1H 

d, J = 6. 0Hz), 8. 75 (1 H. b r s) , 9. 48 ( 1 H, brs). 
ES I -MS (m/z) : 5 3 5 [M+H] + . 

(iMMllij 4- !2-7 >U*P-4- T3- (2-7x^7W) f"**^ 
£_K] 7 aMyl - 2 - 1 U~ (^*'Jy-4- >f^ b'AiJy>-l-^»] ft 
j^-;i/7^l tf'Jy"> 

1 h-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1. 40-1. 55 I 
2H, m) , 1. 8 5 - 1. 9 5 (2 H, m) , 2. 38 (1H. m) , 2. 50-2. 
60 (4H, m) , 2. 8 5 - 2. 9 5 (2 H, m) , 3. 7 0 - 3. 7 3 (4 H, m) 

3 74 (2H, s) , 4. 05-4. 15 (2 H, m) , 6. 54 (1H, dd, J 
= 2. 4, 5. 6Hz) , 7. 16 ( 1 H, m) , 7. 3 0 - 7. 4 5 (7 H, m) . 7 

61 (1H, s), 7. 89 (1H, dd, J = 2. 4, 11. 2Hz), 8. 0 5 ( 
1H, d, J = 5. 6Hz), 8. 71 (1H, brs), 12. 46 ( 1 H, s) . 
E S I -MS (m/z) (aeg.) 15 9 1 [M-H] . 
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[0 7 3 41 

58-n 4- f2-7Hn-4- ^bP7x^ ->) -2- \ [4- ( 

1 H-NMR Spectrum (CDCls) 8 (ppm) :l. 4 3 - 1. 6 0 ( 
2H m) , 1. 8 5 - 1. 9 5 (2 H, m) , 2. 3 9 (1H, m) , 2. 5 0-2 
6 o'(4H,m) . 2. 8 5- 2. 9 7 (2 H, m) . 3. 6 5 - 3. 8 0 (4H . m) 
, 4. 00-4. 15 (2H, m) , 6. 64 (1H, dd, J = 2. 4, 5. 6 Hz) 
7. 2 0 - 7. 3 6 (2 H, m) , 7. 6 9 (1H, d, J = 2. 0Hz) , 8. 06 
- 8 . 1 8 (3 H, m) . 

10735] „ . n . r . , 

(«HSflI2 58-2) 4- (4-7^- 2 -7^P7x;ty) - 2- 1 | 4 - 1 

> h-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 45-1. 60 ( 
2H, m) , 1. 8 0 - 1. 9 5 (2 H, m) , 2 . 3 9 (1H, m) , 2 5 0-2 
60 (4H. m) , 2. 8 5 - 2. 9 5 (2 H. m) . 3. 6 5 - 3. 8 0 (6H m) 

4 0 5 - 4. 1 5 (2H, m) , 6. 46 ( 1 H, m) , 6. 4 8 - 6. 5 6 (2 H 
\ m) , 6. 9 6 (1H, m) , 7. 2 1 (1H, b r s) , 7. 5 8 (1 H, d, J - 
1. 6Hz), 8. 0 1 (1H, d, J = 5. 6Hz) . 
[0 7 3 61 

(*tttt2S9) 4- l2-7 » *n-4- T3- (2-7x = »7tf») 9 W K 
1 7 J ,/3->l -2- { r 4 - (^&;v^'J>-4-^;v) 

1 H-NMR Spectrum (CDCls) 8 (ppm) : 1. 30-1. 45 
(2H m) , 1. 6 5 - 1. 8 0 (2 H, m) , 2. 31 (1H, m) , 2. 40-2 
50 (4H, m) , 2. 7 0 - 2. 8 0 (2 H, m) , 3. 5 0 - 3. 6 0 (4 H m 
j 3 74 (2H. s),4. 05-4. 1 5 (2 H, m) , 6. 58 (1H, m) , 
1 20-7. 50 (8 H, m), 7. 76 (1H, d, 1 = 12. OHz), 8. 11 
(1H, d, J = 5. 6 H z) , 9. 2 1 (1H, s) , 10. 6 1 (1H, s) , 11 
. 0 5 (1 H, b r s) . 
ES I -MS (m/z) : 5 7 7 [M+H] + . 
[0 7 3 7] 

(^Jjfegd 2 6 0^ N — (4 - 7^n7x^») -N [ - ( 2 - 7^* n - 4 - 1 2 - 

r o-^n'jy^-i-^wf-y^-i-*^^ r^y] tv*s>-4 -4 

fr** a A 7 *-*) vPt^ K 

1 H-NMR Spectrum (CDCls) 8 (ppm) : 1. 83 (4 H. m) , 
2. 5 0 (4H. m) , 3. 3 5 (1H, m) , 3. 5 5 (2H, s) , 3. 9 6 (2 H 
, m) . 4. 10 (2H, m) , 6. 5 5 (1H, dd, J = 2. 4, 5. 8 Hz) , 6 

8 1 (1H, s) , 6. 9 1 (2H, m) , 7. 0 4 (2H, m) , 7. 5 3 (2H 
m) , 7. 65 (1H, d, J = 2. 4Hz) , 8. 05 (1H d, J = 5. 8Hz) 
, 8. 2 6 (1 H, m) , 8. 7 2 (1 H, b r s) , 8 8 1 (1H, b r s) . 
ES I -Ms I 5 5 1 [M+H] + , 5 7 3 [M + N a] . 
[0 7 3 8] 

K 14- \2-7fr*U-l- (3-7x-JV7^fJVft')W K) 7x^v] 

1 H-NMR Spectrum (CDCls) 8 (ppm) M. 83 (4H, m) , 
2. 51 (4H, m) , 3. 3 6 (1H, m) , 3. 74 (2H, s) , 3. 96 (2H 
m) , 4. 08 (2H, m) , 6. 55 ( 1 H, dd, J = 2. 0, 6. OHz) , 6 
8 3 (1H, s) , 7. 17 (1H, m) , 7. 3 0 - 7. 4 6 (5 H, m) , 7. 6 
6 (1H, d, J = 2. OHz), 7. 89 (1H, dd, J =2. 8, 11. 8Hz) 
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8. 0 4 (IH, d, J = 6. OHz) , 8. 5 9 (IH, s) , 12. 4 4 (IH, 

8) • 

E S I -M s : 5 4 9 [M+H] + . 
[ 0 7 3 9] 

(»j&-W2 6i-i) 3- {\Zuyyy-\--< n<) rvf-yy- 1 z^j^±kJ2 2 

^ y , >K r4 _ (2-7;^n-4--l^n7x^-» kf'J V >- 2 zJJkl 7^ 
K 

~H-NMR Spectrum (CDsOD) 8 (ppm) : 1. 8 4 (4 H, m) , 
2. 56 (4H, m) , 3. 36 (IH, m) , 3. 93 (2H, m) , 4. 13 (2H 
, m) , 6. 71 (IH, dd, J = 2. 4, 5. 6Hz), 7. 49 (IH, dd, J 
= 8. 0,-8. 8Hz), 7. 57 (IH, d, J =2. 4Hz), 8. 15-8. 19 
(2H, m) , 8. 25 (IH, dd, J = 2. 8, 10. 2Hz). 
[0 7 4 0] ^* . „ 

d^2 6i-2) 3- (bTpi;-y>-i->f fr) 

~h-NMR Spectrum (CDC 1 s ) S (ppm) : 1 . 83 (4 H, m), 

2. 50 (4H, m) / Z . 36 ( 1 H, m) , 3. 73 (2H, s) , 3. 96 (2H 
m) , 4. 07 (2H, m) , 6. 44 (IH, m) , 6. 49 (IH, dd, J = 2 
8, 11. 6Hz), 6. 53 (IH, dd, J = 2. 4, 6. OHz), 6. 75 ( 

IH, brs), 6. 95 (1 H, m) . 7. 61 (IH, d, J = 2. 4Hz), 8. 

0 0 (1 H, d, J = 6. OHz). 

(immt 6 2) N- (2-7**P-4- 1 2- f ( 3 - Ko^'>7WV- 1 
r^yl gi;v>V-4->f 7*-* ) -n *- (4-7fl/*P 

[0 7 4 2] 

1 H-NMR Spectrum (CDC 1 a ) 5 (ppm) 13. 60 (2H, s) , 

3. 91-3. 94 (2H, m) , 4. 24 (2H, m) , 4. 60 (IH, m) , 5. 
09 (IH, m) , 6. 52 (IH. d, J = 5. 6Hz) , 6. 89 (2H, m) , 7 

01 (2H, m), 7. 19 (1 H, s) , 7. 59 (2H, dd, J = 4. 0, 7. 
6Hz) , 7. 67 (IH, s) , 8. 05 (IH, d, J = 5. 6Hz) , 8. 23 ( 
. 1 H, m) , 9. 9 1 (IH, s) , 9. 9 7 ( 1 H, s) . 

ES I -MS (m/z) ! 4 9 8 [M+H] + , 5 2 0 [M+Na] . 
[0 7 4 3] 

(3^00 2 6 3 ) 3 - T4- (2-7fr* P -4- 13- \2- (2-7^n7x- 
l->f;Hf^')y>-4-^f;l/) frV7 

1 H-NMR Spectrum (CDC 1 s ) 5 (ppm) : 1. 40-1. 8 8 (4 H 
m), 2. 08(2H, m), 2. 28(3H, s), 2. 8 8 (3 H, s), 2. 92(2H 
m), 3. 7 7 (2H, s) , 4. 17 (1 H, m) , 6. 5 4 (1 H, m) , 7.1 

0- 7. 26 (4H, m) , 7. 2 7- 7. 4 7 (3 H, m) , 7. 69 (IH, m) , 
7. 90 (IH, m), 8. 06 (IH, d, J = 5. 6Hz) , 8. 65 (IH, br 
s) , 12. 3 7 (1 H, brs). 

ESI -MS Cm/z) : 5 6 9 [M + H] + . 
[0 7 4 4] 

(gjftg|2 6 4) 3 - T4- (2-7**P -4- 13- \2- (4->h*->7^-- 
)V) ^*7WKl 7'x^-» tf'jy>-2 ->f^l -1 1- ( 

1- ^f)H;^'J-y^-4-^) 7 1^7 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) II. 57-1. 70 (2 
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H m) , 1. 7 6 (2H, m) , 2. 0 8 (2H, m) , 2. 2 9 (3H, s) , 2. 
88 (3H, s) , 2. 92 (2H, m) , 3. 69 (2H, s) , 3. 84 (3H, s 
) 4. 17 (1H, m) . 6. 5 4 (1H, dd, J = 2. 8, 5. 6Hz), 6. 9 

6 (2H, dd, J = 2. 8, 8. 8Hz) , 7. 10-7. 31(4H, m) , 7 . 3 
5 ( 1 H, m) , 7. 6 9 (1H, bis), 7. 8 9 (1H, dd, J = 2 8, 11 

6 Hz) , 8. 0 6 (1H, m) , 8. 4 4 (1H. brs), 12. 4 6 (1H, b 

EsV-MS (m/z) : 5 8 1 [M+H] + . 
10 7 4 5] 

(ggft#!l2 6 5) 3 - U- (2-7)V*V-A- 13- [2- f2-^4rv7x-- 

)v) 7-tr?-;H ±*2±±E\ 7^7 mwv- i-^M - i -.xf-fr- i - \ 

1 H-NMR Spectrum (CDC 1 s) J (ppm) : 1 . 6 6 ( 2 H , m) , 
1 77 (2H, ra) , 2. 08 (2H, m) , 2. 29 (3H, s) , 2. 88 (3H 
s) , 2. 9 2 (2H, m) , 3. 7 2 (2H, s) , 4. 0 1 (3H, s) , 4. 1 

7 (1 H, m) , 6. 5 3 (1 H, dd, J = 2. 4, 5. 6H z) , 7. 0 1 (3 H, 
m) 7 13-7. 20(2H, m), 7. 31-7. 40 (2H, m) , 7. 69 (1 
H d, J = 2. 4Hz), 7. 89 (1H. dd, J=2. 4, 12. 0 Hz) , 8. 

0 5 (1H, brs), 9. 41 (1H, brs), 12. 36 (1 H, brs). 
ES I -MS (m/z) 15 8 1 [M+H] + . 

10 7 4 6] , 
(».ff]2 6 6) 3- T4- (2-7)l>»n- 4- 13- [_2_= (3-7^P7x- 
;i/) 7-fe + ;H f^_7W_Kj ZJLZJt±l tf'Jv>- 2-^^l -V-^;u-l- ( 

1 - ^f-zn^i; y>-4->f jiO 7V7 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) II. 50-1. 70 (2 
H, m) , 1. 77 (2H, m) , 2. 07 (2H, m) , 2. 28 (3H, s) , 2. 
88 (3H, s) , 2. 92 (2H, m) , 3. 73 (2H, s) , 4. 16 (1H m 
) , 6. 55 (1H, m) , 7. 00-7. 13 (3H, m) , 7. 30 (2H, m) , 

7 3 2 - 7. 4 6 (2 H, m) , 7. 68 (1H, m) , 7. 88 (1H, m) , 8. 

0 6 (1H„ m) , 8. 6 0 ( 1 H. brs), 12. 38 (1H, brs). 
ESI-MS (m/z) : 5 6 9 [M+H] + . 

10 7 4 71 t _ , . ^ 

mmm_67j 4- (2-7^*0-4 ^ 13- \2- (4-7**P7x-/w z 

1 h-NMR Spectrum (CD C 1 3 ) $ (ppm) : 1 . 78-1. 90 ( 
4H, m) , 1. 9 9 (1H, m) , 2. 17 (1H, m) , 2. 5 0 - 2. 6 3 (4 H 
, m) , 2. 83 (1H, m) , 3. 34 (1H, m) , 3. 47 (1H, m) , 3 . 6 

2- 3. 78 (2H, m) , 3. 71 (2H, s) , 7. 10-7. 40 (7H, m) , 
7. 70 (1H, d, J=0. 8 Hz) , 7. 86 (1H, dd, J = 2. 4, 11. 2 
Hz), 8. 33 (1H-, d, J = 0. 8Hz), 8. 47 (1H, brs), 12. 3 

8 ( 1 H, brs). 

(giSffl 2 6 7 - 1 ) 4- (2-7)Vtn-4--fD7x ;^-» -6- I [ (3S 
) _ 3 _ (bToij yy- 1 -4 )±) en')y>-l-^JVl Hfrtf -frT$S\ ti'Hy 
y 

~H-NMR Spectrum (CDC 1 3 ) S (ppm) : 1 . 80-1. 85 ( 
4H, m) , 2. 01 (1H, m) , 2. 19 (1H, m) , 2. 5 0 - 2. 6 5 (4 H 

, m) , 2. 85 (1H, m) , 3. 37 (1H, m) , 3. 47 (1H, m) , 3 . 7 
1 (1H, m) , 6. 92 (1H, m) , 7. 42 (1H, dd, J = 7. 6, 8. 8H 
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z) , 8. 0 2 (1H, s) , 8. 0 8-8.15 (2H, m) , 8. 33 (1H, s) 



(«a«2 6 7-2) 4 - (4-7^-2-7^^ n7x;»-» - 6- I [ (3S 

ES I -MS (m/z) :3 8 7 [M+H] + . 
(jii2 6 8) 3 - r6- '(2-7fr*n- 4- 13- T2- (4-7WD7x^ 

r (3R) - i - jt-^frgp'J >L^z 3 ;H 

(mImIIazl!) 3- T6- (2-7 ^n-4--fn7x^y) l^;gy> 

_ 4 -^;H - 1 -^f-^- 1 - r or) - 1 ->f-^tf pu ■>->- 3->f jk] 

[0 7 5 2 ] 

(M2 6 8 - 2) 3 - T6- (4-7 ^ -2-7;^P7xMy) \>*)S*J> 
_4_^ ;V ] -i-^;v-l- r (3R) 7^7 

( 2 6 9) 3- T4- ( 2 -7fr*P-4- )3- f2- (3-* h*^?*-- 
;v) T-fef-lH ***W Kl 7^y*-» ^'Jy>-2-^ i^l - l -*?-;u- 1 - ( 
l-^fjl/lf^'Jy>-4-f») 7l-T 

1 H-NMR Spectrum (C DC 1 s ) 8 (ppm) :l. 50-1. 72 (2 
H, m) , 1.79 (2H,m) ,2.00-2.16 (2H, m) , 2. 30 (3H s) 
2. 8 2 -3. 0 0 (5H, m) , 3. 72 (2H, s) , 3. 85 (3H, s) , 4 
17 (1H, m) , 6. 55 (1H, m) , 6. 7 5- 7. 8 8 (3 H, m) , 7 . 0 
5-7. 42 (4H, m) , 7. 69 (1H. m) , 7. 90 (1H, dd, J = 2. 4 
, 11. 6Hz) , 8. 07 (1H, d, J=6. 0Hz) , 8. 55 (1H. m) , 1 
2. 4 4 (1 H, b r s) . 
E S I -MS (m/z) :581 [M+H] + . 
[0 7 5 4] 

(»fl]2 7 0) 3 - (4 - l2-7JU^P -4- f3- ( 2 - o - b *A KZ±±± 
) ***J\,4 Kl 7x/*v| H-'Jy>-2- ^V) - i 1 - (l-^*fc 

^'Jy'y-4--fM 7^T 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 50-1. 72 (2 
H m) , 1. 77 (2H, m) , 2. 08 (2H, m) , 2. 29 (3H, s) , 2. 
36 (3H, s) . 2. 8 0 - 2. 9 8 (5 H, m) , 3. 77 (2H. s) , 4. 17 
■ (1H, m) , 6. 5 4 (1H, dd, J = 2. 4, 6. 0Hz) , 7. 0 2-7. 4 0 
(7H, m) . 7. 69 (1H, d, 1=2. 4Hz) , 7. 80 (1H, dd, J = 2 
4, 12. 0Hz), 8. 06 (1H, d, J = 6. OHz), 8. 39 (1H, m) 
, 12. 47 ( 1 H , b r s ) . 
E S I -MS (m/z) 15 6 5 [M + H] + . 
[0 7 5 5] 

(mmmjul 3- (4- 12-7**0 -4- r3- (2-m- ww^t*?-* 

^'Jv>-4-^f;V) 7 1^7 

1 H-NMR Spectrum (CDC 1 3 ) 8 ( p p m) : 1 . 50-1. 90 (4 
H, m) , 2. 08 (2H, m) , 2. 29 (3H, s) , 2. 39 (3H, s) , 2. 
80-3. 10 (5H, m), 3. 70 (2H, s), 4. 17 (1H. m) , 6. 55 
(1H dd, J = 2. 4, 5. 6Hz), 7. 00-7. 50 (7 H, m), 7. 69 
( 1H> di j = 2. 4Hz), 7. 89 (1H, dd. J = 2. 4, 11. 6Hz), 
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8. 0 6 (1H, d, J = 5. 6Hz), 8. 5 9 (1H, brs) , 12. 4 7 (1H 
ES I —MS (ro/z) : 5 6 5 [M+H] + . 

(m mml.V?.) 4- (2 -^a-p- 4 - 13- T2- (4 -7**P7*-.w) T 

jg^j Ej^jw ki 7x^») i r ( 2 r) — 2 — (t?p')yy-i-^ 

1 H-NMR Spectrum (CDC 1 3 ) 8 (p p m) : 1 . 63 (1 H, m) 

1 7 5-2. 18 (7H, m) , 2. 49 (1H, m) , 2. 55-2. 6 5 (2H 
' m J 2 . 7 0 - 2. 9 5 (3 H, m) , 3. 37 (1H, m) , 3. 70 (2H s 
) 3. 79 (1H, m) , 3. 93 (1H, m) , 7. 0 0 - 7. 4 0 (7 H, m) , 
7. 5 8 (1H, d, J=0. 8Hz) , 7. 8 3 (1H, dd, J = 2 4, 11. 2 
Hz), 8. 2 8 (1H, d. J=0. 8Hz), 8. 44 (1H, brs), 12. 3 
5 ( 1 H, brs). 
L 0 7 5 7 1 

(MW2 7.2-1) 4- (4-75^-2-7^n7xM'» -6- I [ (2R 
) _ 2 - (tfn'j w- 1 ju) ^fA'^nVv^-l-'f^] *jv^;v75/I 

1 H-NMR Spectrum (CDCls) 5 (ppm) II. 63 (1H, m) 

1 77-2. 16 (7H, m), 2. 4 9 (1 H, m) , 2. 55-2. 6 5. (2H 
' m) , 2. 7 0 - 2. 9 5 (3 H, m) , 3. 37 (1H, m) , 3. 70 (2H, b 
'r s) , 3. 78 (1H, m) , 3 . 9 3 (1H. m) , 6 . 4 2 (1H, m) ,6 4 
5 (1H, dd, J = 2. 8, 11. 6 Hz) , 6. 9 7 (1H, m) , 7. 5 0 (1H 
d, J=0. 8Hz), 8. 3 1 (1H, d, J = 0. 8 Hz) , 12. 8 7 (1H, 

E S I —MS (m/z) : 4 0 1 [M+H] + . 
10 7 5 8] 

(«t«2 7 3) 3-^M^'/T^-l-»^^ Z±JL [6- 
(2-7JW*P-4- 13- T2- (4-7^P7^») T ±± M ±* V±±U 
7x;^y) fcf'J 5 v?>-4-^;V] 73 K 

1 H-NMR Spectrum (CDCls) 8 (ppm) :2. 44 (3H, s) 
2. 9 0- 3. 0 2 (2 H, m) , 3. 52-3. 61 (2H, m) , 3. 71(2 H- 
s) , 4. 14 (2H, s) , 7. 0 0 - 7. 4 0 (7 H, m) , 7. 6 1 ( 1 H, d 
' T=0. 8 Hz) , 7. 86 (1H, dd, J- = 2 . 4, 11. 2 Hz) , 8. 34 ( 
1H. d, J = 0. 8 Hz) , 8. 5 7 (1H, brs) , 12. 3 9 (1H, brs) 

ESI-MS (m/z) 15 5 0 [M + Na] + . 

i»flr.gl2 7 3 -l) 1- Lfijz (2-7HD-4-- fn7x^y) 
_4-^A>1 - 3- (2-pt^^T^y J.^^) 7V7 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :2. 49 (3H, s) 

, 2. 8 3 (2H, m) , 3. 5 0 (2H, m) , 6. 6 3 (1H, brs) . 7 4 1 

(1H, m) , 8. 09-8. 15 (2H, m) , 8. 37 (1H, s) , 8. 85 (1. 
H, b r ) . 

[0 7 6 0] , 

(w-ftga 2 7 3 - 2 ) l- re- (4- 7 ^-2-7^07x^7) ny— ^ 

_ 4 -^;Vl - 3- (2 -*^-)l>T< Sx-rfr) 7 I/ 7 
ESI-MS (m/z) I 3 2 1 [M+H] + . 

10761] , fc _ , r 

273-3) 3^z*±±d g 1 -ftfr* *-^ ? » — Z^-C L 
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r 6 _ (4-75;-2-7^n7xMy) t? U § V>- 4 -3- (2 
-^W5;if^) 7V7 (5 6. 8mg) £r b 7 Kn 7 9 > (5ml) C*» 
/<?*n7mK (59mg) £flnx.T, 8 OTJ-C lB#H®#Lfc 0 

Lfcfc, ft**f 2 N*BMbt b 'J ?r A*j|*'Cfl'SlUfc. *«■ 

*L/c^. 5%aS£ v'J ijy^iJ 7 A* n v f^77-f- (Fuji Silysia N 
Hx ; SSif^-S® 1 ^^ : * * ■ / ~^= 9 5 : 5) x *) z z £ £■ x 

•9 mMt&® (22. 4mg, 38%) LT»fc. 

1 H-NMR Spectrum (CDC Is) $ (ppm) :2. 4 4 (3H, d, 
J = 2. 8Hz), 2. 9 8 (2H, m) , 3. 5 7 (2H, m) , 3. 7 3 (2H b 
r s) . 4. 13 (2H, d, J = 2. 8Hz) , 6. 4 6 (1H, m) , 6. 5 1(1 
H dd, J = 2. 4, 12. OHz) , 6. 96 (1H, m) , 7. 05 (1H, b r 
s) . 7. 61 (1H, d, J=0. 8Hz), 8. 37 (1H, d, J = 0. 8Hz) 

[0 7 6 2 ] 

(*ffig«2 7 4) 3- (4- | 2 -7;V^P-4- f3- ( 2 - p - h /M *7*** 
) ft7W Kl 7x^->l H-')y^-2-^ H - i-^f-;v- 1 - (l 
^'J y >- 4 ->f fr) 7 1/7 

i H-NMR Spectrum (CDC 1 s ) 5 (ppm) : 1. 65 (2H, m) , 
1 72 (2H, m) , 2. 07 (2H. m) , 2 . 2 8 (3H. s) , 2. 38 (3H 
s) , 2. 88 (3H. s) , 2. 92 (2H, m) , 3. 71 (2H, s) , 4. 1 
6 (1H, m) , 6. 5 4 (1H, dd, J =2. 0, 6. OHz) , 7. 1 5-7. 3 

0 (6H, m) , 7. 34 (1H, m) , 7. 69 (1H, d, J = 2. OHz) 7. 
89 (1H, dd, J = 2. 8, 11. 6Hz), 8. 06 ( 1 H, d, J = 6. OHz 
), 8. 44 (1H, brs), 12. 45 (1 H, brs). 

E S I -MS (m/z) : 5 6 5 [M + H] + . 
[0 7 6 3] 

MMMH2 7 5) L= -3- f6- (2 ~; ;V ^^~ 4 

- 13 - [2 - (4-7;Un7x-») 7-b^;H g^j^WJli ^x^y) g_jLs 
v>-4-^jH - 1 -^^71^7 

1 H-NMR Spectrum (CDC 1 3 ) * (ppm) 12. 41 (6H, sj 
2. 5 8 - 2. 6 4 (2 H, m) , 3. 00 (3H, s) , 3. 3 2 - 3. 4 0 (2 H 
m) , 3. 7 1 (2H, s) , 7. 10-7. 4 0 (7H, m) , 7. 4 8 (1H, s 

), 7. 84 (1H, dd, J = 2. 4, 11. 2Hz), 8. 33 (1H. s), 8. 
44 (1H, brs) , 12. 36(1 H, brs). 

(gftinl-l) 1- (2-^W 5^f^) - 3- r6- (2-7*** 
-4-^fd7x^-» bT»; sy>-4-w ;vl -1- >*>1"> 1^7 
1 H-NMR Spectrum (CDCh) * (ppm) :2. 42 (6H, s) 
2 6 0- 2. 6 3 (2 H, m) , 3 . 0 1 (3H, s) , 3. 3 6-3. 3 9 (2 H 
m) , 7. 40 (1H, m) , 7. 57 (1H, d, J = 0. 8Hz) , 8. 07-8 
. 13 (2H. m) , 8. 31 (1H, d, J = 0. 8Hz). 
[ 0 7 6 5 ] 

(Mjifl) 2 7 5 - 2 ) 3- U - (4-7S ;-Z-7HP7x^ ? /) 
_4-^jUl -1- (2->Vf^7;/xf)l/) - l-^f;V7 1/7 
ES I -MS (m/z) : 3 7 1 [M+Na] + . 
[0 7 6 6J 

f«Mrt*2 7 6) 1 - T4- (2-7;^o-4- I 3 - J 2 = (4-7MD7x. 
t) 7-b^;H **frW Kl W*Jy-2-4rt -3- (4 
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1 H-NMR Spectrum (CDC 1 3 ) $ ( P P m) \ 2. 32 (3H, s ) , 
2. 3 6 (2H, m) . 2. 6 5 (2H, m) . 2. 7 7 (2H, m) , 3. 0 5 (2H 
. m) . 3. 7 1 (2H, s) , 6. 6 0 (1H, dd, J =2. 4, 5. 6 Hz) , 7 

0 0 - 7. 3 8 (7H, m) , 7. 73 (1H, m) , 7. 88 (1H, dd, J = 2 
8,11. 6Hz), 8. 11 (1H, d, J = 5. 6Hz) , 8. 5 0 - 8. 8 0 ( 

2 h', m) , 1 2. 4 0 (1 H, b r s) . 
ES I -MS (m/z) : 5 5 6 [M+H] + . 

[0 7 6 7] 

m&m 2 7 6 - 1 ) 1 - T4- (2-7;Vtn-4-^FP7x/^y) fc f'Jy>- 
2 _ jvl - 3 - (4 - ^-JH^^v? V- 1 — "f *) frVT 

1 H-NMR Spectrum (CDC 1 s ) 8 (ppm) : 2. 20-2. 46 (5 
H m) ■. 2. 5 0 - 3. 6 0 (6 H, m) , 6. 65 (1H, dd, J = 2. 4, 5. 
6Hz), 7. 10-7. 4 0 (2H, m) , 7. 8 1 (1H, m) , 8. 10 (1H, 
m) , 8. 14 (1H, d, J = 2. 4Hz) , 8. 21 (1H, d, J = 5. 6Hz) 
, 8. 7 1 (1 H, m) . 

ESI —MS (m/z) :413 [M + Na] + . 
[0 7 6 8] 

(»ftfl2 7 6 - 2) 1 - LL= (4-7^ -2-7^P7xAi/) \Z V V > - . 
2-^;^l - 3- (4 ->f^^9y>- 1 Z-Ukl 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) :2. 32 (3 H, s), 
2. 36 (2H, m) , 2. 64 (2H, m) , 2. 77 (2H, m) , 3. 04 (2H 
, m ) , 3. 75 (2H, m) , 5. 44 (1H, m) , 6. 3 8 - 6. 4 7 (1 H m 
) 6 4 8 - 6. 6 0 (2 H, m) , 6. 91-6. 99 ( 1 H, m) , 7. 70 (1 
h', m) , 8. 0 7 (1H, d, J = l 2. 0Hz) , 8. 6 0 (1H, m) . 
E S I -MS (m/z) !3 8 3 [M + Na] + . 
[0 7 6 9] 

mmM2 7 7) 3 - re- (2-7**0 -4- L3_= ra- (4 -7A,*v7*; 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) :2. 35 (3H, s), 
2. 75 (1H, m) , 3. 04 (3H, s) , 3. 07 (2H. m) , 3. 39 (2H 
, m) , 3. 6 3 (2H, m) , 3. 7 1 (2H, s) , 7. 12 (2H, s) , 7. 2 

1 (1H, m) , 7. 28 (2H, m) , 7. 35 (1H, s) , 7. 68 (1H, s) 

, 7. 84 (2H, m), 8. 34 (1H, s), 8. 54 (1H, brs), 12. 3 
8 (1H, s) . 

ES I -MS (m/z) .15 5 6 [M+H] + . 
[0 7 7 0] 

(gjfrW2 7 7 - 1) l-^>Xb K'J JV/74ff-y>- 3 - ft/Hl?3r-> 1 J Z2 — ZlLl- 

! -/scyXH K'J ;V7-t*f S»- 3 -*^*^y'J y ? T > K ( 6 5 4 m g) ON, N 
-v7f;V*M7n- (4. Oml)», h>jxf;V7?> (1. Oml),^/ 

U TV-*- 1 --flU**^ h 'J* (y^WU) ***^?A 
DW7i- h (1. 6 3g) , *«>t*7? > (2 4 8mg) «rtnx.. ^6 
5P*fl8«#Lfco tet^SiifJl'-*^t./:o 

7A?07^77^- (^mffi ; ftSxf;i.) tiILf:o B U *fe 

m&tLxmmik&m (5 0 9m g , 74. 1%) 

1 h-NMR S p e c t r urn (CDC 1 3 ) 5 (ppm) :2. 85 (3H, d, J 
= 4. 8Hz) , 3. 11 (1H, ra) , 3. 35 (2H, m) , 3 . 4 5 (2H, m) 
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4 5 1 (1H, s) , 6. 10 (1H, br) , 7. 2 1 (2H, m) , 7. 29 ( 

4H. m) , 7. 3 9 (4H, d, J = 7. 6Hz) . 
ES I -MS (m/z) : 2 8 1 [M+H] + , 3 0 3 [M+Na] . 
[0 7 7 1] 

(«fr!l2 7 7 - 2) tert-^ 3 - > £JU* jWj*4 )±Z* ±2. > = 1 = * 

2 7 2 g) ©^>-^(2 0 0ml)»*C**U. 0ml), 2 "0 %*BMb'<5 
y-'^M (1. Og) £2ra;L, ***H*T (0. 4 0MPa) 5HBI#tfco 
^^^-;vt?f5fe»L> %*t«EiiU. »iti:A*t^tJllx., 

V - 3 - * -> 'J v 9 7 -> K ^f^75 K ( E S I -M S 

(m/z) : i l 5 [M+H] + ) o :«fi#i:* (2 0m D frimx. U i 

iKxbvfc Kn77> (1 0ml) , v- t e r b (2. 3 

4 g) ^TK^+b'J^^ (2. 2 5 g) =Sr*Dx., Mt'CltL'Sr 1 2 . 5I1WL/: 
o RJS**ftSiJtf-A' (2 0 0ml) x ttttfttt* (50ml) C»ELfc. 
tK«+ b 'J ^t«L, Lfc„ M* v'J*m7A7D7^77^- 

(^aa^ ; *:wm*-**>= 1:1-1:2 ~wm***>~im*+*'-*' i7*z 
10:1-5 : 1) t»«u ifeeatuaift#* (6Hm g , 36.4%) 

1" H-NMR Spectrum (CDC 1 a ) 8 (ppm) : 1. 43 (9H, s), 
2. 8 5 (3H, d, J =4. 8 Hz) , 3. 15 (1H, m) , 4. 0 1-4. 14 ( 
4 H, m) , 5. 5 3 (1 H. br) . 
E S I -MS (m/z) I 2 3 7 [M + N a] + . 

(i»ffij2 7 7-3) N ->^;V-N- T (l- *+^7^v>-3-^) *±» 

te j t _^f;v ;i/A;wtt^V7^f v^ - 1 - *JV*'+v^ - !• (6 9 6 

mg).«fh7U'n7r/ (10ml) #****±-C«#U 

T ;V=-*2> (2 9 6mg) *»*fciJnx.fco S^#H^T> £ *t**«-t-<? 5#W«# 
U ^t!i&-e5^S#tfco SfcK, R£*^It#i^T65tflNfl»t 
fcfc, 3«fra*D»MLfc, KlS**M4-e**PU iii:rh7tKn75> (1 0 
ml) tin*.*. £ifc**»±-e*#U £:K*fft9«A7*^9M2 9 6m 

tWPLfcife, 7^iafin«t«aEUjto MtM±t«u (o. eomi) 

5 N7jcmifc+ b V 9 AtK^ (0. 60ml),*(l. 8ml) *JK*Jnx.fco RJE 
«t*»±"Clll*Wit#bfc. **H»*%»IU 6«K4N«-*Iiffl' (1. 6m 

ft#*(5 5 2 mg, 9 0. 8%) tftfc. 

i h-NMR Spect rum (CD3 OD) 5 (ppm) I 2. 71 (3 H , s J , 
2. 94 (3H, s), 3. 30 (2H, m) , 3. 38 (2H, m). 4. 11 (2H 
, m) , 4. 3 0 (2 H, m) . 
ES I -MS (m/z) :115 [M+H] + . 
10 7 7 3] 

f MW2 7 7-4) 3- T6- (2-7^P-4 --fa7x^y) fcf'j^v^ 
-4-^^] -i-y^-ju-i- f (i-^+;i/7-tf+v> -3-^^) 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :2. 34 (3H, s) , 

2 72 (1 H, m) , 3. 05 (5H, m) , 3; 35 (2H, m), 3. 65 (2 H 
, m) , 7. 4 1 (1 H. m) . 7. 7 7 (1H, s) , 8. 0 8-8. 14 (3H, m 
), 8. 33 (1H, s). 
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ES I -MS (m/z) I 3 9 1 [M+H] + . 

[0 7 7 4] ^ 
(g:*feffi] 2 7 8 ^ 3 - r 6 - (2-7^*0- 4- 13- [?.- ( 4 - 7 fr*P 7 

} y) r-bf-zH ±JrZ±_±Y} Z*2Jt2) gJi_L£Z— iszdJkl 

1 H-NMR Spectrum (CDC 1 3 ) 8 (p p m) :2. 50 (3H, s), 
2. 8 5 (2 H, m) , 2. 9 3 (3 H, s) , 3. 7 1 (3H, m), 3. 9 3 (1 H 
, m) , 4. 13 (1H, m) , 7. 10 (2H, m) , 7. 22 (1H, m) , 7 2 
6-7. 3 6 <3H, m) , 7. 5 4 (1H, m) . 7. 5 2 - 7. 8 7 (2 H, m) , 
8. 42 (1H, s) , 8-. 55 (1H, brs), 12. 38 (1H, s). 
ES I -MS (m/z) :5 4 2 [M+H] + . 
[0 7 7 5] 

(»ff)J2 7 8 -l) tert-W 3->W^7W^-l- »^ 

1 -B o c -T^'Jy-Z -*> (240m g) <r>*9 J-fr (20ml) 
^^^ ;v , 75> ( 1> 4 2 g) , 10%A'7y^If (1. 0 g) tllDXx **£ffl& 
T^iax-6 0««L£ o ftWStfcSBULfco fcffifc'WKl 0%^5y^^l (1.0 
g) iIt**flAT (0. 4 0MPa) 9B#m«#Lfc. tt***HIU % 

ffitttEEftRLfc. WitC^*****^ ****** ft**f->K 
in*., i*L*fl>KLfc 0 *&*£#«■******■*- 

«ffi«i»U LT«Ift*«©«&W(i (2 1 6mg) t 

1 H-NMR Spectrum (CDCh) 8 (ppm) : 1. 44 ( 9 H , s ) , 
2. 38 (3H, s) , 3. 50 (1H, m) , 3. 64 (2H, m) , 4. 0-7 (2H 
, m) . 

[ 0 7 7 6 ] 

(«i£W2 7 8 - 2) (l-^»^T^ff-v>- 3--f^) T^> 

t e r t --ff-fr 3 ->f;V7 5 ^ 7*Z s f- 9 J>- 1 -fc/l"^* (6 2 

7mg) Oxb7HKn77> (2 0ml) »«fc*?frJt-?*#U £ £ K**<fb'J 
AT;V5-^A (2 5 6 mg) fc**-fciq*.fco MH#B^T\ £ fr* 5 $5-W*i&±T» 

L lit:* (0. 2 5 6ml) > 5 NtKSMUt- K 'J 9 ( 0 . 2 5 6 m 1 ) > * 

(0 7 6 8ml) fcimx-fco £*t**«±t? 2 *HSH*Lfc. **•**»! U 
4N*m-»l»i^^ (1. 6ml) fcJnitfco *i*«:S*U «Kfti«ti:U«« 
4fc£-^<7)*i£j» (3 9 5mg) 
ES I -MS (m/z) 110 1 [M+H] + . 
[0 7 7 7] 

(MiftW2 7 8 - 3) 3 - f6- (2-7)^n-4 -^l-P7x;^-» Oil^ 
_4_^ ;U ] - i -^f-ju- i - (l -^;UT->f^y >-3--nM 7 1^7 
1 H-NMR Spectrum (CDCh)'i (ppm) 12. 49 (3H, s) , 
2. 8 4 (2H, m) , 2. 9 5 (3H, s) , 3. 7 3 ( 1 H, m) , 3. 9 4 (1 H 
, m) , 4. 14 (1H, m) , 7. 41 (1H, m) , 7. 96 (1H. s) . 8. 0 
8-8. 14 (3H, m) , 8. 41 (1H, s) . 
ES I -MS (m/z) : 3 7 7 [M + H] + , 3 7 9 [M + Na] . 
[0 7 7 8] 

mmm2 79) 4- 1 [ (2R) -2- (v*+*t* j *±M k q ';->>- 1- 

**,i£=.fr7\A -6- (2-7;V^n-4- 13 - f2- (4-7^^P7x 
~)U) 7±±A/\ ±*_?JVAV\ 2_*Z*Jd 

1 H-NMR Spectrum (CDCh) 8 (ppm) : 1. 55-1. 65 ( 
1H, m), 1. 75-1. 90 (2 H, m) , 2. 09 ( 1 H. m) , 2. 30-2. 
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5 0 (7H, m) . 2. 6 3 (1H, m) . 3. 3 7 (1H, m) , 3. 7 1 (2H s 
) 3. 79 (1H, m) , 3. 93 (1H, m) , 7. 0 0- 7. 4 0 (6H, m) , 
7' 56 (1H, s) , 7. 84 (1H, m) , 8. 33 (1H, s) , 8. 70 ( 1 H 
, b r s) , 12. 3 8 (1H, brs) , 13. 12 (1 H, b r s) . 

GKM2 7 9 - 1) 4 - I [ (2 R) -2- (V> */U7 3 J > t?nU^>- 
1-4*] *;v^^7^| -6- (2-7^*n-4-->n7x/t-» 'J 5 V 

i'h-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 64 (1H, m) 
1 8 0 - 1. 9 0 (2 H, m) , 2. 14 (1H, m) , 2. 4 0 - 2. 4 8 (7 H 
m) , 2. 6 5 (1H, dd, J = 10. 0, 13. 2Hz) , 3. 3 9 (1H, m) 

, 3. 82 (1H, m) , 3. 96 (1H, m) , 7. 4 1 (1H, m) , 7. 69 (1 

H, d, J = 0. 8Hz) , 8. 07-8. 13 (2H, m) , 8. 32 (1H, d, J 

= 0. 8 H z) , 13. 3 2 ( 1 H, brs). 
[0 7 8 0] 

(M$)2 7 9 - 2) 4 - (4-75;-2-7^D7x;+y) -6- I [ (2R 

y 

E S I -MS (m/z) : 3 7 5 [M+H] + . 

[0 7 8 1] , 
(*fljg|2 8 0) 3- T6- (2-7)\s*u- 4- 13- \2- (4-7fr*V7*- 

)\±_T±±J}d ^*9WKt 7^y*-» fcf'J g v>-4 ZL jfnj -i-^f-;i/-i- 

r (2R) - (1 -*^/HfP'j v>~2--f jtj) fr^7 
1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) II. 68 (1 H, m) 
1 7 6 - 1. 8 8 (2 H, m) , 1. 97 (1H, m) , 2. 41 (1H, m) , 2 
[ 49 (3H, s) , 2. 77 (1H, m) , 3. 02 (3H, s) , 3. 16-3. '2 
8 (2H, m) , 3. 50 (1H, m) , 3. 71 (2H, s) , 7. 10-7. 40 ( 
7H, m) , 7. 49 (1H, dd, J = 2. 4, 11. 2Hz) , 8. 33 ( 1 H, s 
) , 8. 4 2 (1 H, brs), 12. 36 (1 H, brs). 
[0 7 8 2] 

(Mj£ffJ2 8 0-l) 3- T6- (2-7^a-4-^l-P7xMy) H° 'J ? v > 
_ 4 _^;l / ] _ ! 1 - [ (2R) - (1 -^/HfP'j *J> - 2 - 4 )V) * ± 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 64-2. 08 ( 
4H, m) , 2. 3 8 - 2. 4 6 (2 H, m) , 2. 50 (3H, s) , 2. 80 (1H 
, m) , 3. 03 (3H, s) , 3. 25 (1H, m) , 3. 53 (1H, m) , 7. 4 

0 (1H, m) , 7. 59 (1H, s) , 8. 06-8. 14 (2H, m) , 8. 32 ( 
1H, s) . 

[0 7 8 3 ] 

(»jfrM2 8 0 - 2) 3 - T6- (4-7^-2-7 ^P7x/^) \£')$i?> 
_ 4 _,f;l/| -i-^^^-i- r (2R) - (l-^ ^kinij V y- 2 -4 )V) 

;vl frV7 

ESI —MS (m/z) : 3 9 7 [M + N a] + . 

[0 7 8 4] , 

(*flMfl2 8 1) 3- [6- (3-7J^a-4- 13 - \2- (4-7^P7x- 
)V) 7-fe-? 1 *! *-*»>WKl 7x^y) fcf'J sy> -4-4JH -1 1- 

T (3S) -l-^fJ^'g'Jv^-S-^H 1^7 

1 h-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 99 (1H, m) 
2 13 (1H, m) , 2. 3 2 - 2. 4 5 (2 H, m) , 2. 45 (3H, s) , 3 

\ 0 5 (1 H, m) , 3. 0 7 ,(3H. s) , 3. 2 5 (1 H, m) , 3. 7 2 (2 H, 
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s) , 4. 10 (IH. m) , 6. 9 7 - 7. 0 4 (2 H m) , 7 0 9-7. 1 4 ( 
2H m) 7. 2 0 - 7. 3 5 (3 H, m) , 7. 6 7 (IH, s) , 8. 3 4-8. 
3 9'(2h', m) , 8. 5 0 (IH. brs), 12. 3 0 (IH, b r s) . 
[0 7 8 5] 

(M&m 2 8 1-1) ^OvJt' N- T2 4 - (6 - 1 3 - > f-fr — 3 -, 
f ( 3S ) - ]-^f;^'n')y>-3-^H <z±±Y\ g 'J 5 v > - 4 - j )±* * 2 

1 H-NMR S p e c t r u m (CDC 1 3 ) * (ppm) : 1. 9 9 (IH, m) 
, 2. 13 (IH, m) , 2. 3 0 - 2. 4 0 (2 H, m) , 2. 4 4 (3H. s) , 3 
. 05 (IH, m) , 3. 07 (3H, s) , 3. 24 (IH, m) , 4. 13 (IH, 
m) , 5. 23 (2H, s) , 6. 86 (IH, m) , 6. 9 0- 6. 9 5 (2 H. m) 

7. 20-7. 45 (6 H, m) , 7. 62 (IH, d, J = 0. 8Hz), 8. 14 
'(IH, m) , 8. 38 (IH, d, ] = 0. 8Hz) . 

■Smm 82) 4- I r (3S) - 3 -yV ^7^ ^'Jy>-l-f^ * * 
it-fry \J\ -6 - (3-7**0-4- 13- T2- (4-7JV^7x^ ») 7-fe 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) II. 91 (1 H, m) 

2. 20 (IH, m) , 2. 29 (6H, s) , 2. 78 (IH, m) , 3. 26 (1 
H. m) , 3. 4 5 (IH, m) , 3-. 6 0 - 3. 8 0 (4 H, m) , 6. 9 0-7. 0 
5 (2H, m) , 7. 09-7. 15 (2H, m) , 7. 2 0 - 7. 4 0 (3 H, m) . 
7. 64 (IH, d, J = 0. 8Hz), 8. 36-8. 42 (2 H, m) , 8. 50 ( 
1 H, b r s) , 12. 3 2 (1 H, brs). 

[ 0 7 8 7] 

(3^0112 8 2 - 1 ) ^yjUk. N- (4- 16- T (3 S ) - ( 3 -y^ f»7U 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1 . 9 0 (1 H, m) 
, 2. 20 (IH, m) , 2. 29 (6H, s) , 2. 78 (IH, m) , 3. 25 (1 
H, m) , 3. 46 (IH, m) , 3. 6 0 - 3.. 9 0 (2 H, m) , 5. 23 (2H, 
s) , 6. 8 8 (IH, m) , 6. 9 2 - 6. 9 6 (2 H, m) , 7. 13 (IH, b r 
s) , 7. 3 3 - 7. 4 5 (5 H, m) , 7. 60 (IH, d, J = 0. 8Hz) , 8. 
17 (IH, m) , 8. 3 7 (IH, d, J = 0.-8 Hz) . 
[0 7 8 8] 

(^2 8 3) 3- (6 - \9.-7A>*v-A- f3- ( 2 - o - b ;W *T -fe^* 
) ft7W Kl 7x;ty| fcTiJ5V>-4-^^) -l 1- ( 1 -jj±* 

1 H-NMR Spectrum (CDC 1 s ) 8 (ppm) II. 20-3. 00 U 
7H, m) , 3. 7 6 (2H, m) . 4. 19 (IH, m) , 7. 18-7. 50 (7H 
, m) , 7. 6 8 (IH, m) , 7. 8 7 (IH. dd, J =2. 4, 11. 6Hz) , 

8. 3 4 (2 H, m) , 1 2. 4 5 (1 H, m) . 
ES I -MS (m/z) 15 6 6 [M + H] + . 

(i^2 8 4) 3 - f6- (2-7JU*P- 4- 13- [2- (4-7MQ7x^, 
») TWlf^HKl 7iMy) tT !j g 2 > = 4 - j *J = 1 Z * * )X/ - 1 = 

1 H-NMR Spectrum (CDC 1 s ) 8 (ppm) : 1. 20-1. 80 (5 
H, m) , 1. 99 (2H, m) , 2. 2 0 - 2. 3 6 (3 H, m) . 2 8 4-3. 0 
0 (2H, m) , 3. 02-3. 14 (3H, m) . 3. 2 2 - 3. 3 4 (2 H, m) , 

3. 68-3. 80 (2 H, m), 7. 03-7. 54 (7 H, m), 7. 68-7. 8 
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0 (1H m) , 7. 8 2 - 7. 9 6 ( 1 H, m) , 8. 3 0 - 8. 4 3 (lH, m) , 
8. 46 - 8. 66 (1 H, m) , 12. 34-12. 56 (1 H, m). 

ES I —MS (m/z) 15 8 4 [M + H] + . 
[0 7 9 0] 

m&M 2 8 4 - 1 ) 3 - [6- (4-75y-2-7;^n7xMy) 
_ 4 _^ ;V/ ] I- (l.-^f;l'^>Jy>-4-^Mf;v) -7^7 

ES I -MS (m/z) : 3 8 9 [M+H] + . 
[0 7 9 1 1 

mmM2S5) 1- (l-x»»^'J-^-4-^) -3- T6- (2-7^* 
n _4- |3- [2- (4-7HP7x^) 7jbf2!/L±±^ -ki Kl 7l ^ y) 

1 H — NMR Spectrum (CDC 1 3 ) $ (ppm) : 1. 10 (3H, t, J 
= 7 2Hz) , 1. 70 (2H, m) , 1. 78 (2H, m) , 2. 05 (2H, m) 

, 2. 43 (2H, m) , 2. 8 8 - 2. 9 6 (3 H, m) , 3 . 0 5 (2H. m) , 3 
6 8 - 3. 7 8 (2 H. m) . 4. 19 (1H. m) , 7. 02-7. 16 (2H m 
) 7 17-7. 50(5 H, m), 7. 60-7. 75 (1 H, m), 7. 86(1 
h', d d, J = 2. 8, 11. 6Hz), 8. 29-8. 40 ( 1 H, m) , 8. 48 ( 
1H, m) , 1 2. 3 0- 1 2. 5 0 (1 H, m) . 
ES I -MS (m/z) : 5 8 4 [M + H] + . 
[0 7 9 2] 

(«ifrffl)2 8 5 -l) ( 1 ~ J-f-JH^'J y > ~ 4 -zA )V "> tf-fi'T^y 
4 0%^f^75 V-* (I- 2 6 g) K7*h-h V * (15 0ml) , 

llxf*-4-^;r/ (2. 0ml), TO (0. 9 3 2 m 1 ) *tn Vv 
7Ah'J7-bh^y*'0An 4 7O* (6. 5 9 g) iUaZ.. lH^IffLfco Ml: 
ttflfcB&Wltt-HJ***** (2 0ml) fr;fln*.fc«, Rj£«*»E*«Lfco »&*t 
T^t&fc/^y-* (2 0ml) *tnit-CJKiS$*^ 1#**3IIU *9J~* (2 
0ml) Tfti^Lfco *«**Ea»Lfcfc, #e,Hfc»fi^b?l:Kn77> (5 0 
ml) H#«r6WU ^b9tKn 7 9> ( 1 0 0 m 1 ) J« J«r * 

„ zmz&&mmi-zzt\z±v&&fcm<Dmzit&w (3. 3 3g) 

ESI-MS (m/z) : 143 [M+H] + . 
[0 7 9 3] 

(S£«2 8 5 - 2) 3 - [6- (4-7?/-2-7JVtn7x^y) 

_ 4 _^;u] _i - (1 -i-y-fl/tf^i; y>-4-^ ;v) -l-^f-^fi^r 

ESI-MS (m/z) 13 8 9 [M+H] + . 
[0 7 9 4] 

($ffi^2 8fi) i-y»P7n^-3 - T6- (2-7JUtP-4- 13- [2- 
1 ( i -> ^;vtf/-<'J y >- 4 -'f ->1^) 7U7 

1 H — NMR Spectrum (CDC 1 s ) 8 (ppm) :0. 89 ( 1 H, m) , 
0. 9 8 (2H, m) , 1. 0 8 (2H, m) , 1. 0 2 - 1. 9 0 (2 H, m) , 2. 
12 (4H, m) , 2. 34 (3H. s) , 2. 99 (2H, m) , 3. 72 (2H s 
) , 4. 10 (1 H, m) . 7. 0 0 - 7. 4 2 (6 H, m) , 7. 7 1 (1 H, s) , 
7. 8 6 (1H, m) , 8. 2 6 (1H, s) , 8. 3 6 (1H, m) , 8. 5 1 (1H 
, brs), 12. 39 (1H, brs). 
ESI-MS (m/z) : 5 9 6 [M+H] + . 
[0 7 9 5] 

(gft«2 8 6 -i) 3- re- (4-7 ? y-2-7;v*p-7^y*-» £U_L2> 
_ 4 _^;i / -| — i — y^P7ntf — t — (l ->f-jt/fcf^'Jy> -4-^;p) 71/7 
ESI-MS (m/z) 14 0 1 [M+H] + . 
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Ammmll\) i 3- [6_= (2-7^0-4-- Is- [2- (4-7 

( ! -^;|/kr^ij y ^- 4 -4 )V) 7^7 

1 H-NMR Spectrum (CDCls) 8 (ppm) : 1. 28 (3 H, m), 
1 6 0 - 1. 8 8 (4 H, m) , 1. 9 8 - 2. 2 0 (2 H, m) , 2. 24-2. 4 
8 (3H, m) , 2. 9 5 (2H, ra) , 3. 3 2 (2H, m) , 3 6 4 - 3 7 6 ( 
2H, m) , 4. 16 (1H, m) , 7. 0 0-7. 16 (2H, m) , 7. 16-7. 
4 6 (5H, m) , 7. 7 0 (1H, m) , 7. 8 6 (1H, dd, J = 2. 4 11. 
2H z) , 8. 3 4 (1 H, m) , 8. 4 6 (1H, m) , 12. 3 7 (1 H, m) . 
E S I -MS (m/z) : 6 0 6 [M + N a] + . 
[0 7 9 7] 

(iM2il) 3- T6- (2-7JU*P-4- 13- [2- (4-7^n7xr 
(t- h g fc: Kp bf 7 >- 4 -4 ;v) 7 1^7 

1 H-NMR Spectrum (CDCls) 8 (ppm) : 1. 64 (2H, m) , 
1 80 (2H, ddd, J = 4. 4, 12. 0, 12. 8Hz), 2. 94 (3H, s 
) , 3. 5 1 (2H, m) , 3. 7 1 (2H, s) , 4. 0 6 (2H, dd, J =4. 4 
11. 6Hz), 4. 4 7 (1H, m), 7. 12 (2H, m) , 7. 18-7. 4 0 
(5H, m) , 7. 6 8 (1H, s) . 7. 8 7 (1H, dd, J = 2. 8, 11. 6H 
z) , 8. 3 5 (1H, m), 8. 4 7 (1H, b r s) , 12. 3 8 (1H, b r s) 

E S I -MS (m/z) : 5 7 9 [M + N a] + . 
[0 7 9 8] 

(«.ff!l2 8 8 -l) 3- T6- (2- 7 )Vta-4--hQ7xMy) tf'JSv> 
_4_^ ; i / -| _ i i - (fh?^ Knfc°7 >-4 -^f;v) 7 1^7 

l h-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 61 (2H, m), 
1. 8 1 (2H, m) , 2. 9 5 (3H, s )• , 3. 5 2 (2H, m) , 4. 0 7 (2 H 
, dd, J =4. 8, 12. 0Hz) , 4. 4 7 (1H, m) , 7. 2 0 - 7. 5 2 (2 
H, m) , 7. 78 (1H, s) , 8. 12 (2H, m) , 8. 34 (1H, s) . 

[0 7 9 9] , 

(gMM2_8_9j 3- U- (3-7/U*a-4- 13- [2- (4-7;V*P7^-- 

yv) r-fe^/H £*7W_Jii 7^y^rv) e»jyy-2- ^»i -i-*^*-i- ( 

I f-;ufcT^'; y>- 4 -4 )V) 7 1^7 

1 H-NMR Spectrum (CDCls) 8 (ppm) : 1 . 66 (2H, m), 
1 80 (2H, m) , 2. 10 (2H, m) , 2. 30 (3H, s) , 2. 89 (3H 
s) , 2. 93 (2H, m) , 3. 72 (2H, s) , 4. 18 (1H, m) , 6. 5 
8 (1H, dd, J=2. 4, 6. OHz) , 6. 92 (2H, d, J = 8. 8Hz) , 
7. 0 9-7. 14 (2H, m) , 7. 2 4 - 7. 3 2 (3 H, m) , 7. 7 4 (1H 
d, J = 2. 4Hz), 8. 09 (1H, d, J = 6. OHz), 8. 32 (1H, m) 
,8. 8 0 (1H, b r s) , 12. 3 1 ( 1 H, s) . 
E S I -MS (m/z) : 5 6 9 [M+H] + . 
[0 8 0 0] 

(»ff!12 9 0) 3 - T4- (3-7**P -4- 13- \2- (4-7>U*P7x- 
)V) »W Kt 7x^y) tfUS?>-2->f frl (1- 

^f^tf^'JV^-4-^A') 7 1^7 

i H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1- 83 (4 H, m) , 
2. 15 (2H, m) , 2. 3 4 (3H, s) , 2. 8 9 (3H, s) , 2. 9 9 (2H 
m) , 3. 73 (2H, s) , 4. 20 (1H, m) , 6. 54 (1H, dd, J-2 
! 2, 5. 8Hz) , 6. 87-6. 92 (2 H, m), 7. 06-7. 12 (2H, m 
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) 7. 22-7. 28 (3 H, m) , 7. 69 (1H, d, J = 2. 2 Hz) , 8. 5 
6 (1H, d, J = 5. 8Hz), 8. 15 (2H, m), 10. 66 (1H, s). 
ES I -MS (m/z) I 5 5 3 [M+H] + , 5 7 5 [M+Na] + . 
[0 8 0 1 ] 

(3EifeffJ 2 9 l ) l- (3-y>w?^ g^) -3- Li_= 
4- 13- T2- (4-7;^Q7i-;v) y-fef-Ji/1 f^9_bi_Kl fcf'J 
-/y-2--f)H - i - +;v 9 7 

1 H-NMR Spectrum (CDC h ) 5 (ppm) : 1 . 83 (2 H, m) , 
2. 37-2. 63 (8H, m) , 2. 93 (3H, s) , 3. 4 2. (3 H, t, J = 6 
. 0 Hz) , 3. 72 (2H, s), 6. 51 (1H, dd. J = 2. 4,5. 6Hz) 

, 6. 8 9 (2H, m) , 7. 11 (2H. m) , 7. 2 9 (3H, m) , 7. 6 5 (1 
H, d. J = 2. 4Hz), 8. 27 (lH.m), 8. 71 (1H, brs), 12. 

2 7 ( 1 H, b r s ) . 

E S I -MS (m/z) : 5 5 7 [M + H] + . 

[0 8 0 2] ■ 
(SM291-1) (4- 12- T3- (3- y^W^^nK») 

- h 

1 H-NMR Spectrum (CDC1 3) <S (ppm) II. 74 (2 H, m) , 
2. 28 (6H, s) , 2. 35 (2H, t, J = 6. 0Hz) , 2. 88 (3H, s) 
, 3. 40 (3H, t, J = 6. 0Hz) , 5. 23 (2H, s), 6. 43 (1H, d 
d, J = 2. 4, 6. 0Hz), 6. 83-6. 89 (3 H, m) , 7. 35-7. 42 
(5H, m), 7. 61 (1H, d, J = 2. 4 Hz) , 8. 05 (1H, d, J = 6. 

0 H z) , 8. 1 0 ( 1 H, brs). 

E S I -MS (m/z) 14 9 6 [M + H] + , 5 1 8 [M + Na] + . 
[0 8 0 3] 

( jjjjfeff!) 2 9 2 ) 1 - T4- (3-7;U+ P-4- 13- \2- ( 4 - 7 fr* * 7 ^ - 

)u) gjMJEl 7x;#y) euy>-2--f;v l -3- (i-*+;n^'J 

v > - 4 - -i )V) WT 

1 H-NMR Spectrum (DMSO-de) d (ppm) : 1 . 38 (2H, m, 
) , 1. 78 (2H, m) . 2. 02 (2H, m) , 2. 15 (3H, s), 2. 58 ( 
2H, m)., 3. 47 ( 1 H, m) , 3. 75 (2H, s) , 6. 55 (1H, dd, J 
= 2. 4, 5. 8Hz), 7. 00 (1 H, d, J = 2. 4Hz), 7. 03 (lH, m 
) , 7. 17 (2H, m) , 7. 29 (1H, dd, J = 2. 4, 11. 6Hz) , 7. 
35-7. 38 (2H, m), 7. 86 (1H, brs), 8. 08 (1H, d, J = 5 

. 8Hz), 8. 17 (1H, m), 9. 02 (1H, s), 10. 73 (1H, brs 
) , 11. 16 (1 H, s) . 
E S I -MS (m/z) : 5 3 9 [M + H] + . 
[0 8 0 4] 

&mW2 9 3) 1 - (3 -v^+^T? y/PfcfJl/) - 3- f4 - (3-7^*0- 
4- 13- T2- (4-7JV+a7^-Jl/) 7 + + frWJl] 7x;^l tf'J'^> 

1 H-NMR Spectrum (CDC 1 3 ) * (ppm) II. 77 (2H, m), 
2. 32 (6H, brs), 2. 37 (2H, m), 2. 89 (3H, s), 3. 40 ( 
2H, m), 3. 73 (2H, s), 6. 46 (1H, dd, J = 2. 4, 5. 8Hz) 

6 8 5 - 6. 9 0 (2 H, m) , 7. 10 (2H, m) , 7. 2 7 - 7. 3 5 (3 H 
' m) , 7. 61 (1H, d, J = 2. 4 Hz) , 7. 99 (1 H, m) , 8. 06 (1 
H, d, J = 5. 8H z) , 8. 12 (1 H, m) , 10. 6 2 (1 H, s) . 
ES I -MS (m/z) : 5 4 1 [M+H] + . 
[0 8 0 5] 
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f^^O 2 9 4) 3 - T6- (2-7**P- *- 13- \2- (4-7^n7x- 
)V) ^*7WKl 7xy^r-» e')v>'^-4-^H 

1 H-NMR Spectrum (CDCh) 8 ( p p m) : 0 . 6 0 - 5. 5 0 (2 
1H, m) , 6. 9 0 - 7. 7 5 (8 H, m) , 7. 8 5 (1H, m) , 8. 3 3 (1H 
, m ) , 8. 4 9 (1 H, m) 1 2. 3 8 (1 H, m) . 
ESI —MS (m/z) 15 9 8 [M+H] + . 

(«1?1J2 9 5) N- |3-7;V*rD-4- [2- (3-^f*-3-7x=^M 
K) \LVV>-±-4 JM-*~>] -N* - (4-7^n7x^;i/) vn + s 

K ' 

1 H-NMR Spectrum (CDCh) 5 (ppm) :3. 27 (3H, s), 

3. 51 (2H, s) , 6. 59 (1H, dd, J = 2. 4, 5. 6Hz), 6. 9 
6-7. 08 (3H, m), 7. 14 (1H. t, j = 8. 4Hz), 7. 19-7 3 
3 (3H, m) , 7. 3 4 - 7. 4 2 (1 H, m) ,7. 4 3 - 7. 5 8 (4H, m) ,, 
7. 66 (1H, d, J = 2. 0Hz) , 7. 71 (1H, dd, J = 2. 4, 12. 0 
Hz), 7. 98 (1H, d, J = 6. 0Hz). 8. 90 (1H, brs), 9. 40 
( 1 H, brs). 

ES I -MS (m/z) : 5 5 4 [M + Na] + . 

[0 8 0 7] x . , , f 

(«fl]2 9 5 -l) 3- T4- (2-7fr*n-4- ~b-P7-x/*'» b'Jy'/- 

1 H-NMR Spectrum (CDCh) 8 (ppm) :3. 31 (3H, s), 

6. 61 (1H, dd, J = 2. 0, 5. 6Hz), 7. 10 (1H, m), 7. 25- 

7. 3 6 (3H, m) , 7. 4 0 (1 H, m) , 7. 4 9 (2H, m) , 7. 8 2 (1 H 
, d, J = 2. 0Hz), 8. 06 (1H, d, J = 5. 6Hz), 8. 13 (2H, m 
) . 

[0 8 0 8] . , . 

(«i£g|2 9 5- 2) 3 - T4- (4-7^-2-7 ^tn7x;»-» fc'j->>- 

2 — f Jl^l - l->f^-l-7x-»')V7 

1 H-NMR Spectrum (CDCh) 5 (ppm) :3. 31 (3H, s), 

3 75 (2 H, brs), 6. 42-6. 57 (3 H, m), 6. 96 (1H, t, J 
= 8. 8 Hz) , 7. 00 (1 H, m) , 7. 27-7. 33 (2 H, m), 7. 36 ( 
1H, m) , 7. 47 (2H, m) , 7. 70 (1H, d, J = 2. 4Hz) , 7. 91 

(1 H, d, J = 5. 6Hz) . 
E S I -MS (m/z) : 3 7 5 [M+Na] + . 

[0 8 0 9]. t ^ 

(^M2 9 6) N- [4- (2-7**0-4- |3- [2- (4-7)Hn7x- 
>U) ^O'l 7xM'» ev>>-2->f;l'] -2- (l-**-*fc^'J 

v>- 4 ->f *) 7t?U' 

i H-NMR Spectrum (CDCh) 8 (ppm) : 1. 30-1. 50 C 
2H, m), 1. 70-1. 80 (2 H, m), 1. 87 (1H, m), 1. 96-2. 
06 (2H, m) , 2. 2 2 - 2. 3 2 (5 H, m) , 2. 8 2 - 2. 9 2 (2 H, m) 
, 3. 73 (2H, s) , 6. 59 (1H, dd, J = 2. 4, 5. 6Hz), 7. 10 
-7. 30 (6H, m), 7. 64 (1H, dd, J = 2 . ,0 , 12. 0Hz), 7. 7 
9 (1H, m), 7. 90 (1H, m), 7. 94 (1H, brs), 8. 09 (1H, 
d, J = 5. 6Hz), 10. 56 (1H, brs). 
[0 8 10] 

(llfiW2 9 6 -l) tert-W 4 - I [ 4 - ( 2 - 7 a - 4 - - b o 7 

x^y) e>; ->*>- 2-^f )\s*)v^*4 ;v] tf^cy 1 i/- 
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2_ 75 /_4- (2-7;v*n-4--hQ7iy^v) fcf'Jv^ (4 0 0mg) £M 
*#fflicTN y>f;wt*A7? K (4. 0ml) HiWRSHirfco ISCt 2 - [1- ( 
7 e r t-T'b***/!'*-*') ^'Jy>-4-^V] 7 v K (487 

mg) > HJxf^7 5^ (0. 3 3 5 ml), BOPtt* (1. 0 6 g) *iH*.fc. 6 

®*J§+ b 'J U &7jt«+ b U^A-eR*Lfc. 

-?9 >= 1 I 2 ~ 1 : 1) fci VnM-fZZ t Ci 0£*Hb#» (328mg, 43%) 

1 H-NMR Spectrum (CDC 1 3 ) $ (ppm) : 1 . 20-1. 50 (. 
2H, m) , 1. 4 5 (9H, s) , 1. 5 5 - 1. 7 5 (2 H, m) , 2. 0 2 (1H 
,m), 2. 28-2. 30 (2H, m) , 2. 60-2. 80 (2H, m) , 4. 00 
-4. 2 0 (2H, m) , 6. 7 1 (1 H, d d , J =2. 0, 5. 6 Hz) , 7. 3 2 
(1 H, m) , 7. 8 8 (1H, d, J = 2. 0Hz) , 8. 0 1 (1 H. b r s) . 8 
. 10-8. 16 (2 H. m) , 8. 20 (1H, d, J = 5. 6 Hz) . 
[0 8 11] 

(Mtf!)2 9 6 - 2) tert-W 4- I [4- (4-7^-2-7)Vt07 

b 

ES I -MS (m/z) : 4 6 7 [M + N a] + . 
[0 8 12] 

(S^$]2 9 6 - 3) tert-W 4- I [4- (2-7J^*n-4- 13— [ 
2 _ (4- 7 ;i/tn7x-)V) T-t^^] 7K Kl 7x/+y) tf V S> >- 2 - A'* 

E S I -MS (m/z) : 6 4 6 [M + N a] + . 
[0 8 13] 

(flifc^J 2 9 7 ) N— [4- (2-7**n-4- |3- [2- (4-7^n7x- 
;l/) T-fef-;W] f-**WKl 7i^'» tf'J v>-2-<f - 2- 

4 --f ;v) 7-fe* 5 K 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) :2. 5 6 - 2. 6 4 ( 
4H, m), 3. 13 (2H, s) , 3. 7 2 (2H, s),3. 76-3. 82 (4H 
, m) , 6. 63 (1H, dd, J =2. 4, 5. 6Hz), 7. 10-7. 40 (6H 
, m) , 7. 86 (1H, d, J = 2. 4Hz), 7. 91 ( 1 H, dd, J = 2. 4, 
12. 0Hz), 8. 17 (1H, d, J = 5. 6Hz), 8. 48 (1 H, brs), 
9. 52 (1H, brs), 12. 41 (1H, brs). 
E S I -MS (m/z) 15 6 4 [M+N a] + . 
[0 8 14] 

(«i£W2 9 7 -l) N- [4- (2-7Hn-4--H37x/*V) t?Vv>- 
2--f;i/] - 2- >-4 -4 71/) 7-te*S K 

1 H-NMR Spectrum (CDC1 3 ) 5 (ppm) : 2 . 6 0 - 2. 6 5 ( 
4H, m) , 3. 14 (2H, s) , 3. 7 8 - 3. 8 2 (4 H, m) , 6. 72 (1H 
, dd, J = 2. 4, 5. 6 Hz) , 7. 32 (lH.m), 7. 92 (1H, d, J = 
2. 4Hz), 8. 10-8. 16 (2H, m), 8. 26 (1H, d, J = 5. 6Hz 
) , 9. 6 1 (1 H, brs). 

10 8 15] % . t 

(»jt-W2 9 7 - 2) N- [4- (4-757-2-7^tn7x7*y) fcf';$/>- 

2 -^;v] - 2- (*JU*y y- 4 -'OW 7*^5 K 
E S I -MS (m/z) : 3 6 9 [M + N a] + . 
[0 8 16] 
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(»^0 2 9 8) N- [4- ( 2 -7;^D-4- I 3 - [ 2 - <J 

1 H-NMR Spectrum (CDCls) 8 ( p p m) I 2. 32 (3H, s 
) 2 44-2. 70 (8 H, m). 3. 12 (2 H, a), 3. 72(2 H. s), 
6. 6 2 (1H, dd, J = 2. 4, 5. 6 Hz) , 7. 10-7. 4 0 (6H, m) 
7 8 7 ( 1 H, d, J=2. 4Hz) , 7. 91 (1H. dd, J = 2. 4, 12. 0 
Hz), 8. 17 (1H, d, J =5. 6Hz), 8. 48 (1H, brs), 9. 57 
(1 H, b r s) , 12. 41(1H, brs) . 
ES I -MS (m/z) : 5 5 5 [M + H] + . 
[0817] 

(»jS« 2 9 8 - 1 ) N- [4- ( 2 -7;^n-4--l«D7x/^y) \£V*J>- 
2-4)],] - 2- (4-^ffl'^7y>'-l- / ^ 1/ ) 7-fe*5K 
1 H-NMR Spectrum (CDCls) <5 (ppm) :2. 33 (3H, s) 
2 4 0 - 2. 8 0 (8 H, m) , 3. 14 (2H, s) , 6. 72 (1H, dd, J 
= 2. 4, 5. 6Hz) , 7. 32 (1H, m) , 7. 93 (1H, d, J = 2. 4Hz 
) , 8. 19-8. 17 (2H, m) , 8. 27 (1H, d, J = 5. 6Hz), 9. 6 
6 ( 1 H, b r s ) . 
[08181 

(M-W2 9 8- 2) N- [4- (4-7?;-2-7^o7x^y) tf'Jv^- 
2-j)U] - 2- (4 -^f-r^M^v Vy- 1 --f *) 7-te*3K 
ESI-MS (m/z) 13 8 2 [M + Na] + . 
[0819] 

Mlfl2 9 9) 4 -^^^7->"/ - l-fl;W i^>y y» 7v K f4- (3 

-7^^a-4- 13- T2- U-^^^n?*-*) 7 jfc±jVj f^£W Kj 7^ 
y * -» fcf V y - 2 - A M 7 5 K 

1 H-NMR Spectrum (CDCls) 5 (ppm) :2. 32 (3H, s), 
2. 44 (4H, m) , 3. 52 (4H, m) , 3. 72 (2H, s) , 6. 57 (1H 
dd, J = 2. 0, 5. 6Hz), 6. 92 (2H, d, J = 9. 2Hz), 7. 10 
(2H, m) , 7. 28 (2H, m) , 7 . 3 1 ( 1 H, d, J = 2. 0Hz) , 7. 6 
9 (1H, d, J=2. OHz) , 8. 08 (1H, d, J = 5. 6Hz), 8. 33 ( 
1 H, m) , 8. 6 5 (1 H, brs), 12. 29 ( 1 H, s) . 
ES I -Ms : 5 4 1 [M+H] + , 5 6 3 [M + Na] + . 
[0 8 2 0] 

{Wl&M 2 9 9 — 1 ) C<yjj± (2-7;^a-4- 12 - [ (4-^ ^^7V 

1 H-NMR Spectrum (CDCls) 8 (p p m) : 2. 31 (3H, s), 

2 4 2 (4 H, m) , 3. 51 (4H, m) , 5. 23 (2H, s) , 6. 52 (1H 
dd J = 2. 0, 5. 8 Hz)", 6. 85-6. 95 (3 H, m), 7. 34-7. 

44 (6H, m) , 7. 63 (1H, d, J = 2. OHz) , 8. 04 (1H, d, J = 

2. OH z) , 8. 1 3 (1 H, b r s) . 

E S I -Ms : 4 8 0 [M+H] + , 5 0 2 [M + Na] . 

[0 8 2 1 ] . , ^ 

(j|iffl3 0Q) 3- [4_= r2-7JV^n -4- 13- T2- (4-7^n7x- 

7-fe^^i f-^WKi 7^y^r->] eyy>-2-^^l -i-^ ;u-i-7 

. 1 H-NMR Spectrum (CDCls) 8 (ppm) :3. 31 (3H, s), 

3. 72 (2H, s), 6. 52 (1H, dd, J = 2. 4, 6. OHz), 7. 03 
1H, brs). 7. 10-7. 33 (7H, m) , 7. 3 8 (2H, m) , 7. 48 ( 
2H, m) , 7. 75 (1H, d, J = 2. 4Hz) , 7. 91 (1H. dd, J = 2. 

•mSE#2 005-3029062 



mm. 2004-370801 



^-~>*: 241/ 



4, 11. 6Hz) , 7. 97 (1H, d, J = 6. 0Hz) , 8. 57 (1H, brs 
) , 12. 4 1 (1 H, brs). 
ES I -MS (m/z) : 5 4 8 [M+H] + . 
[ 0 8 2 2 ] 

(igftgU 0 1) 1- (l-7-WH^'Jv>-4-^) -3- [4- ( 2-7^ 
^- n - 4 - 13- r 2 - (4 -7;l/tn7 J.-JI/) 7-b-f-JU] f-frfrWK I 7x,/4r'> 

1 H-NMR Spectrum (CDC 1 3 ) § (p pm) : 1. 10-1. 90 (4 
H, m) , 2. 12 (3H, s) , 2. 59 (1H, m) , 2. 87 (3H, m) , 3. 
16 (1H, m) , 3. 72 (2H, s) , 3. 89 (1H, m) , 4. 46 (1H, m 
) , 4. 7 6 (1H, m) , 6. 57 (1H, dd, J = 2. 4, 5. 6Hz) , 7. 0 
8-7. 4 0 (7H, m) , 7. 6 7 (1H, d, J = 5.. 6 Hz) , 7. 9 1 (1H. 
dd, J = 2. 4, 11. 2Hz) , 8. 07 (1H, d, J = 5. 6Hz), 8. 60 
(1 H, brs), 12. 42 (1 H, brs). 
ESI-MS (m/z) : 6 1 9 [M + Na] + . 
[0 8 2 3 ] 

OKjjffl 3 0 1 - 1 ) 1- (1 -7-b?-JH^U v>~4 -3- [4- (2- 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) II. 44-1. 82 (4 
H, m) ,2.12 (3H, s), 2. 59 (1H, m), 2. 89 (3H, s), 3. 
16 (1H, m) , 3. 8 9 (1H, m) , 4. 4 4 (1H, m) , 4. 7 6 (1H, m 
), 6. 67 (1H, dd, J = 2. 4, 5. 6Hz), 7. 16-7. 44 (2H, m 
) , 7. 75 (1H, d, J = 2. 4Hz), 8. 02-8. 26 (3 H, m). 
[0 8 2 4 ] 

mmm3 oi-2) i- d-7-bf»^'jy>-4->f^ -3- u- u- 

1 H-NMR Spectrum CCDCI3) 8 (ppm) II. 30-1. 90 (4 
H, m) , 2. 11 (3H, s) , 2. 5 9 (1 H, m) , 2. 8 6 (3H, m) , 3. 
16 (1 H, m) , 3. 76 (2H, brs), 3. 89 (1 H, m) , 4. 46 (1H 
m) , 4. 75 (1H, m) , 6. 5 0- 6. 6 0 (3 H, m) , 6. 96 (1H, t 
, J = 8. 4Hz), 7. 23 (1H, m), 7. 62 (1H, m), 8. 02 (1H, 
d, J = 5. 6Hz) . 

ESI-MS (m/z) 14 2 4 [M + Na] + . 
10 8 2 5] 

(ggjjfeffil 3 0 2 ) 3 - r 6 - T2-7;U:j-P-4- 13- \2- ( 4 - 7 )V* u 7 ^ - 
;l/) ft9l/Ql 7*-; 3r->1 g'J § v>~4 -AM - 1 - (4 h * 

1 H-NMR Spectrum (CDC 1 s ) 5 (ppm) :3. 31 (3H, s), 
3. 71 (2H, s), 3. 85 (3H, s), 6. 99 (2H,m), 7. 12 (2H 
, m) , 7. 18-7. 40 (7H. m) , 7. 74 (1H, s) , 7. 85 (1H, d 
d? j = 2. 4, 11. 2Hz), 8. 24 (1H, s), 8. 51 (1 H, brs), 
12. 38 (1H, brs). 
ESI-MS (m/z) 1601 [M + Na] + . 
[0 8 2 6] 

(MW 3 0 2 - 1 ) 3 - [6- (2-7;vtP-4--bP 7x^y) fef'J^y*^ 
— 4 — f -1- (4 h*->7^-->V) -l-pt^;V>^7 
1 H-NMR Spectrum (CDC 1 s ) 5 (ppm) :3. 33 (3H, s), 
3. 86 (3H, s), 7. 01 (2 H, m) , 7. 19 (l H, brs), 7. 2 0- 
7. 3 7 (2 H, m) , 7. 4 1 (1 H, m) , 7. 8 4 (1 H, s) , 8. 11 (2 H 
, m) , 8. 2 3 (1 H, s) . 
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ES I -MS (m/z) : 4 3 6 [M + N a] + 
[0 8 2 7] 

mm 3 0 2 - 2) 



6 

E _ 

[0 8 2 8] 

(mmmsos) i- (4-^w^7x^) -3- [6- l*-™* u - 

4 - ) 3 _ \ 2 - (4-7JVtD7x-») T-fef-JH *-*frW Kl 7x7*v) K 'J 
Sv>-4--OH - 1 ->*-JUfr I'T 

1 H-NMR Spectrum (CDC 1 3 ) * (ppm) :3. 00 (6H, s), 
3. 29 (3H, s) , 3. 71 (2H, s) , 6. 74 (2H, d , J=8. 8Hz) 

7 00-7. 18 (4 H, m), 7. 19-7. 36 (5H, m) , 7. 75 (1 H 
\ m) . 7. 8 5 (1H, dd, J = 2. 4,11. 2 Hz) , 8. 2 3 (1H, m) , 
8. 5 4 (1 H, b r s) , 1 2. 3 8 (1 H, b r s.) . 
E S I -MS (m/z) : 6 1 4 [M + N a] + . 
[0 8 2 9] 

(»ffJ3 0 3 -l) 3- T6- (2- 7 )^n-4--hP7x^v) -bf'J^v 
> _4_^jl / -] -1- (4->7^7^7x^)V) - l-U -fr^VT 

1 H-NMR Spectrum (CDCh) 8 (ppm) :3. 01 (6H, s) , 
3. 31 (3H, s) , 6. 75 (2H, m) , 7. 14 (2H, m) , 7. 28 (1H 
, m) , 7. 4 1 (1H, m) , 7. 8 5 (1H, s) , 8. 10 (2H, m) , 8. 2 

2 ( 1 H, s) . 

[0 8 3 0] . 

(l$^3Q3-2) 3- T6- (4-7 ^ -2-7HP7xM-» *2LA±> 
— 4 — f jul -1- (4-/^JV7;y7x-») - l-j t+frV^T 
1 H-NMR Spectrum (CDCh) S (ppm) :3. 00 (6H, s) , 

3 29 (3 H, s) , 3. 73 (2 H, brs), 6. 45 (1 H, m) ,. 6. 50 ( 
1H dd, J = 2. 8, 12. 0Hz) , 6. 74 (2H, m), 6. 97 (1H, t 
, J = 8. 4Hz), 7. 13 (2H, m) , 7. 19 (1H, brs), 7. 67 (1 
H, m) , 8. 2 7 (1 H, m) . 

E S I -MS (m/z) : 4 1 9 [M+N a] + . 

[0 8 3 1 ] , _ 

(^»B)3 0 4) 1 - (2 ->7yxfjI/) -3- 14- [2-7^*a-4- (3- 

7x^v7Wft^WK) 7*/*v] try i^-2-<on -i->wi/7 

1 H-NMR Spectrum (CDCh) d (ppm) : 2 . 67 (2H, t, J 
= 6. 4Hz) , 3. 20 (3H, s) , 3. 66 (2H, t, J=6. 4Hz) , 3. 
75 (2H, s) , 6. 56 (1H, dd, J = 2. 4, 5. 6Hz), 7. 10-7. 
58 (8H, m), 7. 65 (1H, m), 7. 91 (1H, dd, J = 2. 4, 12. 
OHz), 8. 08 (1H, d, J = 5. 6Hz), 8. 54 (1H, brs), 12. 

4 6 ( 1 H, m) . 

ES I -MS (m/z) : 5 0 7 [M+H] + . 
[0 8 3 2 ] 

(gjSW3 0 4 -l) 3- U- (2-7^n-4--hP7xy^ '» b'Uv>- 

-1- (2->7;xf)M -i->f;l/^l/7 
1 H-NMR Spectrum (CDCh) S (ppm) :2. 67 (2H, t, J 
= 6. 4Hz), 3. 22 (3H, s), 3. 66 (2H, t, J =6. 4Hz), 6. 
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66 (1H, dd, J = 2. 0, 5. 6 Hz) , 7. 20-7. 40 (2 H, m), 7. 
72 (1H, d, J = 2. 0Hz), 8. 07-8. 19 (3H,m). 
10 8 3 3] 

(».ffl]3 0 4 - 2) 3 - [4- (4-7?/-2-7»tP7xM-» \£V¥ >- 
2Wjj -1- (2 -->T/J^f-^) - 1 -.Xf-frfrVT 

1 H-NMR Spectrum (CDC 1 3 ) $ (p pm) : 2. 67 (2 H. t , J 
= 6. 4Hz), 3. 19 (3H, s) , 3. 66 (2H, t, J=6. 4 Hz) , 3. 
76 (2H, brs), 6. 46 ( 1 H, m) , 6. 52 (2H,m), 6. 96 (1 H 
, t, J = 8. 8Hz), 7. 26 (1 H, m) , 7. 60 (1H, brs), 8. 03 
(1 H, d, J = 6. OHz) . 
[0 8 3 41 

305) 4 - JH^? * - 1 - * k 'J ? » T-> K 14- [ 

7 5 K 

1 H-NMR Spectrum (CDC 1 s ) 5 (ppm) !2. 13 (3H, s), 
3. 4 4 - 3. 6 5 (6 H, m) , 3. 69 (2H, m) , 3. 75 (2H, s) , 6. 
56 (1H, m) , 7. 10-7. 50 (8H, m) , 7. 61 (1H. brs) , 7. 
90 (1H, dd, J = 2. 4, 11. 6 Hz) , 8. 06 (1H, d, J = 5. 6 H z 
) , 8. 54 (1 H, brs), 12. 45 (1H, brs). 
E S I -MS (m/z) : 5 7 3 [M + N a] + . 
[0 8 3 51 

(gjfrW 3 0 5- 1) 4 - 7±±± 1 - f> frjgjr 2 !i ,;/ * 7v £ Li_ 

_ (4- 7 ;;-2-7jy ; i-P7x^-» 2 -4 jH tsk 

1 H-NMR Spectrum '(CDC 1 s ) 5 (ppm) :2. 13 (3H, s), 
3. 43-3. 60 (6 H, m), 3. 68 (2H, m), 3. 76 (2H, brs), 
6. 45 (1H, dd, J=2. 4, 8. 8Hz) , 6. 4 8 - 6. 5 4 (2 H, m) , 
6. 9 8 (1H, t, J = 8. 8Hz), 7. 3 4 (1H, brs), 7. 57 (1H, 
brs) , 8. 02 (1H, d, ] = 6. OHz) . 
[0 8 3 6] 

(t«jW3 0 6) N- U- (2-7;l/*a -4- 13- \2- ( 4 - 7 )\<* u 7 x - 
;u) y-fc^;H »*»WKl 7x^y) fcTU V >- 2 - - 2- 

1 H-NMR Spectrum (CDCls) S (ppm) : 1. 60-1. 75 
(2H, m) , 1. 9 0 - 2. 0 0 (2 H, m) , 2. 3 5 - 2. 4 5 (2 H, m) , 2 
. 80-2. 90 (2 H, m), 3. 11 (2H, s), 3. 72 (2H, s), 3. 7 
8 (1H, m) , 6. 62 (1H, dd, J=2. 4, 5. 6 H z ) >, 7. 10-7. 4 

0 (6H, m) , 7. 86 (1H, d, J = 2. 4Hz) , 7. 91 (1H, dd, J = 
2. 4, 12. Hz), 8. 17 (1H, d, J = 5. 6Hz), 8. 47 (1H, br 
s), 9. 62 (1H, brs), 12. 41 (1H, brs). 

E S I -MS (m/z) : 5 7 8 [M + N a] + . 

[0 8 3 7] . 
(WIt&M 3 0 6 - 1 ) N- [4 - (2-7Ho-4--fn7xAy) 
2 _xf;v] -2- (4-t Kn^vtf^V 1 — f ^) 7-fe?5 K 

1 H-NMR Spectrum (CDCls) 5 (ppm) : 1 . 65-1. 80 ( 
2H, m) , 1. 90-2. 10 (2H, m) , 2. 3 0 - 2. 4 5 (2 H, m) , 2. 
80-2. 90 (2 H, m) , 3. 12 (2H, s), 3. 79 (2H. s), 6. 72 

(1H, dd, J = 2. 4, 5. 6Hz), 7. 32 (1H, m), 7. 92 (1H, d 
J = 2. 4Hz), 8. 09-8. 16 (2 H, m) , 8. 26 (1H, d, J = 5. 
6 Hz), 9. 70 (1H, brs). 
[0 8 3 81 
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306-2) N — [4 - (4-r?/-2-7*tD7x;Jfi/) kf >j v' > - 
2 -4 >U] - 2 - (4 -fc KD^vfcf^'J *J>- 1 -4 ;V) ^ K 

E S I -MS (m/z) : 3 8 3 [M + N a] + . 
[0 8 3 9] 

(£ifctt3 0 7) N- [4- (2-7;i/tn-4- 13- [2- (4-7^in7x^ 
iu) r-tf-^] f-*>7WKl ? x try v^y- 2 -2- (i-^^;wtf 

1 H-NMR Spectrum (CDC I 3 ) 8 (ppm) :1. 2 8 - 1. 4 0 ( 

2 H, m), 1. 70-1. 80 (2 H, m) , 1. 86 (1H, m) , 1. 90-2. 

00 (2H, m) , 2. 2 0 - 2. 3 0 (5 H. m) , 2. 7 8 - 2. 8 8 (2 H, m) 

, 3. 72 (2H, s) , 6. 61 (1H, dd, J = 2. 4, 5. 6Hz), 7. 10 
-7. 40 (6 H, m) , 7. 83 (1H, d, J = 2. 4Hz), 7. 91 ( 1 H, d 
d, J = 2. 4, 12. 0Hz) , 7. 94 (1H, brs), 8. 11 (lH,.d, J 
= 5. 6Hz) , 8. 52 (1H, brs), 12. 42 (1H, brs) . 
ESI-MS (m/z) : 5 5 4 [M + H] + . 
[0 8 4 0] 

m&W3 0 7 - 1 ) t e r t 4- I [4- ( 2 - 7 n - 4 - |3 - [ 

2- (4-7)^n7x-;W 7-tef-A'] + *7WK| 7.xM'/) \£y¥>-2-4 

1 H-NMR Spectrum (CDCla) 5 (ppm) :1. 10-1. 30 ( 

2 H, m) , 1. 45 (9H, s), 1. 70-1. 80 (2 H, m) , 2. 02 (1H 
, m) , 2. 25-2. 30 (2 H, m) , 2. 60-2. 80 (2 H, m) , 3. 72 

(2H, s) , 4. 00-4. 20 (2 H, m) , 6. 61 (1H, dd, J = 2. 4, 
5. 6Hz) , 7. 10-7. 40 (6H, m) , 7. 82 (1H, d, J = 2. 4Hz 
), 7. 91 (1H, dd, J = 2. 4, 12. OHz), 8. 02 (1H, brs), 
8. 11 (1H, d, J = 5. 6Hz), 8. 49 (1H, brs), 12. 42 (1H 
, brs). 
[0 8 4 1 1 

(gCMfflJ 3 0 8 ) 2 - 1 f 4 - (2.-bKn»'/x»») g ^7 v>>- 1 ->f jtj ft ;U 
^-jl/T^y| -4- (2-7Jl/:frP-4- 13- [2- (7j-J1Q 7-b^;H fJL2 
V-f Kt 7x^y) fcfU V> 

1 H-NMR Spectrum (CDCla) 8 (ppm) : 2 . 5 0 - 2. 6 0 ( 
6H, m) , 3. 5 0 - 3. 5 6 (4 H, m) , 3. 6 2 - 3. 6 8 (2 H, m) , 3. 
75 (2H, s), 6. 55 (1H, d d, J = 2 . 4, 5. 6Hz), 7. 16-7. 
50 (8H, m) , 7. 63 (1H, d, J = 2. 4Hz) , 7. 90 (1H, dd, J 
= 2. 4, 11. 6Hz), 8. 05 (1H, d, J = 5. 6Hz), 8. 51 (1H, 
brs), 12. 44(1 H, brs). 
ESI-MS (m/z) : 5 7 5 [M + N a] + . 
[0 8 4 2] 

(M#13 0 8-l) 2- I [4- (2-tKn^yxf)l,) \£^<y *J V- \ 
5!/>,f-;i/7 5 J | -4- (2-7^*n-4--Fn7x/^r-» tTUv^ 
1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 2 . 4 0-2. 7 0 ( 
6H, m) , 3. 4 0 - 3. 6 0 (4 H, m) , 3. 66 (2H, t, J=5. 6Hz) 
, 6. 65 (1H, dd, J = 2. 4, 5. 6Hz), 7. 26-7. 35 (2 H, m) 
, 7. 70 (1H, d, J=2. 4Hz), 8. 00-8. 16 (3H, m). 
[0 8 4 3 ] 

(SiteS 3 08-2) 4 - (4-7^-2-7J^n7x;^y) - 2- | [4 - ( 
2-kKa + i/xf;u) t^r/^-l-^i'] -ft )Vtf—)VT 5 ^1 fcf'J^> 
ESI-MS (m/z) : 3 9 8 [M + N a] + . 
[0 8 4 4] 
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( Hifcff!) 3 0 9 ) 2 - I [4- {2jz2JJl^2JlJ-£±JIz1 
ftji/>K~frT3>M -4- (2-^;u^n-4- 13- r 2 - (7^-;v) 7+^;H ■+ 

1 H-NMR Spectrum (CDC U) 5 ( p p m) : 2 . 26 (6H, s) 
, 2. 40-2. 56 (8 H, m) , 3. 48-3. 56 (4 H, m) , 3. 75 (2H 
, s) , 6. 54 (1H, dd, J = 2. 4, 5. 6Hz), 7. 10-7. 50 (8H 
, m) , 7. 64 (1 H, d, J = 2. 4Hz), 7. 89 ( 1 H, dd, J = 2. 4 , 

11. 6 H z ) , 8. 0 5 (1 H, d, J = 5. 6Hz), 8. 48 (1H, brs), 

12. 44 (1H, brs). 

E S I -MS (m/z) : 5 8 0 [M+H] + . 
[0 8 4 5] 

(tSaHW3 0 9"- 1) 2- I [4- *75;*f *) t^r/y-l-^ 

;v] *;v#-;i/7 ? A -4- ( 2 -7JU*.n- 4 -- h n 7x J tf'Jv> 
1 H-NMR Spectrum (CDC 1 3 ) S ( p p m) :2. 25 (6H, s) 
, 2. 4 0- 2.55 ( 8 H, m), 3. 45-3. 55 (4H, m), 6. 64 (1H 
, dd, J = 2 . 4, 5. 6Hz), 7. 26-7. 40 (2 H, m) , 7. 71 (1H 
, d, J = 2. 4Hz) , 8. 05-8. 16 (3H, m) . 
[0 8 4 6] 

(SHifll 3 0 9 - 2 ) 4- (4 -7?;-2-7Wn7x/^» -2- I [4- ( 

E S I -MS (m/z) : 4 0 3 [M+H] + . 
[0 8 4 7] 

(iIW3 1 0) N — [4- (2-7^/*n-4- |3 - [2 - (4-7)^n7i- 
;w) 7-fe^u] *-**WK| 7iy^» try 5>>-2 -4 - 2- (4-vV+;i/ 
75/^'Jy>-l-^i') 7-fe * 5 K 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :l. 5 0 - 1. 7 0 ( 

2 H, m) , 1. 78-1. 86 (2 H, m) , 2. 10-2. 28 (3 H, m) , 2. 
29 (6H, s) , 2. 90-2. 98 (2 H, m) , 3. 09 (2H, s), 3. 72 

(2H, s), 6. 62 (1H, dd, J = 2. 4, 5. 6Hz) , 7. 10-7. 40 
(6H, m), 7.86 (1H, d, J = 2. 4 H z) , 7. 90 (1H, dd, J = 2 

. 4, 12. 0Hz), 8. 16 (1H, d, J = 5. 6Hz), 8. 48 (1H, m) 

, 9. 60 (1H, brs), 12. 40 (1H, brs). 

E S I -MS (m/z) : 5 8 3 [M+H] + . 
[0 8 4 8] 

(Iil«3 10-1) N— [4- (2-7Hn-4--l«D7xM-» \£*)*J>- 
2--f;l'] - 2- ( 4 - -7 ^ f ;u 7 5 / tf ^ 'J y > - 1 - ^ ^) 7**5 K 
1 H-NMR Spectrum (CDC 1 3 ) d (p.pm) :1. 5 0 - 1. 9 0 ( 
4H, m) , 2. 10-2. 28 (3H, m) , 2. 30 (6H, s) , 2. 90-3. 
00 (2 H, m) , 3. 11 (2H, s), 6. 72 (1H/ dd, J = 2. 4, 5. 6 
Hz), 7. 30 (1 H, m) , 7. 93 (1H, d, J = 2 . 4Hz), 8. 10-8 
. 14 (2 H, m) , 8. 26 (1H, d, J = 5. 6Hz), 9. 70 (1H, brs 
) . 

[0 8 4 9] 

(Wi&M3 1 0-2) N- [4- (4-7^-2-7Wn7i^y) \£*)*J>- 
2 --OP] -2- (4-7^fJV75yt:^ l J-7>-l-^^) 7-fe* 5 K 
ES I -MS (m/z) : 3 8 8 [M+H] + . 
[0 8 5 0] 

mmw3 1 1) 2- i u- (2A±JkZAZA±M tf^'j 1 --oh *jk 

,-fr*-jV7S>M -4- (2-7;^^n-4- 13- [2- (7i-)H 7fe + ;H ^sj-fr 
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1 H-NMR Spectrum (CDC 1.3 ) S (ppm) : 1. 10-1. 20 ( 

2 H, m) , 1. 65 (1 H, m) , 1. 75-1. 85 (2 H, ra) , 2. 10-2. 
15 (2H, m) , 2. 20 (6H, s) , 2. 80-2. 95 (2 H, m) , 3. 74 

(2H, s) , 4. 00-4. 10 (2H, m) , 6. 53 (1 H, dd, J = 2. 4, 
5. 6Hz), 7. 17 (1H, m) , 7. 20-7. 50 (7 H, m) , 7. 64 (1 
H, d, J = 2. 4Hz), 7. 89 (1H, dd, J=2. 4, 12. 0Hz), 8. 
05 ( 1 H, d, J = 5. 6Hz), 8. 53 ( 1 H, brs), 12. 44 (1H, b 
r s) . 

ESI-MS (m/z) : 5 6 5 [M+H] + . 
[0 8 5 1 1 

3 i i - i ) 2- | [4- (^f;v7 5y^f^) tr^u 9 Jy- 1 --f/u] 

* -ji/7 5 j | -4- (2-7*tn-4--(-n7i/^y) tf'Jv^ 
1 H-NMR Spectrum (CDC 1 3 ) S (ppm) : 1 . 10-1. 30 ( 
2H, m) , 1. 6 0 - 1. 9 0 (3 H, m) , 2. 10-2. 20 (2H, m) , 2. 
21 (6H, s) , 2. 8 0- 3. 0 0 (2 H, m) , 4. 0 0 - 4. 2 0 (2 H, m) 
, 6. 64 (1H, dd, J = 2. 4, 5. 6Hz) , 7. 2 6 - 7. 4 0 (2 H, m) 
, 7. 72 (1H, d, J = 2. 4Hz) , 8. 0 0- 8. 2 0 (3 H, m) . 
[0 8 5 2] 

(M#!I3 11-2) ■ 4 - (4-7S/-2-7^U7x^y) - 2- I [4 - ( 

y^f;>7^^;i') tf^'; ->*>- 1 --f *^*-^7 5 / I 

ESI-MS (m/z) : 3 8 8 [M+H] + . 
[0 8 5 3] 

(IH6gi3 1 2) 3- T6- (2-7JI/tn-4- 1 3 - T2- (4-7^^D7x- 
ji/) 7-b + ;u] f^frWJll 7x/3r-» 'J ^ v>- 4 -W - 
[ (3R) - 1 -^;vbf^'J v >- 3 frl^T 

1 H-NMR Spectrum (CDC h) 8 (ppm) :l. 50-1. 8 5(4 
H, m), 2. 00 (1H, m) , 2. 16 (1 H, m) , 2. 31 (3H, s), 2. 
74 (1H, m) , 2. 82 (1H, m) , 2. 96 (3H, s) , 3. 72 (2H, s 
), 4. 10 (1H, m), 7. 06-7. 16 (3H, m) , 7. 17-7. 32 (3 
H, m), 7. 35 (1 H, m) , 7. 69 (1H, s), 7. 85 (1H, dd, J = 
2. 4, 11. 2Hz), 8. 33 (1H, s), 8. 62 (1 H, brs), 12. 3 
9 (1 H, brs). 

ESI-MS (m/z) : 5 9 2 [M + N a] + . 
[0 8 5 4] 

(SiiSfll 3 12-1) 3 - [ 6 - (4-7^-2-7^tn7xy^y) fcf 'j 5 V V 
-4-^;Ul - 1 -pt+;b- 1 - [ (3R) - 1 v^- 3 ->H frl-T 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 43-1. 84 (4 
H, m), 1. 9 7 (1 H, m) , 2. 11 (1 H, m) , 2. 30(3H, s), 2. 
74 (1 H, m) , 2. 81 (1H, dd, J = 3. 6, 10. 8Hz), 2. 94 (3 
H, s), 3. 73 (2H, brs), 4. 00-4. 10 (1 H, m) , 6. 45 (1 
H, dd, J = 2. 8, 8. 4Hz), 6. 50 (1H, m) , 6 . 97 (1H, t, J 
= 8. 4 Hz) , 7. 22-7. 27 (1H, m), 7. 61 (1H, s), 8. 36 ( 
1 H, s) . 
[0 8 5 5] 

(%ftgl3 13) 3 - [6- (4- 13 - f2 - (4-»PD7x-») Z±±Jtl + 
7j-VU4Y'\ - 2 -7<>tD7 W feT 'J ^ v>-4-^f^1 ( 

l-^f;i/t:^'jyy-4--f Ji/) frUT 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) 11.69 (2H, m), 1 
. 83 (2H, m) , 2. 14 (2H, m) , 2. 32 (3H, s) , 2. 85-3. 0 
4 (5H, m). 3. 71 (2H, s), 4. 21 (1H, m), 7. 18-7. 31 ( 
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3H, m) , 7. 36 (2H, m) , 7. 3 7- 7. 4 4 (2 H, m) , 7. 68 (1H 
, m), 7. 86 ( 1 H, dd, J = 2. 8, 11. 6Hz), 8. 34 (1H, m) , 
8 . 5 5 ( 1 H, mY , 12. 36 ( 1 H, b r s ) . 
ESI-MS (m/z) : 5 8 6 [M+H] + . 
[0 8 5 6] 

mmm 314) 1 - (i-7w^'jyy-4-^) - 3 - r 6 - ( 2 - 2 £ 

^-P-4- 13- [2- (4-7JPtP7x-^) 7-b^;H f^frW Kl 7x>/^'> 
) fcf 'J 5 y>- 4 -4 JH - l- ^f)Wl^7 

1 H — NMR Spectrum (CDC 1 3 ) 8 (ppm) II. 50-1. 68 (2 
H, m) , 1. 69-1. 85 (2 H, m) , 2. 13 (3H, s), 2. 62 (1 H, 
m) , 2. 90 (3H, m) , 3. 19 ( 1 H. m) , 3. 72 (2H, s), 3. 92 
(1H, m) , 4. 48 (1H, m) , 4. 79 (1H, m) , 7. 12 (2H, m) , 
7. 18-7. 32 (3H, m) , 7. 34-7. 40 (2 H, m), 7. 70 (1 H, 
m), 7. 87 (1H, dd. J = 2. 4, 11. 6 Hz) , 8. 35 (1H, s) , 8 
. 60 (1H, brs), 12. 40 (1 H, brs). 
ESI-MS (m/z) : 6 2 0 [M + N a] + . 
[0 8 5 7] 

(HifcffU 3 1 5 ) 4- {2- s J**frT\JT*i1-fr) 

v9 TvK I 4 - [2-7»to-4- (3 - 7x-;i/7-fcf t7 l/-f K) 7i 

1 H — NMR Spectrum (CDC 1 3 ) 8 (ppm) :2. 28 (6H, s), 
3. 13 (2H, s) , 3. 44-3. 6 0 (4H, m) , 3. 62-3. 70 (4H, 
m) , 3. 75 (2H, s), 6. 5 6 ( 1 H, d, J = 3. 6Hz), 7. 00-7. 
52 (8 H, m), 7. 62 (1H, s), 7. 90 (1H, dd, J = 2 . 4, 11. 
6 Hz) , 8. 06 (1H, m) , 8. 59 (1 H, m) , 12. 46 (1H, brs) 

ESI-MS (m/z) : 5 9 4 [M + H] + . 
[0 8 5 8] 

(S1W93 15-1) 4- (2--/V'f^7$y7-fef^) tf ^-y V > - 1 - g jMf ± 
y'J^ 7vK [4- (2-7^tP-4--fn7x7#y) tf 'J v > - 2 - -f A> 
17U' 

1 H — NMR Spectrum (CDCls) 8 (ppm) : 2.28 (6 H, s) , 3. 
13 (2H,s) ,3.59 (4H,m) ,3.68 (4 H, m), 6. 65 (1H, dd, J 
= 2. 0, 5. 6Hz) , 7. 2 8 - 7. 3 5 ( 1 H, m) , 7. 38 ( 1 H, m) , 7 
. 70 (1H, d, J = 2. 0Hz), 8. 06-8. 19 (3H, m) . 
[0 8 5 9] 

mmm 3 is) 3 - [6- (4- 13 - r 2 - (3-»pp7j~fr) t*±*1 ± 

a-frWKl -2-7»tn7x^y) bf V < v v - 4 - 4 JH - 1 -.X f-fr- 1 - ( 
l-^f;l/H°^')y>-4-^f^) 7 1^7 

1 H — NMR Spectrum (CDCls) 8 (ppm) : 1. 58-1. 74 (2 
H, m) , 1 . 8 1 (2 H, m) , 2 . 11 (2 H, m) , 2 . 3 0 (3 H, s) , 2 . 
8 6 - 3. 0 0 (5 H, m) , 3. 88 (2H, s) , 4. 19 (1H, m) , 7. 21 
(1 H, m) , 7. 30-7. 42 (5 H, m), 7. 49 (1 H, m) , 7. 68 (1 
H, m), 7. 92 (1H, dd, J = 2. 4, 11. 6Hz), 8. 34 (1H, s) 
, 8. 60 (1H, brs), 12. 37 (1H, brs). 
ESI-MS (m/z) : 6 0 8 [M + N a] + . 
[0 8 6 0] 

(1113 17) 3 - [_6_z (4- 13 - T2 - (2-^pd7x^») 7-fef-JH g; 
^frWKI -2-7Ji/jn7xy»-» ]£}) < Vy-A - 1 - 1 - ( 
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1 H-NMR Spectrum (CDC 1 3 ) $ (ppm) : 1. 10-2. 25 (6 
H, m) , 2. 34 (3H, brs), 2. 93 (3 H, s) , 3. 00 (2H, m), 
3. 71 (2H, s) , 4. 23 (1H, m) , 7. 0 8 - 7. 4 9 (7 H, m) , 7. 

69 (1H, m), 7. 86 ( 1 H, dd, J = 2 . 4, 11. 2Hz), 8. 35(1 
H, m) , 8. 56 (1H, brs), 12. 36 (1H, brs). 
ESI-MS (m/z) : 6 0 8 [M + Na] + . 

[0 8 6 1 ] 

(HifcfflJ3 1 8) 4- \2 -y )V*u- 4 - [3- (2-7xr^7-fef») f-*7P 
Q1 7xM->| -2- ( |4- [ (2 -tt KP^y-x-f-fr) -^f;^-7U] tT^ 
'J y>- 1 -4 M ^;v^-;i/T?/) fcT'Jy> 

1 H-NMR Spectrum (CDCls) 5 (ppm) II. 4 0 - 1. 8 5 ( 
4H, m), 2. 26 (3H, s), 2. 55-2. 70 (3H, m), 2. 85 (2H 
, m), 3. 56 (2H, m), 3. 75 (2H, s) , .4. 10-4. 20 (2H, m 
), 6. 54 (1H, dd, J = 2. 4, 5. 6Hz), 7. 10-7. 50 (8H, m 
) , 7. 63 (1H, d, J = 2. 4 Hz) , 7. 90 (I H, dd, J = 2. 4, 12 
. 0Hz), 8. 05 (1H, d, J = 5. 6Hz), 8. 5 0 (1H, brs), 12 
. 4 4 (1 H, brs). 
ES I —MS (m/z) :581 [M+H] + . 
[0 8 6 2 ] 

0BHSfll3 18-l) 4- (2-7;i/*P-4-~hP7x/*50 -2- ( 14- [ 
(2-bKn=ryxf;l/) -^-f-^-T^yl U y > - 1 - jVj gJ!l^=JLZ-L^ 
) g Qy> 

1 H-NMR Spectrum (CDCls) 3 (ppm) :i. 4 0- 1. 6 0 ( 
2H, m) , 1. 7 0 - 1. 9 0 (2 H, m) , 2. 27 (3H, s) , 2. 60-2. 

70 (3H, m) , 2. 8 0 - 2. 9 0 (2 H, m) , 3. 5 5 - 3. 3 9 (2 H, m) 
, 4. 00-4. 20 (2H, m), 6. 64 (1H, dd, J = 2. 4, 5. 6Hz) 

, 7. 20-7. 40 (2H, m), 7. 71 (1H, d, J = 2. 4Hz), 8. 05 
-8. 16 (3 H, m) . 
[0 8 6 3 ] 

(mmm 3 18-2) 4 - (4-7^-2-7)^071^-/) - 2- ( 14- [ 
(2 — fc KP^r^xf^) -^;U-7 5 >1 fcf^V y>- 1 gjM££JU7_§_y 

) fcf y v y 

ESI-MS (m/z) : 4 0 4 [M+H] + . 
[0 8 6 4] 

(HMflJ3 19) 4- )2-7Jl/^-P-4-r3- (2-7i~^7-bf^) -^7^ 

Kl7xy^y] -2 - ( 14 - [ (3R) - 3 -K KWepJ y>- 1 — f 7Ul 
fcf/«'j y >- 1 zl± M *Jt2E=dkZJLZ2 WJ> 

'H-NMR Spectrum (CDC h) S (ppm) : 1. 40-2. 00 ( 
5H, ra), 2. 10-2. 40 (3H, m), 2. 60 (1H, m), 2. 76 (1H 
,m), 2. 90-3. 05 (3H, m), 3. 74 (2H, s), 3. 90-4. 10 
(2H, m) , 4. 34 (1H, m) , 6. 54 (1H, dd, J = 2. 4, 5. 6Hz 
) , 7. 10-7. 50 (8H, m) , 7. 62 (1H, d, J = 2. 4H-z) , 7. 8 
9 (1H, dd, J = 2. 4, 12. OHz), 8. 05 (1H, d, J=5. 6Hz) 
, 8. 53 (1H, brs), 12. 44 (1H, brs). 
ESI-MS (m/z) : 5 9 3 [M+H] + . 
[0 8 6 5] 

(»at«3 19-1) 2 - ( |4 - [ (3 R) - 3 - KP * *s en V V >- 1 - -f * 
] kf^'J y>- 1 A'} *;i/*'-;i'7 5 /) -4- (2-7**n-4--hB7x; 
*y) 

1 H-NMR Spectrum (CDCls) 5 (ppm) :i. 3 5 - 1. 5 5 ( 
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2H, m) , 1. 7 0 - 1. 9 5 (3 H, m) , 2. 10-2. 40 (3H, m) , 2. 
60 (1H, m) , 2. 76 (1H, m) , 2. 90-3. 10 (3H, m) , 3. 99 
(1H, m) , 4. 20 (1H, m) , 4. 3 6 (1H, m) , 6. 64 (1H, d d , 
J = 2. 4, 5. 6Hz), 7. 20-7. 40 (2 H, m) , 7. 70 (1H, d, J 
= 2. 4 Hz) , 8. 05-8. 15 (3H, m) . 
[0 8 6 61 

(M$I3 19-2) 4 - (4-7U-2-7)^D7x;Jf-» - 2- ( |4- [ 
(3R) - 3 - £ Kn^vtfn y y>- i tffj v>>- 1 -4 ;H */WaK^*7 

ES I -MS (m/z) : 4 1 6 [M + H] + . 
10 8 6 7] 

(|jg|3 2 0) 4 - (2 -7 F^yT-fef^) 2 >- 1 - ii A^g± v U y » 

7vK 14- r2 --7)V-*u- 4 - (3 - 7 x-;i/7-fcf-^?-:fr ■? W K) 7x;^y 
1 fc: 'j v 2 -4 fr| 7 5 K 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) :3. 43 (3H, s) , 
3. 44-3. 62 (6H, m) , 3. 68 (2H, m), 3. 75 (2H, s) , 4. 
13 (2H, s) , 6. 56 ( 1 H, m) , 7. 18 ( 1 H, t, J = 8. 8 H z ) , 7 
. 22-7. 52 (7 H, m) , 7. 61 ( 1 H, b r s ) ', 7. 90 ( 1 H, m) , 8 
. 06 ( 1 H, d, J = 5. 6Hz) , 8.. 5 5 (1H, brs) , 12. 46 ( 1 H, 
b r s ) . 

E S I -MS (m/z) : 6 0 3 [M+N a] + . 
[0 8 6 8] 

(HjSfll 3 2 0 - 1 ) 4 - (2 -^ f^y7-bfJ^) bf/<7 y > - 1 - ft »> U y 

9 7->K r 4 - (2-7)Vtn-4--fP7xMy) fef 'J y >- 2 - 4 ;H 75 
_K 

'H-NMR Spectrum (C DC 1 s ) 5 (ppm) :3. 43 (3 H, s ) , 
3. 46-3. 75 (8 H, m) , 4. 13 (2 H, s) , 6. 66 ( 1 H, dd, J = 
2. 4, 5. 6Hz), 7. 31 (1H, m) , 7. 39 ( 1 H, brs), 7. 69 ( 
1H, d, J = 2. 4Hz) , 8. 0 5- 8. 2 4 (3 H, m) . 
[0 8 6 9] 

(HiStga32l) 4- l2--7;V^P-4- T3- (2-7x^^7W) Tt^U 
± K] 7i;^>l -2- I [4- (3 -fc KP^v7-tf^y >- 1 -4 -bf^'J v> 

1 H-NMR Spectrum (CDC 1 3 ) $ (ppm) : 1. 20-1. 40 ( 
2H, m) , 1. 65-1. 80 (2 H. m) , 2. 25 ( 1 H, m) , 2. 85-2. 
90 (2H, m) , 3. 00-3. 10 (2H, m) , 3. 6 0- 3. 7 0 (2 H, m) 
, 3. 74 (2H, s), 3. 80-3. 95 (2 H, m) . 4. 45 (1 H, m) , 6 
. 53 (1 H, dd, J = 2. 4, 5. 6Hz), 7. 10-7. 50 (8H, m), 7 
. 62 (1H, d, J = 2. 4Hz), 7. 89 (1H, dd, J = 2. 4, 11. 6H 
z), 8. 04 (1H, d, J = 5. 6Hz), 8. 50 ( 1 H, m) , 12. 43 (1 
H, b r s) . - 1 H 

ES I -MS (m/z) 15 7 9 [M + H] + . 
[0 8 7 0] 

(Mffll3 21-1) 4 - (2-7»ta-4-=^7xMy) - 2- I [4 - ( 
3 _ e Z-i/THfJy- 1 >±} ^'J-7>-i->f»] ft;W-fr'-Jl-7 5 71 tf'J 
y> 

1 H-NMR Spectrum (CDC 1 3 ) d (ppm) :i. 2 0- 1. 4 0 ( 
2H, m), 1. 60-1. 80 (2H, m) , 2. 26 (1H, m), 2. 80-3. 
00 (2H, m) , 3. 00-3. 15 (2H, m) , 3. 6 0- 3. 7 0 (2 H, m) 
, 3. 8 0 - 3. 9 0 (2 H, m) , 4. 46 (1H, m) , 6. 64 (lH, dd, J 

tbliE# 2005-3029062 



#H 2004-370801 



^-v: 250/ 



= 2. 4, 5. 6Hz) , 7. 20-7. 4 0 (2 H, m), 7. 69 (1H, d, J = 

2. 4Hz), 8. 00-8. 20 (3 H, m) . -1H 
[0 8 7 1 ] 

(Migffil 321-2) 4 - (4-7^/-2-7;vtn7xyaf-y) - 2- I [4 - ( 

y> 

E S I -MS (m/z) : 4 0 2 [M+H] + . 
[0 8 7 2] 

mmm3 2 2) 3 - r6 - (2-7**0-4- 1 3 - r2- (4-7WP7x- 

;u) y-bf-iul ^frU'Ki 7^7^->) 5 v>- 4 jH - l - > + ;u - l - 
[ (3S) - 1 2. 3 --f ;H 7^7 

1 H-NMR Spectrum (CDC 1 3 ) $ (ppm) : 1. 47-1. 80 (4 
H, m) , 2. 0 1 (1H, id) , 2. 16 (1 H, m) ,. 2. 3 1 (3 H, s) , 2. 
7 2 (1 H, m) , 2. 81 (1 H, m) , 2 . 9 6 (3 H, m) , 3 . 7 1 (2 H, s 
) , 4. 09 OH, m) , 7. 0 0 - 7. 4 2 (7 H, m) , 7. 69 (1H, m) , 
7. 86 (1H, dd, J = 2: 4, 11. 6Hz), 8. 33 (lH. m), 8. 49 
(1 H, b r s) , 12. 3 8 (1 H, b r s) . 
E S I -MS (m/z) : 5 7 0 [M+H] + . 
[0 8 7 3] 

(gdfcfflJ3 2 3) 3 - 14 - r2-7;i/*P-4- {3jzJZ^=JkZ^±Jk±*^LkJ. 
K) 7x^->] M >J ?jy- 2 -4 M -1- (2-^KPtyxf)i/) -x-^^-^^ 

1 H-NMR Spectrum (CDC 1 3 ) * (ppm) :3. 02 (3H, s) , 

3. 4 4 - 3. 6 0 (3 H, m) , 3. 74 (2H, s) , 3. 85 (2H, t, J = 4 
. 8Hz), 6. 52 (1H, dd, J = 2. 4, 5. 6Hz), 7. 16 (1H, t, 
J = 8. 8Hz), 7. 27-7. 48 (8H, m), 7. 57 (1H, brs), 7. 
89 (1H, dd, J = 2. 4, 11. 6Hz) , 8. 05 ( 1 H, d-, J = 5. 6Hz 
) , 8. 6 1 (1 H, b r s) . 

E S I -MS (m/z) :4 9 8 [M+H] + . 
[0 8 7 4] 

(»if 00 3 2 3 - 1 ) 3 - [4- (2-7^P-4--fP7x;jr-» bf'Jv^- 
2- -OH -1- (2-bKn^f->xf») - l ->7-;u-7 1-7 
1 H-NMR Spectrum (CDCI3) S (ppm) :3. 03 (3H, s) , 
3. 35 (1H, brs), 3. 5 2 (2H, t, J = 4. 8Hz), 3. 87 (2H, 
t, J = 4. 8Hz) , 6. 61 (1H, dd, J = 2. 4, 5. 6Hz), 7. 31 ( 
1 H, m) , 7. 6 5 (1 H, m) , 8. 0 5-8. 16 (4 H, m) . 
E S I -MS (m/z) : 3 7 3 [M + N a] + . 
[0 8 7 5] 

( HMffi) 3 2 4 ) 3 - 16 - [2 -7*;rP-4 - ( 3 - 7 x-;i/7-bf ;Vf t 7 
K) 7^y^r->l t^'j 5 4 -4 M -1- (2-^f^yxf)V) -1-^*7 

1^7 

1 H-NMR Spectrum (CDCI3) 5 (ppm) :3. 04 (3H, s), 
3. 48 (3H, s) , 3. 52 (2H, t, J = 4. 4Hz), 3. 62 (2H, t, 
J = 4. 4Hz), 3. 74 (2H, s), 7. 18-7. 49 (8 H, m) , 7. 53 
(1H, s) , 7. 85 (1H, dd, J = 2. 4, 11. 6Hz), 8. 35 (1H, 
m), 8. 43 (1H, brs), 12. 41 (1H, brs). 
E S I -MS (m/z) 15 3 5 [M + N a] + . 
[0 8 7 6] 

(jjW3 2 5) 4 - |2 -7)V*u- 4 -T3 - (2 - 7 ^-*7-bf-;lQ ^*7 P 
K]7^y*v| -2- ( 14- f (3 S) - 3 - Kn ^ -> tin U i£ > - 1 - ± *1 

ffi|iE#2 005-3029062 
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1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1. 40-2. 00 ( 
5H, m) . 2. 10-2. 40 (3H, m) , 2. 60 (1H, m) , 2. 76 (1H 
, m) , 2 . 9 0 - 3. 0 5 (3 H, m) , 3 . 74 (2 H, s) , 3 . 90-4. 10 
(2H, m) , 4. 34 (1H, m) , 6. 54 (1H, dd, J = 2.. 4, 5. 6Hz 
), 7. 10-7. 50 (8H, m), 7. 62 (lH, d, J = 2. 4 H z) , 7. 8 
9 (1H, dd, J=2. 4, 12. 0Hz), 8. 05 (1H, d, J = 5. 6Hz) 
, 8. 53 (1H, bis) , 12. 44 (1H, brs). 
[0 8 7 7] 

m^M3 25-1) 2- ( |4- [ (3 S) -3 - t Kn.^Vlfnij *J>- l -4^ 
] \£iy*J>- 1-4 % n,#-)VT J) -4- (2-7Jl/to-4--hD7i/' 

E S I -M S (m/ z ) : 4 4 6 [M+H] + . 
[0 8 7 8] 

(Slitei 3 2 5 - 2 ) 4 - (4-7^-2-7Hn7iMv) - 2- ( |4 - [ 
(3S) fcf^U V >- 1 -4 )V\ 1i)V#-)VT 

5 V) bf'J 

ES I —MS (m/z) I 4 1 6 [M+H] + . 
[0 8 7 9] 

(Hifeff!)3 2 6) 4 - i2--7;U^P-4 - [3- ( 2 - 7 x^^T-fefJU) f-^-^V 
£_K] 7x^^y| -2- I [4- ( 1 - /■ f; JV ^ U v > - 4 - 4 >) tf^9V>-l 

1 H-NMR Spectrum (CDC 1 s ) $ (ppm) : 1. 50-2. 00 ( 
6H, m) , 2. 2 0 - 2. 4 5 (4 H, m) , 2. 5 0 - 2. 6 5 (4 H, m) , 2. 
8 5 - 2. 9 5 (2H, m) , 3. 4 5 - 3. 5 5 (4 H, m) , 3. 74 (2H, s) 
, 6. 54 ( 1 H, dd, J = 2. 4, 5. 6Hz), 7. 10-7. 50 (8H, m) 
, 7. 63 ( 1 H, d, J = 2 . 4 H z ) , 7. 89 (lH, dd, J = 2. 4, 11. 

6 Hz) , 8. 04 (1H, d, J = 5. 6 Hz) , 8. 50 (1H, m), 12. 4.4 
(1 H, brs). 

ES I -MS (m/z) : 6 0 6 [M+H] + . 
[0 8 8 0] 

(HBgfflJ 3 2 6 - 1 ) 4- (2 -7^tn-4--hn7x^-» -2- 1 [4- ( 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1 . 70-2. 00 ( 
5H, m) , 2. 2 0- 2. 3 0 ( 1 H, m) , 2. 26 (3H, s) , 2. 55-2. 
60 (4H, m) , 2. 8 0 - 3. 0 0 (3 H, m) , 3. 4 0 - 3. 6 0 (4 H, m) 
, 6. 64 (1H, dd, J = 2. 4, 5. 6Hz) , 7. 2 0- 7. 4 0 (2 H, m) 
, 7. 70 (1H, d, J=2. 4Hz), 8. 08-8. 16 (3H, m). 
[0 8 8 1 ] 

flKj&W3 2 6 - 2) 4 - (4-7;/-2-7^n7xMy) - 2- I T4- ( 

ES I -MS (m/z) : 4 2 9 [M + H] + . 
[0 8 8 2] 

(^££#93 2 7) 2 - If4- (2->Vf^7?/xfjl/) fcf ^ 7 > - 1 - 4 ;l/] 
^ J I -4- (4- 13- [2- (4-7»tP7i-)H T-b + ;i/l 

7 1/^ Kl 7 x y * '» tf 'J y > 

1 H-NMR Spectrum (C DC 1 3 ) 8 (ppm) :2. 25 (6H, s) 
, 2. 4 0 - 2. 5 6 (8 H, m) , 3. 4 8- 3. 5 6 (4 H, m) , 3. 71 (2H 
, s) , 6. 54 (1H, dd, J = 2. 4, 5. 6Hz) , 7. 10-7. 40 (7H 
,m), 7. 60-7. 75 (3 H, m) , 8.04 (1H, d, J = 5. 6 H z) , 8 
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. 56 (1H, brs), 12. 26 (1H, brs). 
E S I -MS (m/z) : 5 8 0 [M+H] + . 
[0 8 8 3] 

.(«Jt«3 2 7 -l) 4- (4-T?;-3-^nn7x^y) -2- | [4- (2 

E S I -MS (m/z) : 4 1 9 [M+H] + . 
[0 8 8 4] 

(SMS 27-2) 4 - (4-7^7x^-» -2 - | [4 - (2-v*f-*7 
5Vxf-;U) Mikity- 1-4 fr] ),y 5 yj tfi;^^ 

E S I -MS (m/z) : 3 8 5 [M+H] + . 
[0 8 8 5] 

(^i«3 2 8) 4 - [3- (-^f^7^) 7Wy>-i--f^] tf^yy/- 
1-iJ y 9 TvK [6- (2-7;i/ + n-4- |3- [2- (4-7;Vxr 

E S I -MS (m/z) : 6 2 5 [M+H] + . 
[0 8 8 6] 

M3 2 8 - 1 ) 4 - [3- (y7f^7<;) 7 VT*J>- 1 - *f 0 v 

>-l-*my-j'^ 7->K [6- (2-7Wn-4-;hD7i/^y) fcf 

i; 5 y>-4--f ;w] 75 K 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1. 31-1. 39 (2 
H, m) , 1. 7 6 (2H, m) , 2. 13 (6H, s) , 2. 3 1 (1 H, m) , 2. 
8 6 (3H, m) , 3. 14 (2H, m) , 3. 5 0 (2H, m) , 3. 9 0 (2H, m 
) . 7. 4 1 (1 H, m) , 7. 5 0 (1 H, m) , 7. 7 2 (1 H, s) , 8. 11 ( 

2 H, m) , 8. 3 1 (1 H, s) . 

E S I -MS (m/z) : 4 6 0 [M + H] + . 
[0 8 8 7] 

(%jfcfl!3 2 9) 4 - (4 - )3 - F2- (4-7»tD7x^) + + :j-fr 
W K| 7xM-» - 2- I f4- (l->+;l/bf^'jy>-4-^) tf^^y>- 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) II. 5 0 - 2. 0 5 ( 
6H, m) , 2. 2 0 - 2. 4 0 (4 H, m) , 2. 5 0 - 2. 6 5 (4 H, m) , 2. 
85-3. 00 (2 H, m), 3. 40-3. 60 (4 H, m) , 3. 71 (2H, s) 
, 6. 54 (1H, dd, J = 2. 4, 5. 6Hz), 7. 10-7. 40 (7H, m) 
.7. 60-7. 75 (3H, m) , 8. 04 (1H, d , J = 5. 6Hz), 8. 50 
(1 H, b r s) , 1 2. 2 6 (1 H, b r s) . 
E S I -MS (m/z) : 6 0 6 [M+H] + . 
[0 8 8 8] 

(gjjgll 3 2 9 - 1 ) 2 - 1 [4- (l-^;i-tf^iJv?>-4-^;M tf 
afr#^;i/73 y| -4 - (4--fD7x^y) tf'Jy> 
1 H-NMR Spectrum (CDC 1 3 ) S (ppm) :i. 7 0 - 2. 0 0 ( 
6H, m) , 2. 20-2. 30 (1H, m) , 2. 28 (3H, s), 2. 55-2. 
65 (4H, m) , 2. 8 0 - 3. 0 0 (2 H, m) , 3. 4 0-3. 6 0 (4 H, m) 
, 6. 64 (1H, dd, J = 2. 4, 5. 6Hz), 7. 15-7. 40 (3H, m) 
, 7. 75 (1H, d. J = 2. 4Hz), 8. 15 (1H, d, J = 5. 6Hz), 8 
. 2 5 - 8. 3 0 (2 H, m) . 
[0 8 8 9] 

(iai&ffil 3 2 9 - 2 ) 4 - (4-7;;7xMy) -2- | T4- (1-^+jUtf^ 
y y- 4 -^f Jt/) hf^ 7 1 -^f;t/1 ft ;!/#.=■ fry 3 yj gij~>'> 

ES I -MS (m/z) : 4 1 1 [M+H] + . 
[0 8 9 0] 
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(HMflO 3 3 0 ) 3 - |4- [2-7**0-4- (3-7x^7^ W 

k) 7i^->] tru v>- 2 *} -i-^*-i- [l- (i -tTfrrvf-y 

^_3_xf;i/) -'f *] 7 1/7 

1 H-NMR Spectrum (CDC 1 s ) <5 (ppm) : 1. 64-1. 77 (4 
H, m) , 1. 91 (2H, m) , 2. 39 (3H, s) , 2. 81 (2H, m) , 2. 
8 8 (3H, s) , 2. 9 3 (3.H, m) , 3 . 5 7 ( 2 H, m) , 3 . 7 4 ( 2 H, s 
), 4. 17 (1H, m) ,6. 55 (1H, d d , J = 2. 4, 5. 6 Hz) , 7. 1 
4-7. 50 (9H, m) , 7. 67 (1H, d, J = 2. 4Hz) , 7. 90 (1H, 
dd, J = 2. 4, 11. 6Hz), 8. 06 (1H, d, J = 5. 6Hz), 11. 4 
6 ( 1 H, s) . 

ES I -MS (m/z) : 6 0 6 [M + H] + , 6 2 8 [M+Na] + . 
[0 8 9 1 ] 

(»ffi]3 3 0-l) tert-7f» 3 - ( 4 - t e r t - 7 > * v ft ;wF_;l/7 

< v bT^'j v>- i - 4 *) >- i v w= b 

1 - B o c -T&Ws- 3 (1. OOg) „ 4 - (ter t-7h**/*A"lf- 

;V7^) tf^Uv'V (1. 1 7 g) *>^-/-* (5 0ml) Ki&JRL, - i fclW ( 
0. 3 6 8ml) , 10%/<9f7AftI(l. 0 g) fciwA, *«*H*T£fi-C 1 2 
B#^WLfc 0 Kl£«t***»H*T (0. 4MPa) ISt 4 R»n«# Lfc„ 

ft*U LTMlt:£* (1. 2 1 g) 

E S I -M S (m/ z ) 1 3 5 6 [M+ H] + . 
[0 8 9 2 ] 

(jWfl3 3 0 - 2) £±2L= ri- (1 -^^*74ff -v>-3-^*) k°^'Jv> 
- 4 - j *] 7 5 ^ H^M^ 

t e r t-7f-* 3- (4-t e r t -7 h * ->* ***-*7 5 ^ e^'J ~7>- 1 -4 
)V) 7WS>- 1 -**>J?4r->V- h (6 7 5mg) Of h5t KD77>iSC, * 
?£±, 7K^k'Jf-7A7*^-7A (2 1 6mg) 4r*nx.> *j&±T0. 5R#««#Lfc 
o RJ&ifc* 8 0CT-4B#M»L7t o JEJfc«**t&±-e*fr*PLfco --»T> * (0 
. 2 16ml), 5 NjJcBMt* b U 7 (0. 216ml) > * ( 1 . 08ml) 

*Jnx., 7K^±T'3B#Pfl»L/Co *»»*%HIU 4«K4Nfi»-ft»ifA'** ( 
1. 4 3ml) tUifc. u^MU fc*feH#fcLT*»fl:**«>«&«« (55 
5mg, £#£ 0 
E S I -MS (m/z) : 1 8 4 [M + H] + . 
[0 8 9 3] 

!) 3 3 0 - 3 ) 3 - [4 - (2-7)Vtn-4--fn7i^'» 
2 _^,v] -x-^^jv-!- [i- (i-^^;U74f^v>-3-'f^) k'^Uv^- 
4 - -OV] *jV7 

E S I -MS (m/z) : 4 5 9 [M+H] + . 
[0 8 9 4] 

(ISf!3 3 0-4) 3 - [4- (4-75/-2-7^n7xMy) W*JV- 
2 _^;v] [l- (i-^f;V7-fe'fy>-3-^v) e^'Jv>-- 

4 - -f *] 7 7 

E S I -MS (m/z) : 4 2 9 [M + H] + , 4 5 1 [M+Na] + . 
[0 8 9 5] 

(t«iW3 3 1) 3- (4- 14- [3- (4-7»t P7i = JH 7-fc + ;)^*-7^ 
Kl 7x^-/1 tf 'jy>-2->f *) - 1 -**f-fr- 1 - n- (JLzAgJkZjg± 
y>-3-^*) bf^'j v>-4--f M */\s7 
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1 H-NMR Spectrum (CDC 1 s ) $ (p pm) : 1. 62-1. 78 (4 
H, m) , 1. 92 (2 H, m) , 2. 44 (3 H, s) . 2. 81 (2 H, m) , 2. 
89 (3H, s) , 3. 00 (3H, m) , 3. 65 (2H, m) , 3. 7 1 (2H, s 
) , 4. 18 ( 1 H, m) , 6. 55 (1H, dd, J = 2. 4, 5. 8 Hz) , 7. 0 
4-7. 18 (4H, m) , 7. 25-7. 31 (3H, m), 7. 66-7. 70 (3 
H, m) , 8. 06 (1 H, d, J = 5. 8Hz) , 8. 64 (1 H, brs), 12. 

2 7 (1 H, s) . 

E S I -MS (m/z) : 6 0 6 [M+H] + , 6 2 8 [M+Na] + . 
[0 8 9 6] 

(M#13 3 1-1) l-^f-;v-l- [1- (l-^f-^7*f-y>-3->f^) ^ 
s<i)*JV-A-4 )\>] -3- [4- (4--hD7x;*y) feT 'J 3>>- 2 - -f ^] * U 
7 

1 H-NMR Spectrum (CDC h) 5 (ppm) II. .6 4-1. 98 (6 
H, m) , 2. 34 (3H, s) , 2. 7 9 - 2. 9 3 (8 H, m) , 3 . 5 1 (2H, 
m) , 4. 17 (1H, m) , 6. 65 (1H, dd, J = 2. 0, 5. 6Hz) , 7. 
18 (2H, d, J = 9. 0Hz), 7. 26 (1H, brs), 7. 80 (1H, d, 
J = 2. OHz), 8. 17 (1H, d, J = 5. 6Hz), 8. 27 (2H, d, J = 
9. OHz). 

ES I -MS (m/z) : 4 4 1 [M+H] + . 
• [0 8 9 7] 

11113 3 1-2) 3- [4_z (4-7^7xM'» V> - 2 - 4 -1 
-^^-JU-1- Tl- ( 1 + y 3 z^fJkj ^'JvV-4-^vHl/ 

T_ 

1 H-NMR Spectrum (CDC 1 3 ) S (ppm) : 1 . 64-1. 77 (4 
H, m) , 1. 92 (2H, m) , 2. 39 (3H, s) , 2. 81 (2H, m) , 2. 
95 (3H, s) , 3. 18 (5H, m)' , 3. 60 (2H, m) , 4. 18 (1H, m 
) , 6. 48 (1H, dd, J = 2. 0, 5. 6Hz), 6. 70 (2H, d, J = 8. 
8 H z) , 6. 90 (2H, d, J = 8 . 8 H z) , 7. 30 (1H, brs), 7. 6 
1 (1H, d, J=2. OHz), 7. 98 (1H, d, J = 5. 6Hz). 
ES I -MS (m/z) 14 11 [M + H] + , 4 3 3 [M+Na] + . 
[0 8 9 8] 

(mn®13 3 2) (3 S) - 3 - y ^ f ^ 7 5 ; ^ f ^ V -7 > - 1 - * v 'J 

vir 7vK [6- (2-7)U*n-4- 13- [2- (4-7^tn7x-^) 7-fe 

1 H-NMR Spectrum (CDC h) 8 (ppm) II. 43-1. 74 (3 
H, m) , 1. 8 0 (1 H, m) , 1. 9 2 - 2. 0 8 (2 H, m) , 2. 3 1 (6 H, 
s), 2. 6K1H, t, J = ll. 2Hz), 2. 82(1H, m), 3. 14(1H, m 
), 3. 71 (2H, s) , 3. 89 (1H, m) , 4. 30 (1H, m) , 7 . 1 2 ( 
2H, m) , 7. 21 (1H, m) , 7. 25-7. 31 (2H, m) , 7. 34 (1H 
, m) , 7. 46 (1H, s) , 7. 84 (1H, dd, J=2. 4, 11. 6Hz), 
8. 33 (1H, s), 8. 51 (1H, brs), 10. 8 0 (1 H, brs), 12 
. 37(1 H, brs). 
E S I -MS (m/z) : 5 8 4 [M+H] + . 
[0 8 9 9] 

(SkH&9t 3 3 2 - 1 ) ( 3 S ) - 3 - V* f^7 5 J * ±± g^g 'J v > - 1 - * !kM± 
->'Jy» 7v_K f6- (4-7<;-2-7;vtn7xy^ry) fcf 'J 5 v >- 4 --i 
>H T_g_K 

1 H-NMR Spectrum (CDC 1 3 ) 8 (ppm) : 1. 44-1. 88 (4 
H, m) , 1. 9 0 - 2. 0 9 (2 H, m) , 2. 2 3 - 2. 3 5 (6 H, m) , 2 . 6 
0 ( 1 H, m) , 2. 8 4 (1 H, m) , 3. 16 (1 H, m) , 3. 7 1 (2 H, m) 
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, 3. 87 (1H, m), 4. 27 (1H, m) , 6. 43 (1 H. dd, J = 1 . 2 , 
2. 8Hz), 6. 50 (1H, dd, J = 2. 8, 11. 6 H z) , 6. 97 (1H, 
t, J = 8. 8 Hz) , 7. 39 (1H, m) , 8. 36 (1H, m), 10. 64 (1 
H, m) . 
[0 9 0 0] 

(jWJ3 3 3) (3 R) - 3 -vVf;V7< J ^f-Jl/tf^'J *JV- 1 -a^^y'J 
y» 7vK f 6 - (2-7 fr*P-4- 1 3 - T2 - (4-7HD7x-^) 7-b 

1 H-NMR Spectrum (CDC la) 8 (ppm) : 1. 46-1. 72 (3 
H, m), 1. 80 (1 H, m) , 1. 94-2. 10 (2H, m), 2. 31 (6H, 
s) , 2. 61 (1H, t, J = l 1. 2Hz) , 2. 82 (1H, m), 3. 15 (1 

H, m) , 3. 7 1 (2H, s), 3. 8 9 (1 H, m) , 4. 3 0 (1 H, m) , 7. 1 

2 (2H, t, J = 8. 8Hz), 7. 21 ( 1 H, t, J=8. 8Hz), 7. 24- 
7. 40 (3H, m) , 7. 46 (1H, s) ,. 7. 86 (1H, dd, 1 = 2. 4, 1 

I. 6 Hz) , 8. 32 (1H, s), 8. 51 (1H, brs), 10. 79 (1H, 
brs), 12. 34 (1H, brs). 

ESI-MS (m/z) : 5 8 4 [M+H] + . 
[0 9 0 1 ] 

(SUfifll 3 3 3 - 1 ) ( 3 R) -3-y^f^75;>f^e^')yv-l-* 

TvK [6- (4-75y-2-7)^D7x;^y) tf «J 5 v > - 4 - 4 

*] 7? K 

1 H-NMR Spectrum (CDC 1 3 ) 5 (ppm) : 1. 43-1. 86(4H 
, m), 1. 9 5 - 2. 0 8 (2 H, m) , 2. 30 (6H, m) , 2. 60 (1H, m 
), 2. 83 (1 H, m) , 3. 1 5(1 H, m), 3. 71 (2H,m), 3. 83-3 
. 79 (2H, m) , 4. 27 (1H, m) , 6. 4 0 - 6. 5 5 (2 H, m) , 6 . 9 

7 (1 H, m) , 7. 3 8 (1 H, m) , 10. 6 4 (1 H, m) . 
[0 9 0 2 ] 

(M0I3 3 4) 4 - {2^¥*JJUT±Z^£j^) - [1. 41 S?7-g/<>- 1 -* 
jV^v'J-y^ 7->K i4- [2 -7Jl"*n- 4 - (3-7x^7^^^ 

1 H-NMR Spectrum (CDC 1 s ) 5 (ppm) : 1. 93 (2 H, m) , 
2. 24 (6H, m), 2. 41 (2H, t, J = 7. 2Hz), 2. 6 3 (2H, t, 
J = 7. 2Hz) , 2. 70 (2H, m) , 2. 77 (2H, m) , 3. 57 (2H, t 
, J=6. 0Hz), 3. 62 (2H, m), 3. 75 (2H, s) , 6. 53 (1H, 
dd, J = 2. 4, 5. 6Hz), 7. 00-7. 53 (8H, m), 7. 70 (1H, 
m), 7. 90 (1H, dd, J = 2. 4, 11. 6Hz), 8. 06 (1H, d, J = 

5. 6Hz), 8. 53 (1H, brs), 12. 45 (1H, brs). 
ESI-MS (m/z) : 5 9 4 [M+H] + . 

[0 9 0 3] 

(SM3 3 4 - 1 ) 4 - (2 -y>f»7^xf^) - [" 1 ■ 41 i?7-g/<>- 1 
-flJl^^y'J -y ^ 7->K f4- (4-7^-2-7»tQ7xy^*» g 'Jy> 
- 2 - 4 ;H 7 3 K 

1 H-NMR Spectrum (CDCh) 6 (ppm) : 1. 93 (2 H, m) , 
2. 25 (6H, s) , 2. 41 (2H, t, J = 7. 2Hz), 2. 63 (2H, t, 
J = 7. 2Hz), 2. 69 (2H, m), 2. 77 (2H, m), 3. 56 (2H, m 
), 3. 60 (2 H, m) , 3. 74 (2H, brs), 6. 44 (1H, dd, J = 2 
. 8, 8. 4Hz), 6. 49 (1H, d, J = 2. 8Hz), 6. 52 (1 H, m) , 

6. 96 (1 H, m) , 7. 19 (1 H, m) , 7. 64 (1 H, m) , 8. 01 (1H 
, m) . 

[0 9 0 4] 
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mmm335) (3S) - 3 ->^f;i>7 ? ;^ f 'J > - 1 - ^ -> 

v>7 7->K 14- r2-7^*a-4- (3-7x^7tf Ht")VO') 7x 

1 H-NMR Spectrum (CDCh)'i (ppm) : 1. 26 (1 H, m) , 
1 3 6 - 1. 5 6 (2 H, m) , 1. 78 (1H, m) , 1. 95 (2H, dd, J = 
5. 6, 13. 6Hz) , 2. 2 8 (6H, s) , 2. 5 5 (1H, t, J = l 3. 2H 
z) , 2. 9 5 (1H, m), 3. 2 3 (1H, m) , 3. 7 0 (l H, m) , 3. 7 4 
(2H, s) , 4. 05 (1H, m) , 6. 48 (1H, dd, J = 2. 4, 5. 6Hz 
) , 7. 15 (1H, m) , 7. 3 1 (3H, m) , 7. 4 2 (3H. m) , 7. 5 5 ( 
1H, d, J = 2. 0Hz), 7. 87 (1H, dd, J = 2. 4, 11. 6 Hz) , 8 
. 05 (1H, d, J = 6. OHz), 8. 56 (1H, brs), 9. 72 (1H, b 
rs), 12: 42 (1H, brs). 
E S I -MS (m/z) : 5 6 5 [M + H] + . 
[0 9 0 5]" 

(MM* 3 3 5 - 1) ( 3 S ) - 3 - 2* S I * 1- )X/ 2 > ~ 1 ~ * } ±±* 

yijyjr y->K [4- (4-7^-2-7^tD7x;^y ) e'jy>-2--f^ 

1 7 5 K ~ " 

1 H-NMR Spectrum (CDC 1 s ) 5 (ppm) : 1. 25-1. 50 (3 
H, m) , 1. 76 (1H, m) , 1. 94 (2H, m) , 2. 27 (6H, s) , 2. 
5 3 (1H, m), 2. 9 9 (1H, m) , 3. 2 6 (1H, id), 3. 5 0-3. 82 
(3H, m) , 4. 0 1 (1 H, m) , 6. 2 5 - 6. 6 0 (3 H, m) , 6. 9 3 (1 

H, t, J = 8. 8Hz), 7. 51 (1H, m), 8. 01 (1H, d, J = 5. 6H 
z) , 9. 5 3 ( 1 H, brs). 

[0 9 0 6] 

(3fcSfrgl3 3 6) (3 R) - 3 -^f^TS I jj±±^ L!l 1 'J 

y ? 7vK 14- r2-7;V^-n-4- (3-7x^f7^f;Vf t^l-^f K) 7 j- 

WJy~2-4 M 75 K 
1 H-NMR Spectrum (CDC 1 3 ) S (ppm) II. 27 (1 H, m) , 

I. 36-1. 60 (2 H, m), 1. 78 (1 H, m) , 1. 95 (2H, dd, J = 
5. 6, 14. OHz) , 2. 28 (6H, s) , 2. 55 (1H, m), 2. 95 (1 
H, m) , 3. 24 (1H, m) , 3. 70 (1H, m) , 3. 74 (2H, s) , 4. 
05 (1H, m), 6. 48 (1 H. dd, J=2. 4, 5. 6Hz), 7. 15 (1H 
, m) , 7. 32 (3H, m) , 7 . 4 1 (3H, m) , 7. 54 (1H, d, J=2. 
4Hz) , 7. 87 (1H, dd, J = 2. 4, 12. OHz) , 8. 06 (1H, d, 
J = 5. 6Hz), 8. 61 (1H, brs), 9. 73 (1H, brs), 12. 42 

(1 H, b r s) . 

E S I -MS (m/z) : 5 6 5 [M+H] + . 
[0 9 0 7] 

(«ifegl3 3 6 -l) (3 R) -3-y^f»7^^f>^'jy>-l-»^ 
->'Jy» 7vK U- (4-7^-2-7;Utn7xyJpy) tf U V - 2 - 4 Jl/ 

1 7 5 K 

1 H-NMR Spectrum (CDC 1 a ) 5 (ppm) : 1 . 28-2. 08 (6 
H, m) , 2. 32 (6H, s) , 2. 57 (1H, m) , 3. 08 (1H, m) , 3. 
3 7 (1H, m) , 3. 5 9 (1H, m) , 3. 7 2 (2H, m) , 3. 9 1 (1H, m 
) , 6. 3 8 - 6. 5 8 (4 H, m) , 6. 95 (1H, m) , 7. 52 (1H, d, J 
= 2. OHz), 8. 01 (1H, d, J = 5. 6Hz). 
[0 9 0 8] 

mmm3 3 7) 4- u^A±2k2j*±vz=3^idJkl 1 zL*JkM± 

->'Jy» 7vK [4- (4- 13- f 2 - (4-7»tD7x-^) T±± M ^* 
frW_Kj 7^y^ry) fcf'jy>-2-'f *1 75 K 
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1 H — NMR Spectrum (CDC 1 s ) * (ppm) : 2. 33 (4H, m) , 

2 4 0 (3 H, s) , 2. 9 8 (3H, m) , 3. 5 1 (4H, m) , 3. 5 7 (2H 
m) 3 71 (2H, s), 6. 55 (IH, m), 7. 12 (4 H, m) , 7. 

O-l'. 3 8 (3H, m) , 7. 6 3 (IH. b) , 7. 6 9 (2H, d J = 8. 8H 
z) , 8. 0 5 (IH, d, J = l- 6 Hz) , 8. 6 0 (IH. bra). 12. 27 
(1 H, s) . 

ES I-MS (m/z) .: 5 7 8 [M+H] + . 

mlmlVi-i) 4- (i - ^^7^ff->'y-3-^v) 

#3±2L2* 7 ' >K [4 ~ (4--VP7^y^rv) fc°'jv^- 2--W 7^ L 
1 H — NMR Spectrum (CDC 1 3 ) S (ppm) :2. 32-2. 38 (7 
H, m) , 2. 93 (3H, m) , 3. 52 (6H, m) , 6. 65 (IH, dd. J- 
2. 4, 5. 6 Hz) . 7. 19 (2H. d, J =9. 2 Hz) , 7. 3 6 (IH m) 
7. 7 5 (IH, d, J = 2. 4Hz) , 8. 16 (IH, d, J = 5. 6Hz), 8 
\ 2 8 (2 H, d, J =9. 2 H z) . 
ES I-MS (m/z) : 4 1 3 [M+H] + . 

yjEZII 7->k r4-(4-7;y7xy^y)ev^-2 -^vl7,h 

ES I -MS (m/z) : 3 8 3 [M+H] + , 4 0 5 [M+Na] . 

TvK [4- (4- 13- r 2 - (4-7JVtn7x-;i/) 7±±2 k] ±*fr_ki hi 
7x7 */) feT'jy>-2-^ jk] Z-SJl 

1 H — NMR Spectrum (CDC 1 3 ) S (ppm) : 1. 24-1.2 7 (2 
H m) , 1. 7 2 (2H, m) , 2. 0 6 (2H, m) , 2. 2 1 (1 H, m) , 3. 

0 4 <2H. m> . 3. 19 (4 H, m) , 3 . 7 1 (2 H, s) , 3. 9 0 2 H, m 
) , 6. 53 (IH, dd, J-2. 0, 6. 0Hz) , 7. 0 8.-7. 13 (4 H, m 
) . 7. 2 4-7. 3 1 (3H. m) . 7. 6 3 (IH, d, J = 2 0Hz) 7 6 
8 (2H, d, J = 8. 8Hz) , 8. 04 (IH, d, J = .6 . 0Hz) , 8. 62 ( 

1 H, b r s) , 12. 2 6 (1 H, s) . 
ES I -MS (m/z) : 5 6 3 [M+H] + . 

(MMm 3 8-1) 4- (T-tf^yy- tr^uv^ - i^*JkM*±v y 

^ 7i/K r4 _ (4 f P7xV fcfU v> - 2 7^ K 

i h — NMR Spectrum (CDC 1 3 ) * (p pm) : 1.31 (2 H, m) , 
1. 7 2 (2H, m) . 2. 0 7 (2H, m) , 2. 2 2 (IH, m) . 3. 0 6 (2 H 
m) , 3. 19 (4H, m) , 3. 89 (2H, m) , 6. 64 (IH, dd, J-2 
0, 5. 6Hz), 7. 19 (2H, d. J = 9- 2Hz), 7. 2 9 (lH. bn 
), 7. 74 (IH, d, J = 2. 0 Hz) , 8. 15 (IH, d, J = 5. 6 Hz) , 
8'. 28 (2H, d, J = 9. 2Hz). 
ES I -MS (m/z) : 3 9 8 [M + H] + . 

mimll\-2) 4- (7-tf+y>- i zJJkl ^■jy>-i-* ^'>'J y 

^ 7VK r 4 - (4- 7 ^7xM-» e'jy>- 2--f;ul 7j_K 
ES I -MS (m/z) : 3 6 8 [M + H] + . 

(immlt\) 4- (2- ^ q')^-i-^w) g^yy-i-**** 

2?7i 7vK r6- (2--7^+n-4- | 3- T2- (4-7»tP7x = »). 
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1 H-NMR Spectrum (CDC 1 s ) d (ppm) II. 81 (4 H, m) , 
2. 4 5- 2. 67 ( 1 0 H, m) , 2. 68 (2H, m) , 3. 55 (4H, t, J = 
4. 8Hz) , 3. 71 (2H, s) , 7. 0 0 - 7. 5 2 (7 H, m) , 7. 64 (1 
H, m) , 7. 8 6 (1H, dd, J = 2. 4, 11. 6 H z) , 8. 3 3 (1H, b r 
s), 8. 49 (1H, m) , 12. 38 (1 H, brs). 
E S I -MS (m/z) : 6 2 5 [M+H] + . 
[0 9 15] 

&±vnmm& xzfmmm^^-c^hixtiit^nmTk^. jy.To^8~^3 9i- 

[0 9 16] 
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